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(54) Title: PYRIDONE DERIVATIVE HAVING AFFINITY FOR CANNABINOID 2- TYPE RECEPTOR 

^ (54)3ga^a>««-^: *vi-tv^ K2sss<*s*a<tffl^^-r*e'j Kvs»{t 

(57) Abstract: A compound liaving an affinity for a cannabinoid 2-type receptor. It is represented by the 
formula (I): (I) wherein R^ represents a group represented by the formula -Y'-Y^-Y^-Ra (wherein Y^ is a 
single bond, etc.; Y^ is -C(=0>NH-, etc.; and Y^ is optionally substituted aryl, etc.), etc.; R^ represents 
„, hydrogen, etc.; R^ represents alky), etc.; represents alkyl, etc.; and R^ represents optionally substituted 
alkyl, etc.; provided that R^ and R* may in combination represent a ring in cooperation with the adjacent 
atoms, etc. 
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5 i^m^m 

■So 

10 

mmm'^m {^mnu. ^^m.. mm'^my -esse: hA^mm^nfeo 

:bZ.}Ltm^nX\^^1^. ^ Hypertension (1997) 29, 1204-1210 T 

20 -f h-S^-W^tb-rtt^ 1 9 9 0^t:*>:^tr>'^ H iM^^i***^ 

25 'fb^Jrp^lJbs ^^}rpfglJ#fflsmi^ii^ftffl.««f^^'&^-^-^*'^*'-^=^- (Nature, 
1993, 365, 61-65) » 

1 



wo 02/053543 



PCT/JP01/n427 



^^mum. in^mn. mmM^Lxm^^^tixi^^ (Nature, 1998, 349, 277- 

281)o 

-^o^t U-C{±> WO 9 9/0 2 4 9 9 Jfct>'WO 00/4 0562{::=Spy n>K2|t 



H3ll*Me 

— J^'J >g|zi^i: b-Cj*> EP 048180 2 J. Med. Chem, 1998, 
10 36, 953-066 IB«J CD In; H I VtStt^fe :tf S-fb-^^^A^^ff § , 

SfeJiiT© (A) tCL^p-r^y D>B#*5bs. lsmcD*f^i*iii bT^MBBS 8 - 
4 6 0 6 8 iCi3m$ttTVN^oSfcsWT0(B)lC:5^-r U K >g|^f*::6S^ j. chem. 
Soc. Perkin. Trans. I (1984) pll73-1182 {C IBfo ^ tlT o 



20 ( 1) S; ( I ) : 





(A) 



(B) 
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r2 




:^>>p!j;i/5j^-;i/. m^^ttTOT* J;^^*-'^>'^^'f -'V^ V5=-:4-s/r:^ ^^ s^fe 
$nt:v^-c% J;^^T5^> tHnif^>. T;v:3af-i'. t ;v ^ ;t ^ t;i/>^-;u 

■^XtiSm^n-CVNT*) J:V^T;i/*P>t:fe t) ; Y2{±^^^^ -0-s -0-C 
(=0) -0-C ( = 0) -0-. -0-C (=0) -NR^-s -0-SO 
-NR*'-^ -NR^-C (=0) -NR^-S02-. - N R " - C ( = 
NH) -NR^-C ( = 0) -NR^-C (=0) -NR-'-s -N 

Rb_c ( = 0) -NR*>-S02-s -NRb-C (=S) -s - N R " - C ( = 
S) -NR"-. -NR^'-SOa-NR^-. -NR^-C ( = NH) -NR"-. 
_S-. -S02-0-> -SOa-NR"-. -S02-NR^-C (=0) -N 
Rb_^ _C (=0) -0-. -C ( = 0) -NR"-. -C (=0) -NR"- 
C ( = 0) -s -C ( = 0) -NR^'-C (=S) -s -C (=S) -NR''-> 
-C (=S) -NR^-C (=0) -C ( = NH) -NR"-. -C (=0) 
_^ _C (=0) -NR^-C ( = NR'') -XJ±-C ( = 0) -NR^-NR" 

;v. E}^$n■rv^T^) J;v^T;vdr->'^^ am^nTiNT* j;v^^^^S;Ss am 
^^utl^-c%J:v^m^^^S3z:ttTi>;vT•fe t) ; RMi^n^ixJi3i:ut7jc^. g 
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ffijfe^ tit l^■c 4) J; v^T ^ y ^ bHDdri/, T;i/ndf-iy, t;u^;i/5=- 

-SO-^ -SOg-N -NH-. -C (=0) -^ -CH2-> -C (=0) - 
NH-3Z.ii-NH-C ( = 0) --^$.1) ; R °{iam^nTV^T % cfcV^J^^^^S 

;i/::^;!/:7 ^ - T;i/=3r;u:^;i/*-;v^ h n xiiS; : - Y ^ - r ^ (^tfis Y^ 

-S-^ -SO-s -S02-> -NH-. -C (=0) -CHj-N 
-C (=0) -NH-E-X{4-NH-C ( = 0) -T?fet) ; E {4^^g-&3i{±B 

{4Bm^^^-cv^-c4)ctv^m^^^s■efes) -es^^nsS-efe t) ; 

SO2-. -NH-. -C ( = 0) -C (=0) -NH-E-3itt-NH-C 
( = 0) -tfet) ; El4#«g-&X{d:Sm$^^TV^T4) J:^/^T;l/:¥b>•C-fe^3 ; R» 

Xl4s R2ZS:Z>'R2®m-&to-&s R3:stJ«R''cDla■&t>•^^ R-'^fct^-R ScDSa-^t)^ 
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*) J: < ; 

5 iS.\y. R " >!)^-i^t:^o-C^ l^^l" ?> Jl? #^ 13 T ;i/ :3 dp i/ T- SJfe^ i^ 

SB ( 1 ) iilRl)gilT&5) t?^^nsS-r-*.5±gB ( 1 ) Kii®*>:M^y-f K 
( 3 ) R5;t)S'^7^aJS^St^^/'X^*^ia^0iK•&A^:/^^9Eb-CV^^:fe.J:-V\gm^n-C 

(4) R 1*5^; : -Yi-Y2-Y3-Ra (^tfs Y^ Y^, Y^^ R^^fctJ^R*" 

20 {i±i3 (1) i:PiMa-e$>s) T-5^$n^^t'fe?)±fB (1) ~ (3) ©v^-rn 

(5) R^ifiiS:. : -Y^-Y^-Y^-R'' Y'. Y 3:at5R a{i_h|g ( 1) 
hmMmx&\) ; YM*-0-. -NR'^-C (=0) -Xtt-C (=0) -NR 

25 -cfe5±i3 (4) mm<Dijy±t:y^ ^ 2m^miif-n^\^mmm.mm. 

(6) R3;RtJfR*As— ltl^:^ot:l^^cv^±iB (1) ~ (5) © v^ -fix 1318 
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(7) R^-ifiTKm. MJ^^ntv^T ct v^T;^^;^s An-if >3i{*^ : - - 
( 6 ) Km® * > :Mi ^ -f 2 SS^i*:^SH4E£llim^^> 

(8) R 3;Sit>'R * A5-i^t:^o-ts I^^g-f il^lcv?" aM^^:RtJf/X{* 
T4) J:v^'^>-^f >3^-e*:v^) <£?^fi6-r S ±13 (1) ~ (5) ouiTtite* lzmm(D 

(9) n^-b^ykm. V7 J . 7f:;i/?;i/. A;i'5i^=¥i^s ■< v ^-f^T^ Y . txj. 
t KD^i^. ;b;i/^i^-f i-yi-Y^-ys-R^ Y^:st;fY3 
li^ tien^fe a£ b T jz.{*gjfe ^ ti-c -c 4. J; v> 7 ;v ^ 1^ ( i: b -r 

15 — ;U7' 5 s t^;^^ — ^i^;i7;b>}^* — ;1'T 5 y s t )\^ ^ ^ ti ))/ 

;i/ 5/ ij :^ 5^ N :^-^Vx ^Nn -ifXbT;!/!! dpi/;*;!,/!?- ;V:^df-->, 

*:;i/5;i/;r:3fi>;RtJ^/3?.JiTi^;i'5^^) -c-fe b ; Y2{i#$g^, -o-s -o-c 

20 (=0) -s -O-C ( = 0) -0-s -o-c (=0) -NH-s -NH-. 
-NRb-C ( = 0) -NH-C (=0) -0-^ -NH-C ( = 0) -NH 
-NH-C (=S) -NH-s -S-s -SOa-O-s -SOa-NH-s 
-SOa-NH-C (=0) -NH-. -C ( = 0) -O-s -C ( = 0) -NR 
_C (=S) -NH-s -C (=0) -NH-C ( = 0) -s -C ( = 0) 
25 -NH-C (=S) -s -C ( = 0) -s -C (=0) -NR^-C ( = NRb) 
-3Z:«-C ( = 0) -NH-NR'^-T-fel? ; R •'jJ^gm^ tit VnT * «t 
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^-]^yyL\t- c ( = 0) -nh-t;i/^v t) ; R^ttsm^n-r v^■c4) 
20 — (gJfeSii b■c(±^ >'Nn-y>s T;i/=i=^ri^> v > 
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(10) ^|j$js^jr-fes±i3 ( 1) ~ (9) ©v^^ti*^K:8B«co*>^i;y-f 

15 \' 2m^mi^m.m^m.Mmm<^. 

(11) ^^JiPMjl<JT-fe'5±l3 (1) ~ (9) ®V^■r^^*^tl3«6©:t^ >±t:>' 

(12) gifer^i^^JT-feS±l3 ( 1 ) - ( 9 ) 0V^1'l^iP{^:S3f5®* 

20 (13) |Sl0^Jffei>±I3 (1) ~ (9) ©V^-rtiiPlCi3m0*>:^t^'f H 
(14) (I ) : 



r2 
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R 3{ittj^$nT iN-r J;t'>T;i'^;i/> v'NP-jT^vxti^ : -y^-r^ (si.fps 

5 tt#!^-&3i{±T;i'^-b 0 ; R'^{i±fB ( 1 ) illH^^T-feS) -Cm^ tLi) 

RMi7Jc^X{imm$^^-cv^-t'fe J:VNT;v=^r;i/T?fe t) ; 

J:V^M^I&3 Jil.±CDT;i/^;i/3ittS;: - Y«-R» (SS•t>^ Y «Zfct>'R N±±iB ( 1 ) 

X{*±i3 (1) i:lBl7t^T:-S5 ; 
15 >^>M^mm.T^^^i^^ Ri*i^ : _Yi-Y2-Y3-R^ Y'ifim 
( = 0) -C ( = 0) -NR''--^fet3 ; R*{±ia^^n■rv^■C% J;V^mlgSI 

3 *s m m b T V ^ S ^ ii ^ R * S Jfe U T V N ^ ^ ^ ^ © ^ ^ © A* - a ^ 

i_Y2-Y3-R^ (^'t'x Y i;Rt;^Y3AS#S^^T-$> D ;Y2*s-0--t-$)D;R 
^7 -C^$tL?.S-efeSil-&ZfcVR3JiU'R*A^-^t4to-C. 
25 ^•r^M^iiftC'<:>-lf >^^?i5fiKb. iPOR»As^:-Yi-Y2-Y3-R'^(S; 
ftJ. Y 'jbs^i^-grT-S. Y3>bsrn5^ V D> Y^A^-C ( = 0) -NR'>-t 

tlx *»oR*As;^;V'7 T^'f i^m^ti^mi:^ 

9 
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(1 5) Ri*s^:-Yi-Y2-Y3-R^(^ft^. Y^RV'R^\t±m ( 1 

4) iil^SclSI-Cfe D iYHt-O-. -NRb-C (=0) -yHt-C (=0) ~ 

NRb_^$,f, ; Rb^^7Jc3gxtta^^^^■cv^-c^) J:v^T;^:3p;l/■e$>s) -c-^^n 

(16) R 3;RtjfR*i!)S— ^®t«:■^"CV^^CV^±l3 (14) Xtt (15) fBtgC-fb 

(17) R 3:5tfR IP^-rsM^i:^l-^7^DM^ZfeU^/X 
tt^lS?nje-&*^:^ffib-C«r^T* cfc^.^^^ff^fi!4^•S±SB (14) X<i (1 5) iB«5 

(18) RiAsS5;:-Yi-Y2-Y3-R«^ (^*^ Y M*#^-&-e 0 ; Y^ 
{ia^$tlTV^T^) J: V^T;i/=SrV D jYMi-O-s -NH-C ( = 0) - 

XJi-c (=0) -NH-T'fet) ; R *l*Em$*^-r v^-c %) J:v^^^^S;S3Z.{iM 
^$nTV^•c^) J;VN^^^^SS-eSS) -C-^^^tLS^tfe D ; R2#7j<^T?fe t) ; 
R3;bsr;v^;v. ;Nn/^>xtt^C : - ys-r* (^i+i, Y^ii^^^-ffe t) ; R-^ 

T<fe«}:v^i'^' oT;i'^;i'X{*ffil^^ti--cv^T4)c):v^'^5^n:?">'-''^'^fe^) "^^ 
(19)^(1): 

10 
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R 




^•&:5i{ig^a^n■cv^•r*<fc^^7;^=^^>■^:•fe^} ; Y^tt-c (=o) -nr»'- 

ics-efe !) ; R''tt7j<^T"fes) t'S^^n-sST-fe D ; R 2i±;dc^-r'$. t) ; r 3;s 

yfRM*-i^K:3&;o-C^ P^-T SM? Ji^^t^^^ (eb\ R3*sS^bT^^^^ 
^M^fcR**«MJfebt:v^S^^M^^ffl^-&®ai>.As-fiie^-efe t)xflfc<Z)^^M 

■c v^ t: * -J: ^^ T y — ;v s mfe $ n t v^ t J; v% a t ;i/ ^ ;v X « a gi ^ tt t.v% 

(2 0) ±13 (19) iBm©Yb-&t> (mb^ R3;sz>-R4i)S-^iv*i:-:jT:^ mm 
t^B's't^i^iemommM (mu^ R3*sfimb■rl^5R^M^^^:R^**amb 

T'feS) *^oRi>bs^ : -Y^- Y2-Y3-Ra (jSJ*. Y'MXfY^ 

;{,s^jjg^-Cfe t) ;Y2AS-0--Cfet) ;R°-7 x.~}]/-^$>^) t" 73^ ^ tv ^"C* ^ S 

(2 1) ^ (I) : 



i^fp. RM*S; : -Y1-Y2-Y3-R* (SC't'N YMi#^^-^$.tJ ; Y^Ji- 



R' 



•2 




(I) 
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C ( = 0) -NR^--e$)t) ; Y3{i#^e-&X{iSm^i^TV^■c4)<fcv^T;^dp^'> 
10 u 

(2 2) ±1B ( 2 1 ) i3tg©-fb-&tJ. y ■e®IKm±fF^$n 

(2 3) (I) : 



15 (iCfl^s R MiS^ : - Yi-Y2-Y3-R«^ (SCtlix Y i;RVY ^ ti^ilt-^-Cfe D ; 

Y2{i-NR^-C ( = 0) ; R ^ tlT l^ T % J: V^^^^SiST- 

20 ( 2 4) ±13 (2 3) vdmoit^m. ^(Dru y ^<Dmm±t<f^^n 

( 2 5 ) S; : 
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Yti^^g^s -NH-. (CH2) Y2(±- 

C ( = 0) -NH-Xa-NH-C ( = 0) Y3«#3e^X{iSJ^$n 

J: ir". fJ' n T)^^))^. g|ft^n-z:t%T*<};v>'^7^D7' U — tiT i> 

(26) YAS-(CH2) 3-"^*SJtSa (25) 8Bii®'fb-&<fels -^CDro 

(27) ^: 



(iC't'x R2Zfet>*RM±^n^tt^43tL-CT;i/dr;VT'fe Dx Y ^ - C (=0) - 
NH-3l«-NH-C ( = 0) -f$>D> Y 3(i#jg-&3lttiEJfe$ tlT V^-C *> J; V^ 




13 
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±fF^ ^ ti S JfiX « ® ^^ffi tl> 

(28) Y3*ss^^$nTl^T*) J:V^T;^=¥V'>T'feS±SB (25) ~ (27) 

(29) ±13 (14)~(18)s (20)s (22)s (24)~(28) 
(3 0) i«7>:hl:fy ^ K 2Sg^#:Ml0tt-C'fe-S±i3 (2 9) fB«j©|S^imJ5e 

(3 1) iS;^iJ!gi^J-??*S±IB (2 9) IBi8®E^iiSJ5fet/x 

(32) ^i^^$iJ^JT*-5±S3 (2 9) s3«0IS^iafiK^s 

(33) ^JJ|?&iS^J-C-^-5±l3 (2 9) i3mcDg|g$afig^> 

(34) 0(^g^J-CSi.±SB ( 2 9.) S3ttOlSliliia:Ba«fes 

(35) ±g3 ( 1 ) ~ (13) tL*^{::SB«©Yb^ife*S:#-rsc: 

(36) 2 Mg^tt^l^Msl-r -Si^^® ^^^^PJ^^J^-T fcK)® 

±13 (1) ~ (1 3) ov%-rn*»c!3«©'fb-&«©<!effls 

[1] ^ (I) : 
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J:v^T ^ y s t^•a^i^^ Tjvzi^i^s TJV^;i'^;r> 

DXJiSG : -Y 1 - Y^-Y^-R*^ (S + x Y ^ JSi-CPY ^ \t^tl^tim.^LVX 
^XfiS^^^T J:v^T;i'=^^>T-a& •? ; Y2{i#^^-&> -0-. -O - C 

5 (=0) -X - O-C (=0) - 0-x -0-C ( = 0) -NRb-v - O-SO 
_NRb-, -NRt-C (=0) -NR^'-SOa-x -NR^-C ( = 
NH) -NR»'-C (=0) -0-x -NR^-C ( = 0) -NR"-. -N 
Rb-c ( = 0) -NR^-SOg-x -NR»>-C (=S) - N R - C ( = 
S) _NRb_^ -NR"- S 0 2-NR»>-. -NRb-C ( = NH) -NR''-. 

10 -S-s -SOg-O-x -S02-NR»'-s -S02-NR'»-C ( = 0) -N 
p.b_^ _C (=0) -0-. -C (=0) -NR"-. -C ( = 0) -NRb- 
C (=0) -X -C ( = 0) -NR*'-C (=S) -C (=S) -NR"-, 
-C (=S) -NR''-C.( = 0) - Xi* - C ( =.N H ) - N R " - -r- t) ; R » 

4 j^oT^i/^-iVx ffi^^l^^v•rv^T^) J;VN7;i/^r-;i/, Bili^nTi/^-t *> J; v^r;^ 

20 R2{±7j<^s am^n-CV^-Ct) J:VNT;i/=5r;i/x g^;^n-C^^T4> J:V^7;l'>5^::l;l/. 

sm^tiTVM:*) J;v^T ^ t:Ku=Sri^s T^v^^j^. 
:ts T;V'ir -;i/;r:3E^i'. 7 ;i/ ^ ;>/ :t ^ s T ;i/ =Sr ;v :^ ;i/ 7 :^ ;i/ . T;i/=3p;v:^ 

25 :^ b DXJi^ : -Y^-R'' {^^. YMi^^^x -0-. -S-. 

_SO-s -SOz-s -NH-s -C (=0) -s -CHz-s -C ( = 0) - 
NH-Xfi-NH-C (=0) --C-$)t) ; R Vn-C * J; 

15 
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7';i'3 ^ ^ n■c^^ T 4) «t * ;^>'^'^ ■i'V5^:r 

5 BJfe^n-CV'iT'fe J;<r^T^ y > h H U T;i/=Sr;i/5^ 

cfcv^7;i/^b>N -o-. -s-^ -so-. - 

SOa-. -C ( = 0) -CH2-> -C (=0) -NH-. -N 

10 H-c ( = o) -xfi-c ( = 0) -NH-gm^^^T^r^T t) ctv^T;^^^l'>- 
15 Ji^^i'. T g|fe$n-r ^^-c*> J:^^*;^>'^'^-1';^'N -fv^:^ 
i/Tr^hs «Jfe$nt ^^t'fe«tv^T5 tKndp>>> 7}V:n^i/, 

T*) cJ:v^T;^:3|^;^x{*^ : - -Re (^cfi. Y«{i#^-&. gm^ntv^T** 
20 J:v^:?';^^ V TJiy^ — i^y. t)v^=.u>^ -o-. -s-. -so-> — 

SO2-S -NH-. -C ( = 0) -C (=0) -NH-. -NH-C (=0) 

-X{±-C ( = 0) -NH-B^^$^^•rv^-C ctV>T;Vdrb D ;R^i±« 

^^ti^&X$> t) ; 

25 R 2j^t>'R 3 0$I-&t)-l±^ R ^Z^y^R''©«a^t>-&> R^Zit/^R^cm-^t)^ 

® l^ -rn — o CD m-g- 1> *s _ (3 ^ o T ^ 5^ P ii tJ^/ 3Z. ii ^ l§« ^ 

16 



wo <»2/«53543 
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tt±i3ll] i:Plc^T-$)i>) -C^$*x«.ST-$.S±I3Il]IBiK®:^j >:M:iy H2 

10 MS^<*:^^W^4g^«a^^^^ 

[3] R5;j)S^7^DM^;!au^/Xf±^tS*nJ^-&5!)*:n':SU-CV'>T* J:v^g^fe^^^ 

15 ^ fLT I'^T * J:l^'\5^ D-u--^" S ) t ^ ^ ^ i) _hB3 [ 2 ]i3® CD > 

[4] R i^fis^C : - Y 1 - Y2- Y3 -R*^ (^Jf. Y^ Y^, Y^ R'^Zii;fR 

{± ± 13 [ 1 ] i; 111 It ^ -e 5 ) -e ^ ti ^ a T? s ± f 3 1 1 ] ~ [ 3 ] 0 1/ > -rn A* {c IB i8 

20 [51 Ri*s^i.: -Yi-Y^-Y^-R-^ Y\ Y 3;RtJ^R Nd:±i31 1 ] 

iiPl^^f^ D ;Y2{i-0-. -NR^-C ( = 0) -^ii-C ( = 0) -NR 

[6] R3Kt/^R "Jb*— i^lc*oT v^^cv^±fB[l]~I5]0l/^■r^^A^^z:i3«80* 
25 VrJ-bTV H 2M§^<*:^inttEIII«Ifig«^s 

[7] R3;!)S7X^s Mf^^t^■r^^t:^) J:v^T;^=^^;^> /^ P-^f VXttSC : - Y « 

17 
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5 [8] R 3:5IFR''AS-i^t*oT^7^D/g^:StK/X(i^ia?P^-&*^^^EL/ 

TV^T «kv^«l^l$^ltv^t 4) J;v^T;^:¥^ > ({fibs mWk^tixi^x% 
[9] R^A^Tk^N *;i/;l^df.s^^ -i v'f-:ti^T± h ^ 

10 b Hn^i^Xtta; : - Y^-Y2- Y^-R*^ Yi3itJfY3{*^n^n 

T;i/';r:^ b >s t H a:iri^5ittTi' ) T-feD ; YMdr-^i^^s -O-^ -O 
-C ( = 0) -s -0-C (=0) -0-s -0-C ( = 0) -N.H-^ -NH 
-NR^-C (=0) -NH-C ( = 0) -0-> -NH-C ( = 0) - 
15 NH-. -NH-C (=S) -NH-^ -S-^ -SO2-O-. -SO2-NH 
-SO2-NH-C (=0) -NH-s -C (=0) -C (=0) - 

NR^-Xtt - C (=S) -NH--t!^D ; R'^*s«Jfe^n-CV>T* cfcVNT;V^;i/ 

(m^&t\^x\t.^ tb*ndri/) X 7';i/'5r:^;i/. ^^■r^r^ T * J; T 'J — ;i/ 

25 R2AS7j(ms T;1/^;1/x T;i/'5r:r;i/Xl±^ : -Y^-R'^ (^ffJ. Y**s-0-T-fe 
t) ; R^A^^T^nTU— 1: 5^ ^ ti 5 ST- S D ; 

18 



wo »2/(»53543 
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^-i^yyut-C ( = 0) - NH-T;i/:^rb>-T-fe»? ; R'^ii/ND^f >T-sm^ 
(Sj^*i:bTfi. y^D^>^ T;i'^ly>iy:t^i^^lt 

R * **7jc^x T ;p =^ ;i/ 1? ft D ; 

Ti^ K) : - ye-Re (^cfj. Y MiT;i/:3r >T-ft t) ; R^\tmm^tlX 

xlis R?;Rt^•R3;^)Wi^^::^-pt:sm$-^l-cv^-^:^) j;i^T;i/dE^^ > (smsi^u 

:s tJf / X ^ ^ h£ b T v^ T *) J: v^ ig m ^ n T V^ X t) J: ^^ 7" ;i/ ^ 1^ > 
:r tJf R 5 *s — ifi 13 o t ^ fig «I AS h£ b T V N -c *) i V i a ®i $ n 1 1 ■> -c J: V > 

[10] tri;^J^S^JT*&*±iB[l]~[9]®.l^-m*^i:i|3m® * >:f -f K 2 
[1 1] ^^}iPSiJ^jT:-SS±SB[ll~[91®V^-rn*>U:8Bii®:*J>-^-li^ -f b* 

[13] ^0^J-CfeS±l3[l]~[9]®^/^-rtt3fP^3i3«5©* >± H 2^ 

19 
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[14] ^ ( I ) : 

R2 




R 3^ig^S$nTV^T J:VNT;i/dp;i/, ^\U^>:^it^ : - Y ^ - RI (^.tti, ys 

10 R«^±7k^3^^*®^^^^^■rl^t: 4) !3 ; 

RM^'^5^^M^S^J'/X^±^tS?P^g^*S:n-^£LTV^T*) J; *1,T 

J:t^^^i!t3 Jii.±®T;i/^;i/Xii5t; : -ye-Re (^rp^ y 6;s:t>"R«(i±i3[i] 
15 t: 4) J: ^/^7';l/=3M^ I? ; 

■&{*s Ri^s^r-yi-YZ-y^-R*^ (5*41, Y i *s^!e^-e t) ; Y^ifimm 
^nTi>T^ J; v^T;^=^^^>■t♦^ t) ; YMi-NRi^-C ( = 0) -^ -c ( = 0) 
20 -NRb-T-feD; R^ttgm^t^T^^T4) J; v>^^31^SJ^figJS^nt:v%T4> 
ctv^^iggiS;^-e«) t) j R''tt7jciS3ittsm^nTv^T*<i;v'»T;w=^;i/-cfeao ) 

_Y2_Y3_Ra (^4,^ YiSt;tY3AS#i^^-CfeD ;Y2d5-0--e$)b ;R^ 

20 



wo 02/053543 



PCt/JPOI/11427 



feD. Y3 3{)S3i-5=-^>-f$) D^ Y^As-c ( = 0) -NR''--e$>D^ Tb^oR^^s;^ 

[1 5] R 1*^^ : - Y^- Y2-Y3-R* YK Y ^Zit^R tt±l3[ 1 

4]iilllSST-$> t) ;Y2|±-0-. -NR'^-C ( = 0) -Xtt-C ( = 0) -N 

[1 6] R3^it;^R^i)S-^^-*o-CV^:^V^±IB[l 4]Xtttl 5 ISB^^-fb-^i^x 

[18] R»**SC:-Y»-Y2-Y3-R* {M. YMi^Sg^-efe D ; Y^ 
tt®m^nTl^T^) J;VvT;i/^V>-??feD ;Y2{i-0-x -NH-C (=0) - 
3Z.tt-C (=0) - NH-T-^t) ; R ^ttSJ^i^nxi^T % J; ^/^ j^^SgiS^XIi® 
20 tltl^■t 4) fei)) -C'^^n^^T-fe t) ; R 2*S7jc^T-^ d ; 

J\uffy^\t% : - Y8-Rd (^(fi, YSfi^^^fafe t) ; R * 

25 -C4) J:v^T;^=^l' ; R^ttsm^n-cvN-r 4» «fcv^T u-;^x ttm^tlTv^ 

21 
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^?)±I3[1 4]l3^0<b'&i^> -torn y ^®§a^±fF^^lxi>mx{d:^ 
[19] ( I ) : 

(1) 

M^xttKm^^-r v^T * J;^^7';^^^>T-S ; Y^a-c ( = o) -nr^- 

a;S-e& t) ; Ri'ti^lc^T-z&S) t-S^^ fiS^t?^ !? ; RMi7Jc^-efe ; R 
10 tr-R-4 o T t) ; R ^ {*j^|g|S;-3 iy.±© TJl'^ir/l/JZ.f*^ : 

_Y6_Re (^cfi, Y^Jifim^nTVNT*) J:i^T;v^l/>t$) D ;R«ttB^^ 

nTV^t^ J:V^T U — ;Us SJfe^ tXT V->T %) J; V^ D T J^ttS^^ tbT 

15 [2 0] ±S3[1 9]fB®©'(b-&i^ ({au> R3:5.t>'RlA5-^i3^oT7^ h 

5^ b > -C- ^ t) > iPORiASiC :-Yi-Y2-Y3-Ra (^cfi, Y ^ StJ^ Y ^ As^-Jg 



[2 1] ^ ( I ) : 

R2 




RU*^ : -Yi-Y^-Y^-R*^ (^tp, YM*#^^-5* t) ; Y^tt- 

22 




wo 02/053543 
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C ( = 0) -NRi^-T-fe t) ; Y3(i#^-&Ji{ifim^^^-tv^-c%c):v^T;^^v> 

5(j . _YS-Rd (^fp^ Y5{i#ig-^V R'^{±gil^tl•C^^r* J;V>J^^3S^aX 

; r ^ji^^igt 3 jji±®7;i/:^;i'3iJ4^ : - y«-r= 

10 ^^U-x 

[2 2] ±i3[2 llSB^^-fb-^i^s ^©rnH^^y^^. ^©M^±fF^^nS 

[2 3] ±i3[l 4]~[1 .8]^ [2 0]Xtt[2 2]©VN-m*^{r|Bm®'fb-&i^<&^ 

15 [2 4] ;t7>:Mf y-f K 2S^^#:^ffi&-e^S±IB[2 3]IBli®Em«afiK2^x 

[2 5] Ji1;iiJiS^jT-fe-i)_tS3[2 3]SB«4©E^iiafiKt/x 

[2 6] ftMnMM-^&^±m2 3]mmcr>mmmm<^. 

[2 7] ?||ft?&«^^J-^feS±ffi[2 3]iB«®Em^fiS«tex 

[2 8] a«Syi:&2)±iB[2 3]iB®®IS^mfiK«felo 

23 



wo (>2/»53543 



PCT/JPOl/11427 



:^i'>!7;v:l^:=.;i/x llJft$nTV^-C<fe «l:l^:!b;l/>'t^-f V'f-:ti/T± Y . m.Wk 

^nTV^T*) JiVNT 5 hKP:3pi>'v T;v=J=3pi>^ T)V^)V^:^, T)V^ — }V 

DXfi^ : - Yi- Y2-Y3-R^ (^ffs Y i Y a {i-etV^tiJ^i: 
15 -^XttBi^^ tlTV^■r * >T-fe t) ; YMi^SB^s -0-^ -0-C 

(=0) -s -0-C (=0) -0-. -0-C (=0) -NRi'-. -0-SO 
2-. -NR'^-. -NR^-C (=0) -NRb-SOa-s - N R " - C ( = 
NH) -NRb-C ( = 0) -0-> -NR^-C (=0) -NR**-. -N 
Rb-C (=0) -NR'>-S02-s -NRb-C ( = S) -> -NR»'-C ( = 
20 S) -NR'^-s -NR*'-S02-NR*-s - N R - C ( = NH) -NR''-. 
-S-x -SOz-O-^ -SOz-NR^-x -SOa-NR^-C ( = 0) -N 
Rb_^ _C ( = 0) -0-. -C (=0) -NR*"-. -C ( = 0) -NRb- 
C ( = 0) - C ( = 0) -NRb-C (=S) -C (=S) -NRb-, 
-C (=S) -NR^-C (=0) -^ -C ( = NH) -nH^-s -C ( = 0) 




wo »2/»53543 



PCT/jrpoi/11427 



-C (=0) -NR^-C ( = NR'') -3Z.(i-C ( = 0) -NRb-NR'' 

--^db D ; R^fiSJfe^n-cv^T*) J:v^T;^=^;^^ Mtfe^ttTV^-c * <t v^T;l'^^- 
i^T'T^hs ®^^^^^TV^T<&<J:^'>7'$ y ^ th'D^s^, ^.^^^^^^^^ 

- h nXfiS; : - Y*-R° (SS*, YM*#^-&^ -0-> -S-. 
-SO-. -S02-. -C ( = 0) -GHz-. -C ( = 0) - 

15 NH-3Z.{*-NH-C ( = 0) -T'^D ; R ° ttS^^ nT T % <tV^i^^^^S 

n•rl^T t) J: V^7;V"!^-;l/^ SJfe^nxi^T* J;v%T;V'^r:;u. yMj-t^^. i/'T 

-S-. -SO-x -S02-> -NH-. -C (=0) -s -CHa-x 
25 -C (=0) -NH-E-Xt±-NH-C ( = 0) -71 ; E (i^SS'&Xttm 

25 



wo (I2/053543 
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J:v^T;^^^>^ tjv^-u^. t;i^^-^>. -o-^ -s-^ -so-^ - 

-NH-^ -C (=0) -C (=0) -NH-E -Ji(±-NH- C 

5 ( = 0) ; Ett#J^^3lttffiJfe^ntVN"rt) J;v^T;^:^b>Td& b ; R« 

lifijfe^ tir v^T * «t VN^^JiSiSxaSife^ tit v^ t J; VN^t^^SiS-^ 

J: < ; 

15 

R M:: o ^^ T 

20 1) R 'ifi^ : _Yi-Y2-Y3-R^ Y^, Y^^ R ''RXJ^R*'it± 

IB ( 1) i:|^m»-CfeS) T-^$tL5S-Cfe?)«-&x 

2) RlAS7J<^^ i^ry. vf-:ti^yi- T^y. t. 

h'D:i^ri/s 5b;i/^^^'f : - Y1-Y2-Y3-R* (SJcfj, Yi;at>*Y3{i 

5 ^ s t )V^-}P:t^^>:ij ;1'^^=-jvt s. ^ T?v=i^iy:^ )Vyn- 
26 
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-efe D ;Y2tt#M-&x -0-. - 0-C ( = 
O) -0-C ( = 0) -0-. -0-C ( = 0) -NH-. -NH-s -N 
5 Rb-C (=0) -s -NH-C ( = 0) -0-^ -NH-C (=0) -NH-^ 
-NH-C ( = S) -NH-s -S-s -SOg-O-x -SOg-NH-s -S 
Oa-NH-C ( = 0) -NH-> -C (=0) -0-s -C ( = 0) -NR"-, 
-C (=S) -NH-> -C ( = 0) -NH-C ( = 0) -^ -C (=0) -N 
H-C (=S) -^ -C ( = 0) -> -C ( = 0) -NR'>-C ( = NR'') -y^ 

10 {i-c(=o)-NH-NR''--efe!3; R ^Tb^sife^ti-r v^•r ct (® 

r*) J;v^7 U — ;i/ (S^fe«i:UT{i^ * ;i/ =3p i> s aj^$ v^T * <fc v^T ^ y ^ 
iT'^U^/l/^:^^ IT' dp w ^S^s /\n'5^>^ T)\/^)y^ t KD 

15 ut;i/^;v (gmiS^:bTtt^ T U-^vJiti'/JJltit Kndpi^) , ft 

t U — ;v;:^;i/5i^-;Wx T;^=3p;^STJ^/5^{±>'^^y >'fb7;l/^;l/*;^5^^- 
;^) ; R*'*^7J<^x T;i/=3r;i/> t H p :¥i>'JfctJ^/XttT;i/3 d^i/-c 
25 3) Ri*SiS;:-Y»-Y2-y3-R«^ (iCff s Y ^ JfclJtR «^ (i±i3 ( 1 ) 

m^ST-^t) ;Y2<±-0-^ -NR^-C (=0) -X«-C (=0) - N R »> 

27 
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4) -R^ifi^: -Y^-Y^-Y^-R^ (.^^. YK YK Y ^ Zil/f R M±±fB ( 1 ) 

6 5) RiAJS;:-Yi-Y2-Y3-R» (iC't'x YM*#ig^tfS D ; Y^ligm^ 
n■CV^T^)J:^^T;l/:3p^>^^$,t) ;Y2{i-0-. -NH-C ( = 0) -Ji{*-C 
(=0)-NH-l?feD; RN*Km$tl-CV^■t ctV^^^^^S3^{ig^fe$t^-C 

6) RidSjCr-Yi-Y^-Ya-R*^ Y Mi^i^-^T-^ ; Y^tt^Jie^ 
10 3^{ifi^$nt:^^r % J;^/^7';^=^p u >-C2fe t) ;Y'it-c ( = o) -NR»'-t?ab 

7) Ri*sSi:-Yi-Y2-Y3-R*(5S;4's Y Md:mife-&-C$> t) ; Y^Jiism^ 

^^T^/^t:^)cfcV^T;^:^PV>-^?$) b ;Y^\±-C (=0) - N R ^ - N R ^ - 

8) Ri*«Si:-Yi-Y2-Y3-Ra (ij;^., YM*#i^^-eS U ; Y^JigJ^^ 
^^Tl/^-C il/^^S-I^^^OT;!/^ 1^ >T-$> D ;Y2|*-0-. -NH-C ( = 0) - 
3Z.{i-C (=0) -NH-T-$.!9 ; R {±8^$ tLT V^T *) cfc V^^^^S:S3^:{ia 

R2{::o^^T 

1) R2AS7jc^x t;^^^;!/, t;!/^?--;^^^^^; : -Y*-R= (^Ft>> Y^As-O- 

25 2 ) R2*s7Jc^xfia^^^t^■r^^T^) j;i'>7';i'^;i/T-s^^-&N 

3) R2;{)S7jc^T"^^ii-&> 



28 



wo 02/»53S43 
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2) R37f)57j<^s g^^$^^■rl/^-ct)cf:^.^T;l/^;l/^ d ^->x{i^ : - Y ^ - r d 
(^pfJ^ Y«{i#ie-^^ gm^tlTt^T t)cfcV^T;^^ U >^ ;i/ -ir :^ U > , TJU^ 

3 ) R3Ast;1/^;1/s /Na^->X{±Si : - Y5-R<» YMi^SS^r-fe D ; 

4) R3:i)S7jcm> TJl/^^r;!'. /\D>y>3Z.tt^ : - Y ^ - R «» YS{d:#ig-&^ 

-c*) J:v^TU— ;i' (1imSi:bt{*> ^ND'i^'Vs T)V^)V^ 

TU— ;i' (SJ^*i; t-t f*> ''^P'>"■>^ 7';i'3dF->', -DV^u^i?:^ 

5) R3Asg^^n-CV>-C4) >'ND-^>3Z.{ij* : - Y ^ - R «» (^(f>s 
YMi#Sg-&3Z.«T;i/dp~ v>-efe D ; R"»tt±IB ( 1 ) i: IHSt^t! & 5 ) "CS^^ 

6) R3i)«7jc*. T;bilr;UX«^ : -Y = -R-^ (^'4'> Y = (i#ig-&XfiT;i/=^r- 

7) R3 7t)ST;i/^;vt-fe^j©-&. 
R M3o^^r 

1 ) R'^>f)S7K5^3i{ifi^^^t^•rV^-C4)ctV^T;^^;^T•$)?)^-&. 
2) R''*S7jc^. 7;U^r;UX{i^ : - Y^-Rd Y^tt^^^-J?^ D ; R 

29 



wo 02/H53543 
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3) R^ifiykm-cm^m-^. 
5 R5to^,^T 

J:^.^J^^iSc2 W±0r;i/^;vX(i^:-Y«-R°(S;4«sY«Z^t5RMi±iB( 1 ) 

10 l^X 'i) ^l^TJU^]y >X'$> t> ; R « ttSJfe^ tlTV^T * J; t> 7' V — >'l'> SJ^^tlT 
3 ) R5;^)Sg^fe$nTV^T^) J;V'>j^^^3J!JiL±(Z)T;i/^;i/X{*a; : - ye-Re 

30 
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6 ) R = >6s^7" nJ[i^2it>V3^«i^iafniS^tS:n-^ br T J; v^mm^ tt-C VNT 

5 4, J;^^Jg^3!?l!l3^^Jl±®7;^:3p;l/3i^i5S;:-Y8-RM^*^ Y«;&tjfRM*±i3( i ) 
8 ) R 5 ASjgt^lS 3 w±0T;^=^p;^T♦$)S;©-&^ 

10 9) RS*s^ :-Y8-R« (^f^N YMiT^U^l^V-efet) ; R ^ f±g|fe^ ttT 

R3Zit^«R*{3^VNT 

15 1) R3St>*R^/b5-i®t'fe■^XV^5^-&^ 

2) R3JfctJ^R**s-i^t*o-Cv |^S-rsM^i:«l-'^^nM^:Rt//Xt*^fia 

3) R3:Rt>-R''*^-i®l-^d;oT^ I^^I-^Jl^il^ti^m^ ({i.b> R3*^S^ 

6) R^3.-aR''t^-m\^u^x. si^-r sil^il^^^'^xDM^As^/^ffibt:v^r 

31 
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7) R 3:Rt>-R 4^5_ijg(:::^oT. PII§gt5Jl?i:*K:^^ei^^^5l ({fibs 
;t|5 S ^ U t V % ^ M ^ i: R ^ S I- 1 ^ 5 ^ ^ M ^ ® ^ ® - a ^ 

R *st^'R ^ {zouT 

1) R*jsi.u-R^i!fi-i^^tii^x. mmt ^m'f-.h^ic^^mm^is'ift'^vxi^^x 

1) X5!)smiSM^-e*i)a^> 

2) xii^mnM^x-^^m-^o 

* *^M■^b^tl{3;fe^^-Cs !|tt=±fB (2 5) - (2 8) 03ll«l:i)^«FS UV%o 

T'VT^Djg^Ai^^EU-cv^-c t)<tv^s (XttT;v*;i/) J ttis (3^i* 

32 



wo 02/053543 
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7)]/^)]/) ® — gIi^C-NR-^ -N=^ =N-^ -0-^ "S" (RtiTK^Xti 
5 7}V^}V) CD — §15(3- CR = CR-x -C = N-s -C = C- (Rtt^tl^tllS 

■r 

10. •e?iJ:i«> 3i^;i/s n-rnh:;i/x 'fV7'Di^;v. n-:r9^;^^ ^vf=}-)\^s 

sec-:/^;VN .tert-:^^-;!/^ n-^V^^;!/. -^V^>5^;^^ neo-^>'5^;i's tl-'^^ =1/ )\/ ^ 
R*'^ Rf> R^ R3^ R*©T;V^;i't ItCx ^ISHS 1 ~ 4 ©iS^iK 

15 'fV7'Dtf;i'. n->''5^;^^ ■iV^'^}l'. sec-:/9^;^^ tert-7'5^;U**Jf S bOo 

'#{;^^m2JiJL±®T;b:3p;^A^»^b<. ^^^3 w±07';v:¥ 

Dl^;i/> n-:/^;i'N -ivy'^Ji^. 8ec-7'^;i/> tert-^5^;l/x n-'>«.>5';i/s WV^V 

25 r^5^aM^F^*s^&bfe-fcSB7;v^;i/j i: bTtts 1 - 3ffl®'^7^^Ji^*S:n' 
^£bfei^^i!^ 3 ~ 1 2 (Dm.m^yLit±^^^<^T)v^)itim^ bVNo #tci^©^ 

7^Dji^^3&s^H£ bfc^^^3 ~ 8 0T;i/:Jr;i/A5}f S b < X C0 cl:a«c7';i/^;i/i: 

33 
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^'V:rD^^f^^^^ n-^h^i^^ -YV^^h^i's sec-^^h^i'^ tert- :^ h 4=- 



wo (»2/053543 



PCT/JP(n/11427 



rT)v^)v^:^y tit. ±13 rT;i/^;i/j ic:±i3 rT;v^;i/9=-;r j ifi 
2-3i^;i/g=-:rai5F-;i/> l-n-rn t;;i/5=-::t 2-n-7'D t:;i/5F-:;i-xf-;i/s 3-n->^ 

rn 5. y ;>{ 1-^ 5 y Jl5^;^^ 2-^ 5 

2-3i^;i/7 ^ y -n-T'n t:;^^ 3-31 5^ ;ut 5 y -n-ro t^;^^ i-n-yu y.)^/t x j -n- 

20 

25 r j»;i/-^-;i'j{is ±13 rT;i^^;i/j l:: 1 ^^fc{±-€-tiW±o~«^'^%^-r5 

35 
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r7';i,:3p-;vj hit. ±13 rT;i/^;vj (c: l flSSfc«-?-ixJii±(Z)H«3g'^S:^ 

5 

U ^ P P^^^;!/ 1-^ P P:ii5^;1/. 2-^5? P P ^ 

s;i7npx5^;v (^Jitt^s c n^^-'i^N p p 2,2-s;^'p 

10 pai5=-;i/#) ^*s^{:f ?>tLSo 

ry> p./>^tr;i/=f ^i^j ±13 r7';i/3:^5/-j iz i i>x±<Z)/^ti 
mi^rz&^mv^L. m^\^. i^^^ n p^ hapi^, i^7;i/;4-p^ h^S/. hU:7;i/ 
:tpp< b^S^x hi; 7;b:tP3i h:^i/ (2,2,2- h V 7 JVyir a 3^ h ^ mifi^lf 

15 

/.^Ul^s 'vdf-U-^^'-VVx '^r^'^^l/^x l-^^;i/X^V>. l.3ig^;i/ai5=-U 

>s l.l-i';^ ^^-^Vx^ Ix ;^ l.l-v' xg^;i/ai^ 1^ >^ 1,2- 

20 i;>x.5^;i/5i5^1x l-x^;U-2-y< ^^--'I'X^^ I/- >s i-^ h U ^ ^ l^- >x 2-;^5=- 
;WhU^5^1^>x l,l-i^^5^;i/ h U ^ 5^ I' l,2-i^^^;H> 'J ^ V >> 2,2-i7 
• ;>i^JVhV ?i^]y>. l-x5^;i/ b ij ^ g^-l' >> 2-xf=-;i/ h U ^ ^ 1^ l,l.i?x^ 
h >> l,2-i^x^;i/ h i; ^ P >x 2,2-i^3:i^;i/ h V 2-x5^ 

;i/-2-^ b U >s i-^5^;i/7" h5^^b>s 2-^ 5=-;i/7" b ? ^ ^ >s 
25 i,i-i;*^5^;i/7" b vp<^v>s i,2-i^^.f-;v7^ h ^ ^ >x 2,2-s^^ h v 

Y^v Y3^ ye^ _C ( = 0) U -T ^U^U > -<Z> t 

36 
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<D7)V^\y>m im^\t. x.g^U'^x hV h"^ ^^U>) . 

{i^taiOig-^y^^ffi L/T V^■C % ct V^ Bife ^ nt T * J; ^^ ^ Jl^fiK "f S © 

37 
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5^ n ^ > ^ >;<3 ^ u ^^■*)- > :^ ji'Tf^-j]/^)., tv 

— ;i'3b;i/:4^ — ;i/ {^^'J-iJV^ i-y h-^;u^) , ^^5^ o t y — ji/^jI/tK — ;i/ ( t: 
U i^^i/r^yyi/jK-;!/^) ifi^tfoti^o CLh^^mt^ ^iZTJV^jVs /nd^>^ 

3- p< 5=- ;i' -2- ^ ;i' ;f ^ # {:f 6 n -S o 

r:7-;i,dr;i;i/^dri>j i:tt> i^mJl^{c±S3 r:r;i//r-;uj *sgifeb?feasic 
l*b^ — 1-r □ tm;!,;^ 2-7P t:::::;U::^-:5^ i', i- 

15 

i->^D5j1^i/*;i/7}?r:;i/, n-:^ h >!j i- y h :3f- * ;v :if 
rT;]y^?i::^ji''7 -f -Ji'j tits jv y - ;i' iz ±m ^tjv^jI'j t^mi^Ltz 

38 



wo 02/053543 
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r7i^;i/T5.yj <OTt/)V^^\^. ±m^Ti/)VA iinMm-C^^. ^T->)V 
5 i: lilies T' > r7';i/d^;i/;^;v4^ - ;VT 5. >' j ilbTtts ij^tC. 

10 »*UV^e 

tt-;!/!] — ;i/7' 5 y j © * — ;i/g|J^«x ±gB ^TJi' 

15 r-r -jvT 5. y> J (DT)\y^=-)\/^^l:^. ±13 ry;i//r-;i/j tnMm-t;^ 
-e&t). ^7 jv-r^=.;i'7 ^ y J iiLTfix ^itiCs ^> V-i' ^ y > 

20 :7 h ;VT A^Jf ^ UV^o 

r^5iD T u — ^ J cd^'t-ptu— ;veP:S'(is ±13 f^^^n 

^7 )\,^)VX)V7i-^-JV:t^i^ J (D7)\/^)l'7.)l'7irs=.JVU^\^^ ±13 ^7)i^^)l' 

39 
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i: L/TtiN h U 7 ;i/ ;t d ^ h ;i/ jTC - ;i/ 2|- dp i/ ^ Y ^) i7 

rTv;vdp;vj (i, ±13 r:pij-;i.j 7{)Ssmufe±iB rT;b^;i/j 

40 



wo 02/«>53543 
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T-$)t)x r:p i; — ;p;;^;i/7}, 5 y J iiLTttx Itlcix -1? > ;^ 3^ - ;i' T 
15 fg^^ n■cv^-^: 4) ckv^T 5. y J i: UT(*x ^^SI^T 5. J s t;i/=¥;1'T 5 y (^J 

41 



wo 02/053543 
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5 rgj^$;}x-cv>T4> <fc^^*;l/>''!;^'^;^J ©SJfeSii UTttx (0>J^(i^ 
T-fef^;Vs 7•Dt;:t-;^^ ^>y'f;i'^) ^-6^^^^ ^^xj^^ ;vSc?)^ 

15 S bOo 

20 

— m^-^^wt- 3 ~ 1 2 flsioT;i/'^-;uss^t* b^ i2?>jx.(i\ e^-^pr 

42 
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5 (0lJ^«s -CH=x -CH2-) AS 1 -SfiCD^xPH^T-gm^nfe^A^e)^ 

10 7 U 3-:7 y,*!/) . (15iJ;t{iv 2-5^3^-;)/. 3-5^ ^1 = ;^) ^ t^n 1; ;i/ {m 

i-i^nu;i/s 2-tfnV;i/N 3-i^au;i/)s -f^^i/U;!/ (^J^«n i--f 5 ^ 

3-t^^^/y;I/^ 4-i^^\/u;i') s (fi?!i:t«> 1, 2, 4-hUTy-;u- 

i->f 1, 2, 4- h U T^/ U-;i/-3-W' ;i/s 1, 2, 4- h »J r v/— ;i/-4-'f . 7^ h 

15 ^ ^/ u ;L' X. «x 1-7^ b ^ 'J V ;i^> 2-7" h ^ u ;^^ 5-7" h 7 u ;v) s * ^-y- 

T'^/u;!/ 2-g^T^/u;i/x 4-5^T^/u;i/s 5-^t\/';;i/) ^ ^t^jt^j^) 

20 \/>;;i/) X (m^it. 2.t:yi^-;ux s-i^Ui^^i^x 4-t;ui^;i/) x t^u^s^s; 

(^pj^tis s-i^u^i'-^^x 4-tr';4^i^-;i') X tfu^i?~;v (i»J^«s 2- 

3, 4-:r^i^-i^T^/-;i/-2-'f > ^>v^7U;i/ 2-^>yib]7 3- 

25 ^ > [b] 7 u ;v> 4-'^^ > (b] 7 u s-'^ > \/ [b] 7 u ;vs e-'^ > 'J [b] 7 u ;v'x 7- 

^>V[b]:7U;v) s -^>v5^Ji:::;i/ («3Jit(^s 2-^ > ^ [b]g=-x:^;i.. S-'^V^/tb] 
4-^> Vlb]5^i-;i/s 5-^>^/[b]5^Ji->!l/x G-^ > [h]^ ^ - s 7- 

43 
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7 u ;^^ ^> u ;v (^?'J^(Sn 2-'^> v';r=^-9-^J' 'J 4-^>^/:;td^+^^/ 

{m^its 2.^:^\/ U 4-:Sr:^^^ U 5-dp:^ U 6-:^:^^/ 

10 4-^y 'J;^^ s-^y y;i^s e-^^r^ t-^p^ v b-^j ^ 7 

> b* u (fi«J^«^ i-< > H U 2-'f > H U 3-< > K u 4^ > h u 
s.-f > F u e-f > K u >'v^ 7-1' > H u ^v) > V > H u ;^^ 7 r ;i/ (^j 

20 7 31 y 2-7 3-7 aiy' ^TS^— 4-7:11^5^7'$;'- 

1 ~ 9 o^^^#^^&lci!*bs 1-tfa 2- to u 

25 3-t:n »j bTDUi^/s 2-t:D u 3-tf d u i?— i-f $ U — ;^^ 

4-'f ^ ^v* u i;'-;l/^ i-b:5^iU-;Us s-bf^^U— ;i/n 4-h:7 u i-tf.^ 

44 
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5 

^®^^t^TV^-C4) J;v^T;^^l^>J ^gg|$t^T^^T t) J;v^T;l/^;^J ^ 

St©ifiS**aj^^ tiT T % J; o 

(#j;t«s ^^i^^ji.. ^v:7-nt^;i/. tert-:;^^;u^) . t-;!/-^-;)/ 

t^N'n-f';i's '^>vV;^^ t u ^:^>*-'i^'J^--'t'> d > > * ;i/ 

m^\-l. ^ h=^i^> rD:*f=^ri^x f\^^ym) . T)V^^V)3)\^ifs 

{m7i\^. ^ Y^iyti}Vif^=^)\^. teTt-:fY^%y^)i^^- 

25 T=.J. 7)V^)VT^J (^J^«x P^^^^l/T^y^ a^^)VT\^. >J^^)\^T% 

45 
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Vyp^^ty) . (^WJ^f^s h'jyf^^>, 7^ 

1fn, :f.)VXiyY^ ^ 5^ :^ ;i/ ^ v 5=-:^* 

;i/7Kr:;i/T 5 y > 7' ;i/ 3 * ;i/ ;K - ;i/ 7" ^ ^ T ;i/ ^ ;i/ T S: 7 s TU— 

46 
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m7L\-s.. tb-odpi/T^y 

a?) , T;i/=idE^S^ {.mfi.\-S.. J^h^i^. rn/tf^S^. s 

(■fi?'J^{i^ ^^;Vx -f vrDt:;v. tert-:r^;i/^) s th-n^^i/^ 

i^s t )\y^\yyv-^^y. j\uffy. tKD:^j'. >'^ 

47 
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5 p!3;i//if ■i? UT )\^^ )\/if^=-)^. T JV^)]/::^ )]/yir^=.)V. T U — ;^ sl^ 

>j try-CD ^>y<;^^ t: u i?>*;i'^ — i/-^ n^>^ >;?3;v:j^n 

dpi/^ (0!);t«s ^U;'<5=■^'>^ 5^ h^;^f=-U,>. '^>i5' 

15 

6*] ic {i ^y. T t ^ t- ^31 S E 1" ^ o 



48 
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i^^. RK R\ R^Rv^R^i^mmtm^m'^^*) ; -r^-^-a-r^ 

_R3a_A-R4*-, -R''»-A-R5a-ji-?tt-?nj*35:LT'v-7^alM 
(DSJII^ (i?yx{^^ T;i/dr;i/^ t^•D:^ri^^ :^^V^ T 

oD^T^s^?^ L^^o m^^j^t^m^t Ltits ^mm^. ^t^dmtf (M^M^^. 



49 
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10 1) mMn^^m^^mmx'&^m'^s 

15 5) ^^*s^^gii^^3S «ab> R3*s«^^b-?:V^5J^^0^i:R''*sg^l^XV^ 

50 
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5 

R^jSLi^R^ifi-miztji^x. mmt^m^t^iz^y^am's' miz. mmm^. 
2) mmti^0Mn(Dm'^> 

52 
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ta^. R^JSLV'R^<Dm'^t>-^s R3]5yfR*©m-^t)-&s R*StJfR^®«I-&t> 

Ri*J^ : -yJ- Y2-Y3-R'' (^*s Y^ Y sjRtJrR *{*«!ri3 il 1^ 

^.«-e$.^) T'?^$tt^aT-fe§Ji•&^ 1*1^. ^ : - y 1-.Y2- Y^-R-^ (^tf. 
Y Md:#J^-&"e& D ; YMi-O-^ -NRb-C ( = 0) -xtt-c ( = 0) - 
10 NR^-tS- t» ; Y 3{iStSI^*xt:v^T* J^o^t;!/^ u >t?* t) ; R'fiMJfe^ix 

T «t D 7" y — ;i/"t:* ^ •& ). T'S^^ ^xsa:^^^^ bv^'o 

dpi>*;v4^'-;i'v ®5^$n-CVNT*» JiV^^^v^^^^-'VN v h ^ 

20 $nt^,^-c^) J:v^T 5. ^> tb'n^jft'^ T ;u ;!/ 5^ ^ s 7';w^-;v 

T;i/>rnix>s t;!/^-^^. -0-. -S-. -SO-s -S02-^ -NH-. 
-C ( = 0) -; -CH2-> ~C (=0) -NH-E-3l{*-NH-C ( = 0) 

53 
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ti S S t* J& i) ^ ^ * -f S o 



{^fp. R^ R^ R^s RS:at>"X{±Hfi8Ba:lllicm ; R^ttT;i/*;w« ; H a 1 
10 X@A- 1 

^ (A-1) -eS^$nS<b-&tli;5»i : R^NHa (^^^ itwiU tmMm) 

^ni)'fb-&feS-EjS^-&. ^ (A-2) •egK$tiS'fb-^i^?&M3it^?)xm-efeSo ^ 

(A-1) l^m^tl^ih'^'^omtLXlt^ T-fehT-b5^~hx 2-^ 

V/>*s§?^ bV^o miBUmit. 2 0 0°C^ ittKljif * U<{±80~180"'C 




OH 




54 
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X@A-2 

5 Si (A.2) -^m^ti^it-^^t^ (A-3) -c^^tis-fb^tis^gso^iSET-es 
iS^-frs s; (A-4) -es^^ns-fb^ti^ffiije-rsxs-efe^o ffiali:br^±^ tru 

10 (4. 0~2 0 O'Cs J|tl35fS b<tt^ia~ 1 0 0*Cf*So 
XflA- 3 

^ (A-4) -c-S^^n^'fb^;fe^ma0#?ETEB^^-&x A (A-5) T-^^tT'-S'fb 
i«As$f ^ u^^o SJiS^asaN o~ 2 0 o°c^ b < 1 0 0 °c-c^ 

So 




20 R3ZfcU«RMiBf)IBi:|5imm ; R^tt7;u^;i/^?£^i5fc-ra) 

XSB - 1 

S (B-1) -eS^^n?)^b^iB3t/NO^>'(b^MS:SliB^Hirx ^ (B-2) "C^N^a 

55 
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^DD;}>;i/As IZgJe^b^^^*s^|f ^>n-So Sj5£;^aSfi^ - 1 0 ~ 1 5 0 'C^ 
1 0 0 'CifiB^ bV^o 

X^B - 2 

15 5* (B-2) T-^^tl,S'^b^t){;:^ h U "i7A7';i/n^ — ^*S^&^•^J■T^ (B-3) 
T-a^^ns-fb-^i^&Mat-rSxeT'^-So ± h U AT;u:3^— h i; UTtt. :J- 

y UV^o S^Ergfitt^ 0 ~ 2 0 O'C, <^lzm^~ 1 7 0°CAS 

20 * bV^o *Xg(i^ iiTifftJT-JP^aU-CfTd ©As^g:^ ^^V^o 
X@B.-3 

^ (B-3) T-S^^nS'fb-&ia^eUS>-'J'A^D5-f K®#^£TT-inll?tL/Tx 
(B-4) T^^n2)-fb^tJ^Siii1-2.xa-e$)So < T4) J; <^ t: u 

i^-'i7A^D^-Y h*<£SJiS^i^i: bT^ffi b-C4) J;i>o SiiKi^S i: bT ti. 8 0 
25 ~2 5 O'Cs 1 0 0'C~2 1 0'C*sSf* bl^o *X^{±, !}1D> hU 

:7D v-f ^♦?&ffiV^T%ff o d i:.*ST-t So C©:^^. S^S^^^ i: bX {i:g'fbp< 5^ 
> ^ ^ ffl V ^ S C i: AS T- § -i) o 

56 
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5 X^C- 1 

^ (c-i) t:-a^$ns'fb-&i^tR5H a i (^^x R^itm^Btmrnm ; Ha i 

{±;NDy>) ja^^tiS^b^«>S:SJS;^-frx (C-2) Tf^^nS-fb^^feJ^Sfitf 
SX^T^So S^SMSJAv 0~2 0 O'Cs Sf* b<tts 100~150°C-efe 

10 Jim c-2 

^ (C-2) -es^^ns-fb-s-ti*^ e>^ (C-2) -e5^^nS'fb-&ti*8^Jit-§xs-c 



57 
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(0-7) 

XSD-l 

5* (D-1) -e^^n-s^b-^tjA^^S; (D-2) TS^^tLS'fb'^ife^Mjg-rsxs-e 
Tfis a:^5^y-;i/) ^^M-TSC i:}6s-?:$ S/iSM 

10 XSD-2 

5^ (D-2) -i^m^ ti^'ih-^mcDi^TV^h^^^'^s d^^^-^^^ti )\/-!i'^-)U^b-t ^ :l 
tlZj^i). ^ (D-3) -es^^tiS'fb'&tJ^S^Tt-rsxSTfeSo i^TV^-fb}*- 4 0 
~2 0°C U < 0-C~ 1 O'C) T-e^Kcfc<. mtt^^^Tfff 5 C J; 

15 ;i/ (^^y— As$f ^ b^/^o tf e)tifci^7'^/-'> AJg®5^;?|-*;^7^^-^;^-^b^i^ 
X?lD-3 

^ (D-3) -C5^$n§-^b^tI^^mS©?^:aTt•K/S^■^^^ i>Jti;^^;i/>^;i/7h:i^^ 



wo 02/053543 PCT/JPO 1/1 1427 

i/ Ht-^'ib-r i> c: J: t>. (D-4) T-S^$ni>'fb-&tl^M3t1-SXg-C-$) So 
^^JibTfis TK^^bU^-i^As im.ih±V')t?h>. Tk^^b* y -^A^As^tf 

5 ^{ClJi^y-^VAS^^ l^V^o SJt6;^a^{i^ 0~6 0°C. #{3^®;!)*^? £ LOo 

^ (D-4) T'^s^nS-fb^^il^t^ 'J i^-e^A-Jr D^-f K ® ^^STT-Jn^ ut:> ^ 
(D-5) -cs^^tL-S-fb^'-^Sr^ai-r S^r^aT-a&So *:xa^i^ xSB - 3 

ff d c^As-c•^s<. 
(D-5) T-S^^ tiS-fb-g-tltc:^ : R 5 H a 1 (Shift's R ^ mflB ; H 
a 1 ii^'Nn-if >) T5^^tia<b^Jg3SmS#ffiTT'SJB^-&-Cs ^ (D-6) 

ni>'fb-&ife&M3t-rsx@-c$)So msj; u■c^ Tk^-fb^ h u e^A^ 7jc^'(b*u 

^A. ^M*U'i7A^ J^^:^^U'>A. D B U^^Mffi SJi&^JSEJ: 

15 LTs i^^5^;u*;uAT ^ ^•^ 7"b7th'D7^>. (^JA{±\ ^ 

. ai^^— n- 7" iJ' ^ - ;i/ ) ^ tr^ffl 1" 5 CI i: ^ST* # 5 o ^fc> ^Si: 

b-C^ 7Jc5^<b:^ h U A^ 7jc^<b U 5^ -i? A^ b < tts. 7X3S'^b:^ b U «^ A ) 

^{^fflbfeii^^i^ SliB^g^i: bT, 5;^5^;i/*;i/AT 7^b7bh-a:75 
>«$:'Kffi1-2)C:i;>i>ST-§So SI : R^Ha 1 T-^$ ns^b-^'^ i: bTtts /Nn>:f 
20 >-fbT;v^;i/ (^J^^i^ 5^{bp<^;i/> ?^^b:i^?-;i/x v^ibrni^;i/^ ^^b:/5^;i'^) ^ 

^^•Mffl-r-SCl Si;S^SId:s 0'-200"C> »*b< 

15 0 "CT-fe i>o 
XgD-6 

25 (D-6) T'a^^n•5^b^t?^&^t7Cb-t^ ^ (D-7) l?5^^nS'fb^^^£i!?3gf 
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XgE - 1 

10 ^ H) <fes^s$■&^ I?; (E-2) -e^^ti.S'fb^Jfeissaii-rsxs-cfe 

tts ^tJCJfi'fbpJ^^l/VASj?* U^^o SJ^SmStix 0-15 O-Cs ilttC^SA^e, 1 
0 0 °C-^n^ bV^o 
X^E - 2 

15 ^ (E.2) T-^;^n5<b-&titw^>i?;i/ h U A /s^^ 

5i^a > b U :7;i/;^-7'f K3i-5^;v$tft (BFs-EtzO) #«TT-S/iS$-&s Si (E- 

20 'i7A n^-^" ^ l^v^o KJfe^aigtt. 0 ~ 8 0 °C. i|f ^c:^^a:*5^f S b^/^o S 

60 
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V y jiyt^-i — x;ufgi*: (BF3 • EtjO) o^t) t) tm s h u 7 u— h m 

xmE-3 

^ (E-3) -^^^n^^b-^^iz^ : R 1 CH2 C (=0) NH2<^^S#q£Tt?S 
5 J&^-frx (E-4) T-^^n-S-fb^tl^fe^itr SXg-C-$.-2.o igSi:U-C{i^ 7Km 

^7-^ ^ 2.^*^^lf l^ici^ ^^"^ ^ ^ bVNo 0~15 0'C. 

1 0 0 '0*5$? ^ Lv->o 

10 XSE-4 

^ (E-4) T-TO^^nS-fb^^C^C :CR'» (OR) 2N (CH3) 2 (^it>s 

(E-6) -C^^nS^b^i^Sl^ilt-rSXgT-feSo S; : CR* (OR) 2 

N(CH3)2t-53S$ix*<b^«|gzii: b-rtisN,N.s;^5^;wj^;i/AT5 K t 
-;u^#^(:f e,nSo SJfB^i^i: bTi*> p( 5^ ;i/ * ;i/ A IT' ^ h% 5^ b 7 t H n 

y^>^mm-r^^iiii^-s^^o Rm^m^t. o~ 1 5 o*c> $f*u<tt^s~ 

10 0 °c-c $) ^ o 
20 XSE-5 

S; (E-5) -CS^^nS^b'^'^lC^ : R«H a 1 (^tfiN R sttBulBi^lHM^ ; H- 

^ So 

25 XSE-6 

^ (E-6) T'^^nS^b^<^l33i7cSiJ?£M/iS^i*N ^ (E-7) T'S^^nSfb^tl 
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^ >x m'fb^5=-i'>^*s^(f e>ni)o stc^j^: lx^^t y Tkm^hi^^mi- vv^ 

5 2* (E-7) (^fp^ RxlitKD^i') -eS^^n-S-fb^fe^Mai^ 



10 F - 1 

S; (F-l) tlS-fblS-iill^lSG :MeOCR2 = C (COOMe) R^xm^ 

tl?>-^b-&^<&S^c^^^■^±^ it: (F-2) T'^$nS-fb^i^<^f#§XST'fe-l)o ^: Me 
0CR2 = C (COOMe) R ^-CS^^ns^b-^^ai: bTt*^ ^ b dri'^ 5^ 1/ 

^ S U < 1 0 0 'C~ 1 5 0 °CT- 5) o 
XgF-2 

(F-2) -e^^i^5'^b^tf^*o^aL■r^ (f-3) -e^^n-s-fb-^f^^iig-r 
^xs-es^o *x®tt. i/ri?^5-i' AX(± Us m 

20 2 0 0 °Cs if^C 10 0 °C~ 15 0 =ff d S bV\o ^iJs X^F - 1 

fcXSF - 2 tt^ai^LT. ip-fe^ (F-2) T-g^^nS^b^fe§#jai-&f Cff oT4» 




r pH2)n 
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OEt 




(G-1) (G-2) 



^ (G-l) T-a^^ n?)'fb-&tica; :EtOCH = C (COOEt) R^T-^^n 
5 i>it,-^m^S.m^'&. 5S; (G-2) T-S^^tLS-fb-^iga^feMit-r i)XfiT-&^o js; : E 
tOCH = C (COOEt) R^-^m^n^ih^<&ilVX\t^ h df^i/ ^ 5^ V > V 

5^;i/ai-7^;U>t)S$?^ UV^c S^Si^igti. -lOO'C-^S. !|t (3 - 7 8 "C- 0 'C 
^ bv^o^Si: U-c^i^ LDA^ :/5^;i/ U 5^ A 1" i> CL i: A^T- § S o 




H a 1 a > * 5gi*-r § ) 
15 XHH-l 

(H-2) T-?>^ti5<b-&ti*S!jg-rsxg-f feSo o->'^DyyTv;!/^;u^>^'f 
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0~2 0 O'C. l O O'C^sSfS LV^o 

iagiT>^-'i7 Am©#«Tt•s^5^^^^ ^ (h-3) -e^^tis-fb-^^^^sx^ 
i,z. v^^j^^o'ph Y^iS.mvx<b^\>^o .Rj&^mt.Lx\ts 5^;i/5}>;i/A 

15 *3s M^SiSSi: b-rtis 0 ~ 1 5 0 '#t 8 0 "C- 1 3 0 "Cis^f S b^^o 

z<D^^iz bTft5)nfe*fiB^<b^fe%wTt5%-r J:■5^c'&tl^lee^feb^ a^s? 



Xg J - 1 

(J-l) T^^nS-fb^tliiS; : R = Ha 1 (^^^ R<=tttfii3i:Pl^«x Ha 
l{*>'ND-if>) T"5^^n5<b^!^&^SCD#:aTT-,KJfl5^-&N ^ (J-2) TS^^n 




20 



(J-l) 



(J-2) 
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^ Y^) , ^7^D75;l/^;^>'^^'f H (^J^^^^ o^-r h% s-i^n 

^ov-f H^) €>n2.o ^^i: UTfis 7jc^-fb <; 9^ "i? A. 7jc^{b-:M^ U 




OM) (K-S) Ow> 

xmK - 1 



^ (K-1) -t^s$ni)>fb^t)i:i' D n-1-7 3i:z;i/-iH-7^ h^y-;i/^tgS©# 
«Tt:•S;S^■&^ (K-2) -c?>^n?)<b^tl5£^it1-SXST-fe§o m^i: bt 

0~ 1 0 O'C^ itt{^^m*«i!f*bVNo 
Xi®K-2 

(K-2) -t'5^$ti.s<b-&ti%tt$^#ffiT-c-g^«ji7cb. ^ (K-3) -es^^ns 
-fb-^^^tf'&xS-c&So ®J^i:bT(i^ /ivi^-i/A]^^. ^<b6^^A^^(t'e> 
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(L-2) 



xaL-1 

^ (L-l) -Cg^^ns-fb-S-tJl-Si : R^H a 1 (^|^'^ R ^ BifiB i: P!^^ ; H 
a 1 tt>'^D'^>) -eS^^nS^fb^i^^fe^ScO^ffiTT-SliS^-lirTx ^ (L-2) 

^ So 




r2,. r3, r4, R5;Rt)cx{iig|B2::Plltm ; R'^}±:?'-'^^^V'^) 

s; (M-i) -es^^ns-fb-g-i^^^i u s^- Ai' n H©?^^£TT-ijD^bt:. 
(M-2) -e5^$tLS'fb-&i^*§33i^-r?>xg-f$>ao x@B- 3 ilIglaK:^T•5 :i JiA* 

20 T'tSo 



66 



wo 02/053543 PCT/JP(H/11427 




xmN-1 

5S; (N-i) ■vm^n^'fh'^'f^^'&mM.M^^js&^'^-c^ (n.2) -c^^ns^b-^ 
s^t>^a*tt^ H/i&©ii«s mm. m-^m. mmmiz^^xm^ir 




10 (0-1) (o-a) (cw) 

R4;StFR5tt«tfiB4:lllji«) 

xgo - 1 

•fr. ^ (0-2) T-^^ tLi)'fb-&tJ'£MJ§-rsxg-c-fei)o RiiSigi^ii UT{±^ 

SJS^aSs 1 0 O^C. S^iZ 6 0°C~ 8 0°CAs^!f S bVNo ^*5s iO^jliStT 

0-2 

^ (0-2) T-^^:Jx-5'fb'&tF{3>'ND'5^><bT;i'^;i/?&S*^-a-. h U 7 31 

20 >SSj5£;^-i±. S^{Z7X^<b:>- h 'J "^7 A-c-iStS-r S d i: t J: , ^ 
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(0-3) -e^^n^'fb-&t)^^ii-r-2>xaT-fe5o j^a^yihTju^)]/t bTtt^ 
^{b^5^^>> h;i/x>*ssf * u < ^ bv^o 

0 ~ 1 0 0 "Cs 1^1- 7 0 °c-e=ff -5 * b V^ o 

10 




(P-1) (P-S) (M) 



Si (P-1) -C^^nS-fh^i^t^XgO - 1 hl^^l:: N.N,N',N'-7^ h7y<^)\^iyT 

^ y ^ ^ >^&^j5S^-frN i>JV^^?3- Kp« ^ >^&SJ5£:^-e-S c: h C J; D X (P-2) 

j^:tN-e^»-t^fl.S-r-5 CI J: Ds ^ (P-3) 'C^^n-g.'fb^^SMjif SCI 




20 i^^s R^ R^ R\ R^RV^R^itmtBiimMm) 
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^ (Q-1) ■r'^$ni)'fb-&tl{3 Lawesson ^^SSJ;S^-&> Si (Q-2) T-^^tl 
W e> ti^ bV^o SJi&SJ£{±s 8 0~2 5 0*C> 




(R-4) 

(^41. RK X. R'^s Y3:R-0CY2fitfiBBi:l^ima) 



XigR-1 

10 ^ (R-2) -es^^n5'fb-&ti?&^it-r sx^t-sso ^liS^iaEi: UTtt. h)V3u>^ 

xmR-2 

^{'R-2)-^7rs^ti^it'^<&iZ7i^mibiiom^ti- h 'J 'i7A!£SJ;S^-&Ts S;(R-3) 
15 ■c5^^n?>'(b-&ti*^Jt-rsx@-efeSo ^n&mmiivxit. t;i/=i-;i/ 

XllR - 3 

a; (R-3) T-^^tiS{b^t)i3^®i£M*KiS^-&T^ (R-4) -Gn^^tmt^ 
20 !^^iiigl-^xaT**So *xm^-43^/^T(±^ ^ (R-3) X-S^^tl?)'fb^tl©r;i/ 

69 
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s^&^stts s/s®?!'^. mmt^mm. ft^^js mm^izj:-oxmnT 




(8-1) (S-2) 

(^tfs UK R\ R'^s X. y2:st}«Y3{d;ifilBi:Pl^S) 

XfIS-1 

s; (s-i) Tg^$n§^b^i|&ic#aijsm^sjs^-&-r^ (s-2) -es^^ns^b^ 

10 ^<&Miif ^X^T-feSo 2N:xa^3j3^,^T{A^ (S-l) T* ^ ^ S-fb-^i^CD p< ;i/ 
15 




f-1) (T-2) fT-3) 



(ic*, R2, X. Y ^ Rv^ Y ^ ifmm t wiMm) 

x^T - 1 

^ (T-1) T-S^^nS-fb-^tl^iOTk^^b. S (T-2) ■C^^nS'fb-&«fe5£M3it 

20 ■r^xg-e$>i)o *xgcDin7j<^Mt::t±s h*ST- g.^o 

70 
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~ 1 5 0 'Cx 1 0 o'c**i?* bVN„ 

- 2 

5 ^ (T.2) -eS^$tl-5<b^^t^msCm?£SJ5^^-CSi (T-3) f^$n^-(b-& 

ti*iS7&"r2>xig-cfc5o 5is;xm{^*5VN-r ttx ^ (T-2) t?5^$tv^'fb'&^©*;i/ 

10 il^o 

^•^Tx ^JlJv^-eiC : R»Y3NH2'e^^n.5'fb'&'^<&s;s;*-&x ^ (t-3) -^^^n 
1 5 o-c. 10 0 °c^^?* bi/^o 




(5S;4'; R^ R^ R*^ R5:RU^Xttlul3i:Plta ; R^tt^^>'^^ ^i';i/x h 



xmu- 1 
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^ (u-1) -r•5^$^L§'^b-&^^©^;^5^-'^'^b&^TV^s ^ (u-2) -^^^n^i\j^<^ 
S; (u-2) -c^$tlS^b^^^{^«7G^J^£S^S^•*^ (u-s) -c^^^nsib-^ifer 

15 fSo^U^^'t'A. D I B AL^;i)5^{f 3^X@(i. Jg-fb-k 'J "j? A0#:aT 




20 t*'-^) ^^"^ 

Cuff's R*s R^ Xs R'^. Y2:RtfY3tttfiHBi:lllM« ; R^ttT 

XgV- 1 

(v-i) -e^^tis-fb^^c^^^mssjiS^-fr-c^ (v-2) r-^^n^-fb^ 
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-C ( = 0) - O R^t?^^^nsS{::SiiS-rsiS^t?fe*t{±\ ^^•^^J:^mM-C$>-D 

xi)mmt^ ^hii^t^^^c ^e^gtjss tTiis. m-^'^h Mm^^^m-r 
:i>zh-b^-c^ SJ;&®aM^ 'Kffifi)SS^. li-^^J^ MiS^ 

5 ^(3 J;■p■rM^R■ri^{i«t^^o 




(W-D (W-2) 

R<s X. -R^RxjpY ^\±-m^tmmm) 

XflW-l 

10 Si (W-1) fioS^n-S^b^ifeKlje : R»Y3NH2T-^^nS<b^%^-S*&^-&s 

(w.2) -es^^ns^b^^i^^ji-rsxa-C'feSo ^ : R"^ y^nh 2t?^$n 

^5 J^ifiiff-^ bi/^o SJiSSSi: 1 0 0~ 2 5 0°C. 15 0-20 




20 (iC*s R2. R3. R^ R^ R^> Y^tttfliBiiPl^S ; Ha l(±^Nn'5F'>) 
XgX-1 
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it (X-1) T-^^tiS'fb-&t){::^NP'y>'(b5^;r-;i/&S^£;^-&. SC. (X-2) 

Jg.<b5^:t::i;i/^A*^{f e>n5o SJ^^^j^i: b-Cfis ^g<bp<5^^>^ ^auTt^ 
iZE^^bj^^^^^^tf 1ttcJM'fb^^p>#^?^ uvNo o 

5 ~ 1 0 O'C. 1 0*C~^?aAS$f ^ Ll^„ 

sy®:5^ii UTfis (X-1) -v^^n^^t-^miz N-j^a^yvi^i^y-fs. h 

^ h U 7 7 >©#.ffiTT-R^B$-li-x 5$ (X-2) T' ^ ^ tl -S-fb-^tJ ^ 

lJii-r'l)C: i:*,f§i.o y i^>-( 5. Y ti^xtt^ N- n n it ^ i:/ > 

10 ^f*b^^o SJiS?§i^ J: b ^>-fe*>s m-fb;?? v >^ 

xaX-2 

^ (X-2) T'S^^n5<b-&J^{c=&ffig£^<&SfS;^iJ:^ (x-3) "es^^ tl5 -fb-^*^ 
*^ji-r-5xm-efeSo /^xgc43VN-r{*s S; (x-2) ■^:3^^^^S'^b^^^cD/^^/f 

Si (x-2) -r^^ tiSfti'&fedT U-;i/p< > (^J^{i^ — 
;v^) xti'NT^nT U— ;v^;i/3br^ > («^J^«> 2-<><;b*r ^'^>>/:^^■9•^/— 
;^^) ^mm^^TXKm^-^. ^ (X-3) T'S^$ni>-fb-&tlS^3§r?.C 

0°C~15 0'Cs 1 0 0'C*s$j:^ 
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(y-D (V-2) CV-3) 



(Sicfx R^N R^ XttBtil3i:PlSS) 

XigY- 1 

0 4 0 'Cifiiif^ Lt^o 

10 ^. (Y-2) .-^^^ns^b-&'feK:^'fb?fiJ<S:S/;S$-fr> ^ (Y-3) T-g^^ns^b-^tJ 

15 




xsz-3 X^N^R" 



(^ifi, R2, R*s X. R"^. Y2;St>*Y3ttB5l3i:PlSS) 

76 
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XS Z - 1 

Si (z-1) ^^n^-fb-^ti*^?)^ (z-2) T-^^ti§'fb-&i^^i!i3i-r-2>xs-c 

5 9ittHt^\,^o 
XgZ-2 

S; (Z-2) l:^^tl*^b-&tJS31^ bTjS:; (Z-3) T-^^ti-5-fb-^ti?£M3^t-S 
x@ Z-3 

10 5Si (Z-3) T-^$ns-fb-&'feir=&aii£^SSJiS^-&S; (z-4) -c^^ns-fb-^ife 

^M^-r2.x@T-^^o :$:xSt*5^^T{d:^ ^ (Z-3) T-S^^n^'fti-&i^® T 5 y 

15 mtLX. Y2AS-NH-C ( = 0) -TEfeDs Y3As#|g^f^ R^t^T 

T u -;w-t-feSi^-&^£WTtBttBj-ri)o S; (z-a) -c^$n-5'fb-&i^fcT 

i'^lz-fb^J (^J;t«> 7'-lrg^;i";7 D^-f ^>i;-f D^-f H^) 

20 ;v*;i/AT ^ H^*s^{:f 6>n§o RfBtaStts 0 •c~ i 5 0 •c^ iNfl;:Mm~ 1 0 
0 °Cifi9!-^ bv^o 



76 
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i^^. R^ R2, R^RXfXitmmtmmm ; a. Hi^^a^>) 

XgZ-4 

^ (Z-5). t^$n?)'fb-&t)fc N->'^ D y y ■l^ > 'f ^ HSrSiiB^-l*. S; (Z-6) 
X@Z-5 

Si (Z-6) -CS^^ tL5<b-&Jfe{cS; : R3-B (OH) 2 5^ ^ tl- S-ffc-^ife & 5 
i^-i? AMS^ffli^^ETT-SJ^^^■&^ ^ (Z-7) -c-5^$nS'fb-&ti'&Mi^f SXg-^^ 
10 -So ^:R=*-B (OH) 2'^^^^-S<b-&#J® R 3 t: L-r«*s SJ^^nriNT*) 

. ctv^T;^^^-;l/^ @m^^^-ct^T* J;v^T;l/dr:^;l/^ am$nTV^T J;^^P"J 

AMj^ilb•C^d:^ Pd(PPll3)4^ PdGl2(PPh3)2 ^ A« ^ & ft 5 o 2|s:xfi{i^ mScD# 
15 ST-r-ff a®Asjf ^ U < X mSi: LTfis h U 5 >s U A. M 

:^ h U 'i7AT;i'n^- h im^lt. NaOMcs NaOEt ^) 

^?a~2 0 O'C. #t 5 0-10 O'Cifiti}^ LV^o 
20 X^Z-6 

(Z-6) -C^^ tl2)'fb-&tlt-jt : R^C^CHT-g^^nS^b-^i^&^'^^i^'i^A 

77 
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mm<D^^T-^K}i&^'^. ^ (z-8) 'r-g^$tLS-fb-&ti*ii3it-axgT-^So : 




r2 

wn r 1 Hal <^ 9 o O O 

x^N^R^ CH.Cb.rt ^ H hXX. 



.. CH2Cl2.rt w H ^ Jk A 

4-Sulfamyl butyryl AM resin 

(Safety catch linker, LL: 1 .09 mmo|/g) a-01 A-02 
PdCt2(dpp1)2 (0.4eq.) q o O O 

aq-KsCOa (6 eq.) Qy-^N^^'^^-^^'^'^N"^^^^ iCHgCN (20 eg.) //-PrgNEt (5 e g.) 



R''B(OH)2 (5 eq.) 




X^^N R^ 1-Methy-2-pyrrolidinone (NMP) 
A-03 ^ 

'S-N''\^^^Sr'"^ 1) R^NH2(2eq.)/THF 



NO X^g^ R^ 2)@-NCO X^jpR* 
A-(H 

A-05 

10 (Sift",. R3^ R5;at>'R^ttBuiBi:lqllcST"fe^o ) 

b $^ > A-02 (D-^m 

;i/:7"^U;v AM Uiyy^^mmt^^itt^x^ i3;i/4?>^i: A-oi t- 

15 j5^$n^<b-a-ife^&ffi«-rsc:i:A^-e$i.o c©®-&^ R2, r*^ R52it>'X^3i 

H-2-:t^ V-l,2-S^ t KDlf U i^* >-3-*;i/^>^ (R ^jRtJCR 4 5{,s7jc^^ R s n - 

78 
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bV^o 2ti:Xg«s N.N-i^-( VZTU 5 ySLtf- PyBOP CD^ffiT 

US^>(A-03)®-&)^ 

±IBT-f#e)nfcUi^> A-02 ;J>^e>bi^> A-03 ^^Mii-r 2>XgT«fe 5 o > 
A-02 {CSC : R3-B (OH) 2 T- 5^ ^ tv § ^b■^^^*^^• ^ 5^ -i? i^M^JR W^^*® 
TT-SiS^-a-. A-03 ^^IfSX^-^feSo SJSB^i^i: LTtix DME^**^ 

R3-B (OH) 2T-s^^ni.<b-&^(iia*B3K^{^Mur^ 5^g^ffi-rsc i:^ 

S^LV^o ^G: (OH) 2T'^^^^^S^b^i^ t LTtt. R^t^mi^^UX 

ai-7^;w) T-li»:?5tt#bs u$^>(A-03)*Sfii-rsiii:i)S-e^So 
1/ > A-04 ©-^fiS 

20 A-03 l::3 - HT-fe h::^ h <J ;^&:SScD#2£TT-^J&$-B-x > A-04 

26 ^^;i.tfDU K>s m'^b^5^^>^ :ii-5^;U) T-IMiJl^JE^b. lxS;>(A-03)^® 

I 
I 
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24a#F^firv^s ^/s;i^Tm> ■m^=pm^^-i vi^T^-ymm^im^, 

10 

B* o 3 o r 

Ml B-03 

15 <b-&1^(B-02)CD-&fiK 

ib t> (B-Ol)t:: JS-fb 5^ :t :^ ;i/ & H J© ^ -fr T X -fb-^fe (B-02) ^ MiS T 5 XHT- 5 o 
jb'&t»(B-Ol)i: L-Tttx ^J;?.«x l-P^5^;i/-2-;^-*V-i,2,5.6,7,8,9,l0-;r^' ^ t Kn 

1-5 c i:;bs §-e# So bTli> h >^ 1" 5 ci i: ii^-^ § 5 o 

20 SiiS^Si: UTiix eS-C AS*?^ Ul^o Jt^flU^B^F^-e Mff *13 20 

-c^SJSiAiJ^Tt- So c:cDS;s;M^«E«i8i-rsii iiKLJ; 'fb-gr«i(B-02)!g:S{5i 

'fb-&!^(B-03)®-&m 

iS^^S^-fb ^-^ U >^Sg(1.93 mmol/g)?^:gETx T^>(R»-NH2) 

80 
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-fb-&tKB-03)4 Mit-r S d i: AS X' § S o 
10. ?^*S-rs^-&?&^J^brvNS*Ss R32itJ«R**s-J^t^::^e•oTv^5&:v^:®•&-e«.^T: 



15 



(>)n 



r2 

o'*^N''^ o 

|!^ 1) R»-COCI (2 eq.) 

/CHgClg ^ 

r2 2) H2O 

O^N^R* (MP-Carbonale) . S ^JL^JL„4 

C-01 C-02 

R^ R^ R^ R'^itmmtmum; nitii:xji(Dm^o ) 





















R^ 




or 


H 


R^ 



{b-&!a(C-02)CD^fig 

S^S-^ei^-fb iV-^5^;i/^;i/* U >©II(1.93 mmol/g)#ffiTs ^^OU H (R«- 
COCl):RU^'fb■&^^(C-01)^S^S^ S CI iit J: t)> >t:^B^'(b-&i^(C-02)$:M3^-rs 

81 



wo (12/053543 PCT/JPO 1/1 1427 

10 Jfiiis, CtL6®@ffi-&^!KT•^ffl^^^■5^ : R3-B (OH) 2 "C^^ tiS-fb-^tls 
^ : R^NH2-e^$tLi.-(b-&«i/{i^ iUIS®-fb-&i^*i£ffl U-Cfe J;^^b^ Sdi^-^fig 

'fb-&i^®«*&^SH^U. ^^«:a!^©^ : R3-B (OH) 
zT-SK^nS'fb-^ifeJRi;'^ : R ''NH 2l?S^^ns{b-&tl^^JiB^-B-^ Kci — 

*^0Ji^b^f3SBtb1-c: iid^x-^i,, 

20 

ffibT^J;v^L^ ±f3i;{±S'Jlc>''?-5 b;i/-^figT-fT-=>T t) J;l^o iiS®*^ 
^fiS {m^\ts ^m-^m) T-i^ii^n^fefb^ti-r^^-c* J:v^a e:ciTfb^#j® 

82 



wo 02/053543 
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s L\^mmhi.x_. Y-y^BcD smizT s. (-c ( = o) -nh-x 

Ji-NH-C (=0) -) ^m-t^}^il^mfi^ti^o 

onmo^tsi^-r. ■te©!siii«^®^f^^& s fitji: bfeyi^ u -->^^:lt)^^•r 
lo SdiiAST^So 4^K:;t«=fe«lii«H4fflM (SAR) AUT&ii* 

15 

25 f-&:3&SttN ^3«Jx{f Design of Prodrugs, Elsevier, Amsterdam 1985 CIBiK^tl 
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(osmm mxit. TK^s t h^a^iri^m). i^. &tm&^mxLxmmt ^ t 

ifi-^^ T ^ y mora y VtLXit. :^jvj-^^-h^(m^\t. 

Jgig ; T>^-<> Ai® ; h U ^ g^^l'T ^ h U 3i5^;i/T ^ >Je. 2^ n 
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n-5m®?^Jiinti^^i* L^ m^it, -mmm'^. =.mt^m^^ -7jcfo©x ~7k 

g6tJT-^>fflf-5C:^*ST-#^o«»J^»SN Proc. Natl. Acad. Sci. USA 

10 96, 14228-14233. > i- \i >> -( V' 2 M^m^T =J =^:^ h Hfiifiifimi^m. m 

mi'fm^m-t^emm^nri^^^o ^r^. Nature, 1993, 349. 277.281 {3tt. i3 

Cancer Research 61(2001)5784-5789 Idt*. If y^f H 2 ^^^-fi^T 

^ASBaffi3«®^a!|i#ffl^*•rSgiB®$^^■rV^5o Sfc. European Journal of 

15 Pharmacology 396 (2000) 85-92 Ctt. >:ht:y -f H 2 Mg^^^T > ^5^ =f - h 
T&s^^S'f^ffiS^t- S gl3S$tl-C V^:g)o^ e. fcs J Pharmacol Exp Ther, 2001, 296, 

420-425 tcii. ^y^try-f K 2 m^mii-mmBi^m (T:J=^:^hi'^m:sLXjp/^ 

25 ;&jrpfiJS&m^«bTV>?.ili:*s^^n-C:j3D (WO 9 7/2 9 0 7 9 ) > 
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Mtf:i^(Dmni^-^^M. fesv^tt^ mm^iMs mm-^m. j^Tmmtj^i^ay^^mm 
> mmM mxit. x/^mi^'v ::2~ji^m.i- h ^ a^) ^(tmviM 

20 

§fe t n^*^ ^PS#©:®'grs itm 1 kg $>fe t) ^ 1 B 0 .0 1 ~ 1 0 0 mg. 
Sb<(i0.0 l~10mg. cfctJ Af S L < « 0 .1 ~ 1 Omgs ^^^P®#®J»-^, 
25 i^m lkgfefe^)^ IBO. 001-100 mg. if^U<tt 0.00 l~lmg. J;t) 

iffSb<{io.o i~img <&js-^-r§o i ~4|5ifcc9-siJbTS#-rix{Scfc 
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^ 0 -f b ifel # H - T? ^ 2) o 

Me: ;?<5=•;l'^ Et: nPr: n-rn t:;l/^ iPr: -fV7'^t;;^^ 

nBu: n-7'5^;Us iBu: V sBu: sec-7'5^;i/s tBu: tert-::^5=-;i/ 

Ph: 7 Ac: Bn: 'Oi^;!/ 

DMF: N.N-i? ^ g^;!/:^;!/ A T 5 h* s THF: T^h^bh'D^^^ 

Ms: TBDMS: tert-::^'5=-;i'i^<?< y 



l-004> 



BnNHa 

Me^ ^ "OEt 

Me toluene 

1-004-01 



Y 9 MeOCH2COCl 

Me^T^^^OEl Pyridine-EtaO 
Me 
1-004-02 



Na 



EtOH -toluene 



OH 

XT 



Me 



I 

Bn 
1-004-04 



CI 



^^^^ 
Ph 



Bn 
Me' 



K2CO3/DMF 



MeOs,J>>^Me 

O'^N Me 
Bn 
1-004-05 



OMe 

Me 
1-004-03 



OBX 



10%Pd-C/H2 
• aq. DMF 



MeOv.,^x;r\^Me 
H 

1-004-06 



NaOMe/nBu-l 
DMF 



MeO.._;;?s^Me 

O^N'^Me 
nBu 

1-004-07 



Py.HCl 



HO. 



Me 



O^N-^Me 
nBu 

1-004-08 



NaH/DMF 



Me 



Me 



1-004 



nBu 
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a) x.^)V 3-^>iy)l7KJ-2-;^^;i'^ahi-—}' (1-004-02)© ^fig 

2-:^ 9- )VT "^z V 7 ^ ^ ~ Y- (1-004-01) (115.34g)x ^>i:')]/T^> 
(85.73g). ^;^a:>(l.6L)©^^g^^ M^^^*, 145'C^ft ^i^J T* 8 ^^^»i847j< 
.S=fTofem> >(12.86g)?&iiAnbS(c:flJ47jc<£ff ofeo 6H#^ft, ^CD 

5 ^^^JE^^^£^Tl^^ 1^ 600ml mm^^h:^^JV 3-^>i^;VT ^ ^ - 

2-;^^JV^U h :^— h (l-004.02)(195.66g)*f#fc„ 

»H NMR (300 MHz, CDCI3): 6 1.28(t. J = 1.2 Hz, 3H). 1.80 (s, 3H), 1.93 (s, 3H). 
4.13 (q, J = 7.2 Hz, 2H), 4.43 (d, J= 6.3 Hz, 2H), 7.20-7.40 (m, 5H), 9.65 (br s, 
IH). 

10 b) x.5^;i/ Ar-/Oi;;V;< h :3p^>7'^^^ ^ j<.2.^^;i,^ a Kl.004-03)CD-& 

fife 

J^^;!/ 3--^>i^";U7' S; y -2-;>< D h h (I-OO4-O2) (97.83g):&a: — •t^ 

;i/(2L)t^o ^Ki^m#Ts >(35.6mi)*in7Lv^nfc^s 

5~6°C-r;^ h ^^T'-feg^;!/^' D 1; h'(40.2ml)CDai — 45 t^TjST 

15 ufeo 30 ^m^n^^. s^m^^eofeo 2 susm-^ifei^fe^Tkd.sL)*};! 
aiAUs j^-7";i/T- 2 HffttB^s 7jc^t(iL)i aw7j<;s?^T^ft ufeo Jftiti^s 

K-2-p<^;i'^P h (1-004-03) (111.47g. 91. 3%)^atli%|-Cf#feo 

'H NMR (300 MHz, CDCI3): 6 1.21 (t, .7 = 7.2 Hz, 3H), 1.74 (s, 3H), 1.89 (s, 
20 3H), 3.44 (s, 3H). 3.97 (d, ^"=14.7 Hz, IH), 3.98 (q, J' = 7.2 Hz, 2H), 4.12 (d, J = 
14.7 Hz, IH), 4.31 (d, J^=14.4 Hz, IH), 4.95 (d, .7=14.4 Hz, IH), 7.20-7.40 (m, 
5H). 

c) 5,6-S?;^ f-;i/-4-t K D:t^i'-3-;«< V^i/ 2.t:U K> (1-004-04)® 

25 gm^«*x h;b:ii>(1.39I):St>-ait57y — ;i/(2.08ml)®^^gtf ic:^H±> U "i? 
AK- (7.98g)^iP^An> 140'C^S^gif -em^MSSTx h 
dr$^r-fe ^ ^ F-2-p< D h b (1-004-03) (105. 93g)® h > (340ml) 
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=fTofco2 mm^.mtii^^^^Mv is.ieg *^§fco^»?.nfc 73.i6g 

l;^ P □ 7}^;V A(500ml)i:7j<(500ml)Siax.s 65''C7j<:?g±-Clina^® LJSil 5 tS-^S 
5 ^> Sl::^ □ D (250ml) -eJfittl bx TkiJt (250ml) l IUff^fc^s 

J^>> AT?|S*g^x JgJEEWSUT 54.95g §^#feo 54.95g 

^S/-3-^ h^i^ 2-t^'J H> (1-004-04) (53.95g, 60.0%)<S:iSfi^^ i; btfffco 
ijlJ^212°Co 

10 NMR (300 MHz, CDCI3): 8 2.03 (s, 3H), 2.19 (s, 3H), 3.99 (s, 3H), 5.38 (br 

s, 2H). 6.41 (br s, IH). 7.11-7.33 (m, 5H). 

d) ^;i/-3-j>< h^i^ 4-0-(i-7 =.}i'.i£r-^ h ^ V U ;i/)-2-t: u 

K> (1-004-05)® -^JE* 

)]/ 5,6- ;^ ;V -4- t h* n ^ -3- ^ h ^ 2- V H > (1-004- 

15 04)(25.93g)StN* 5-^ D P -1- 7 3i n ;i/-lH -t' h 7 V/ — (21.67g)M t3 U . 

2^ i27.e4g)^zmmn.m^s T)MFi3oomi)^m^mm\^^umn^'n^tc^o 4.5 

^Ji&?g^tl'£:?K7jc(lL)4' tax UP^^5=-;i/(500ml)T- 3 mt&iHWi. 7Jc^5fe 

(5oomi)2 nfTofc^s mm-^if^i^'tpix'c^m'^. j^E@*Lfeo ^ent^^^s 

(42.4g)§T-fe h >(300ml)l;:jatavt^? bMJE^i^Si^s JC— •7^;i/(300ml)$:inx.^lT£tS 
20 bfc^^^^tlXb, l-'^>i^;i/5.6-y^5^;i'-3-^ hdf$/4-0-(l-7ai;i;i/-liy-7^ b 
7 \/ U ;W)-2-tf U Y> (1-004-05) (29.87g, 74.0%, iill;^ 178'C)*^fco ^UW.^ 
$^U*y;W*^Ai?DVb (150g, CHClg)*! Si VN > H 1-004-05 (4.3g, 10.7%) 

»H NMR (300 MHz, CDClg): 6 2.07 (s, 3H), 2.28 (s, 3H), 3.79 (s, 3H). 5.41 (br 
25 s, 2H), 7.15-7.84 (m, lOH). 

e) 5,6-i^;^5^;i/-3-^ h=3s^i- y h'> (1-004-06) ©-^^ 
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K> (1-004-05) (27. 15g)0 DMF(272nil)?gM{:: 10% ^'^ 7 -i? A ^^(5.43g)CD7jc 
.(27ml) ^S^*:g:JP;l^^n^ 5kg / cm^JpflETs MU-C f^EEMyt^n tz o ^^7^ 
10% >'1v$^'j7A^m(2.72g)<&iiiP Lfeo 48 M^tS-b^-f h±T-«l^b 

p< ^ ^ — ;i/^?^UMiE^*bfco t#e)^l.fcBSiw7jc(160ml)Sjjnx.s 85°C7j<:^S±-e 

5 liQmL^m'^^u^LmyK-^m^Li^mm. 8.77g) s^JE®*b^ ft e>ti}fe^s 
(ii.55g)k:T-tr b > iiiomi)^ m^Mumin^^s m^mi^^m^L. 1.004-06 
(8.23g, 79.8%, Mi}^ 2i5-9°c)^mtcojimm-t^ ^mm(Dmm^'n^^.M\z 1-004-06 
(o.3ig, s.oxy^ntzo 

m NMR (300 MHia, CDCI3): 6 2.07 (s, 3H), 2.28 (s, 3H), 3.79 (s, 3H), 5.41 (br 
10 a, 2H). 7.15-7.84 (m, lOH). 

f) l-r5^;V ^;i'-3-p< h ^^ri' 2-1:^ 'J h* >(l-004-07) CD^^ 

5,6-i^ p( 5^;i/-3-;'< h^i^ 2-t;U K> (1-004-06) (306mg):Siy^7K^ib 5b U "i; A 

(i57mg)i3 n-y-sf y ~j]^a3m.i)^m^mm hmmM^f^. i-a— k -ir ^ > 
(o.44ml)Srj!]Px.^ sb'cmm^T^iummn'^n ^tzo 24 ^F^^. s-mm^m^UBE 

x'i5^^i/'i7.A-C'|gi^^^ J^gjElg^Ufeo f#€.n>fe^S (330mg);^i/ U7!j^;i/ 
rtj^A^nv h(D— 71 — *5A B,hJl/J^>-7'-fe N>(3:l))<feffV^s l-zT^ )V s,e- 
h 2-t 'J K > (1-004-07) (124mg, 29.6%)*#feo 
NMR (300 MHz, CDCI3): 6 0.96 (t, J = 7.2 Hz, 3H), 1.36-1.48 (m, 2H), 
20 1.60-1.70 (m, 2H), 2.09 (s, 3H). 2.26 (s, 3H), 3.78 (s, 3H), 4.08 (t, J^ = 7.8 Hi, 
2H), 6.44 (s. IH). 

g) i-:/^;v 5,6-5^^ 5^;i/-3-;N'f \^u^i/2-\iV K> (1-004-08) o-^m 

5^;i'-3-p< h^i/ F >(l-004-07)(124mg){3 t: 'J 

Ati' D 1; K(293ing)&iD^. M^m^tfs 200°C?1^& ifi t? Anll?l^*i|i ^fi^ o o 30 

25 sji£;^i^tii3x-x;i/StJ^7jc^ip^^'^b:t-x;i/-e 2 ia}Smb7j<i5fc 1 0 

ffV^. «fti|Vi!7-4; i^e7A-e^^^Mffi^*bfeo l-:/5=-;i/ 5,6-i^^5^;i/-3-7N-r K 
D^$x 2-1::- >; (1-004-08) (94mg, 81%, il!;;^ 112-116'C)^f#feo 
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*H NMR (300 MHz, CDCI3): 6 0.98 (t, J = 7.2 hz, 3H), 1.37-1.50 (m, 2H), 
1,61-1.72 (m, 2H), 2.08 (s, 3H), 2.26 (s, 3H), 4.10 (t, J- = 7.8 Hz, 2H), 6.66 (br s, 
2H). 

h) ^-(:^y^J^^^^J — )\/ 2-'f ;i':^=^i/)-l-:^5^;i'-5,6-$^^ 5^;i/-i^r-i^ ij $^>-2- 
5 ^> (1-004) ©-^fife 

1-015 fro fc (66.7%. Ml^ 106-8'C) » 

^siE^ij i.-ooi~^jE0fl 1-003 }L%mm 1-005 %m.m i-oo4 tpi^tci-^figb 
10 <%mm i-oi3> 




nBu 
1-013 



a) 2-^ 5^;i/-3-:t^ V->^^ - ± Y ^) ^ AM (1-013-01)©-^^ 
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(920ml) «:J)n^#f?bs iii^mnTs 2-^^ J >(51.2g)i: x:5^;|/:ij>;p^ — h (57.2g) 

SB^ *fl±J.bfe^€!3|&*^5flXLs 2-^5^;i'-3-;r=¥v-:^^:^— ;u • :^ h >; A^g 

5 (1-013-01) (60.66g, 70%)*fffeo 

NMR (300 MHz, CDClg): 5 1.62 (s, 3H), 2.13 (s, 3H), 8.99 (s, IH). 

b) S-i'T^ -5,6-i?p< 5^;i/-2-t^ U h' > (l-013-02)CD-&fi£ 

2- ^ ^ ;u -3- ;r ^ • ±h U'i'Aie (i-ois-oi) (34.73g) fc: 

(546ml)*An^s 2-i^Ty T'-fe^J' ? K (23.91g)?&S0;t 1.76 
10 U i>ri.i7 AT-fe^J'— ^(119.4ml)^^□x.^ 127'C ffi^S cfi f m^S^fE =fT -s> o 21 Bt 
W^s Sii&M(c:Bf^(42.7ml)^£:|*Iia 65°C®^{Cii> U-r^JPX.An(15 © * 

^ m S ff I ^ ^ 2 4-C K: * o -C e> Iff m b 1® ^ ^ 6 ISl b * ?5fe b X 3 - y - 5 , 6 - 
5^;i/-2-l^ U K > (1-013-02) (27.76g, 65.9%, J^if^ 258-263°C)S?f fco 
NMR (300 MHz, DMSO): 6 1.98 (s, 3H), 2.23 (s, 3H), 7.95 (s, IH). 12.45 (br 
15 s, IH). 

c) 5,6-S;';^ 5^;i/-2-t^ U K > (l-013-03)CD-&fig 

3- S>Ty-5,6-J^ ^^;V-2-t U h'> (1-013-02) (12.0g){c:7jc(293ml)^in 

bs ^tm^(293inl)&i!]nx.. 135°CvS^§i43T'^i$M^<&ff ofco 3 B^s MfS^S^S: 
?^*Pb?^H^Sbfco ^ffi(24.75g){3;j7 D ^7}^;l/A(300ml)hp< ^ y -;i/(15ml)Sr 
20 Jbn^s 65'C7|C?S±t?iPSb^^#!)^5*bfeo Mt^J^tlS^ DD*;i/A (200ml) 
i:^<5'y'-;i/(10ml)-eill#{C^!lSbfco S^gP<&-&#bJ^EE®*bfeo m^tlt^ 
^^(13.26g)iC^ y — ;i'(150ml)SSPX. U -i? A (10g)<& JD X.s 30 

mW^s ^^ig0 5& 5* bt^ffig* bfco tf e)ixfc^^(l4.7g)i::i' n a a 
(200ml)^iD^s WV^m^^6^lymm^^\^X 5.6.S;^^;i/-2-l^ U K> (1- 
25 013-03) (9. 41g, 94.3%, Mii^ 202-207''C)^f#fe o 

'H NMR (300 MHz. CDCI3): 8 2.05 (s, 3H), 2.31 (s, 3H), 6.38 (d, J = 9.0 Hz, 
IH), 7.26 (d, J- = 9.0 Hz. IH). 13.17 (br s, IH). 
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d) 5,6-i^;<5^;i'-3-- h n.2-t;y F > (1-013-04)0 fig 

5,6-i^><f--'U-2-l^ U K> (1-013-03) (3.695g){::^k>&T> «5!Sl?(38ml)&in ;i S 
mVpy^^^nr. 10% JgK(3.53ml)Sl^M3~5'Ct? 50tS>T?ii«iTb^©^S^*^ 

5 ;>< ;U -3-- h d'-2. U H> (1-013-04) (3.102g, 61.5%, M }^ 251- 

257(dec)):£f#feo ,51> 2k;i^&e7PD*;VA smjfttBUx iJ';?. $^ "i? AT'^*5I 

MHJiMblilTiti Lfc^^<&51lb> MfC 271mg(5.4%)^#feo 
^H-NMR (300MHz, DMSO):2.06 (s, 3H), 2.29 (s, 3H), 8.35 (s, IH), 12.79 (br s, 
IH). 

10 e) 2-;^ PD-5,6-i^^5^;i/-3-:^ hD-t^ >; (l-O13-O5)0-^j5g 

5,6-i^;>< f-;i/-3-- b D -2-t: U > (1-013-04) (841mg)]Sit>"Sm'fb^l? (1.25g)$: 
mm^S'^'s 140*C?aYS4'T'iOl^tS}*SfT^fco 35 S^Rrg^i^^TKi^bx 
^Jczkff'tziaA b^ D D:jT;UA-c 2 EttfU b^ zk?J£ 1 lHl^> ^ifiJSW7jc-e?56^ bx 

IJl5e^*lin^x«Sm-^^^^^'t'AT-$g*i^s?^BES*bSSSttB?S© 2-:i7 D n-5,6- 
15 t^;^ g=-;i/-3-— h n -bf U > (1-013-05) (842mg, 90. 2%)^f#feo 

NMR (300 MHz, CDCls): 6 2.38 (s, 3H), 2.58 (s, 3H). 8.01 (s, IH). 

f) 5,6-i?^5^;i/-2-^ h^S^ 3-- h P-tf y (l-013-06)®-&fig 

28% ^ h i; h^i^ H (1.11ml) J; p< ^ >' —J\/(5.5m)^}zMMM^fp>. 

M#Ts 2-<5' P P-5,6-t^;>< ^^U-S-- b D-t: U (1-013-05) (837mg)® ^ y 

20 — ;i/(6.6ml)^?S^ 5^-e?iTb 50°C^ft ?&it>-e 7 ^F^jD^m#^^f ^ifeoSf&ttlC 
3i-5^;wS:in;t7jci^il::?iAb> 2 |s]WltH^> 7j<:?5fc l ll]^TV.^m^v^^:^.i' 

-^7 AT-f£Jtbi|gH^*b:^ WS^feM^© 5,6-i^>(5^;i/-2->{ b^>> 3--ba.tf 
U > (1-013-06) (675mg, 82.6%. Ml^ 71-73''C)^#feo 

NMR (300 MHz, CDCI3): 6 2.28 (s, 3H), 2.48 (s, 3H). 4.08 (s, 3H), 8.07 (s, 

25 IH). 

g) 3-T 5 y 5^;i/-2-pi b :^ri> 'J (1-013-07)® "^^iK 

5,e-i^ yt^;]/-2->^ h^i^ 3-- b P-1^ U (1-013-06) (2.56g)<& 7^ h ^ h K 
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D 37 ^ >(41ml)t3^P b 5%>'1^i?'i'Aj^^(450mg)CD;^^y— ;i/(41ml) m^W. 

5 ^;i/-2-p< b^S/'t:Ui?> (1-013-07) (2.096g, 97.9%, M)^ 56- 

5 NMR (300 MHz, CDClg): 6 2.12 (s, 3H). 2.30 (s, 3H), 2.48-3.49 (br s. 2H), 

3.95 (s, 3H), 6.70 (s, IH). 

h) 5,6-t^yi=^)V-3-[[:r.h^i^(^:t:h)Vyi-^-)\^)]^:t]-2-^ h ^ U > (1- 
013-08) (D-^m 

a-y K y -6,e-i^ y^^)V'2-yt (1-013-07) (1.787g)<&2k(3ml)i:ai 

10 mm(3mi)izmmwi. T^-r-k v >i^mizmL. i^mmnT. ffifs^v-^5^(4.8ig) 

®7jc(27.1ml)vgYt^l*lS-4 — 5°Cl: 45 ^-^mTWis ^ CD * ^ 20 :^tiJ:|i U fe » — 
al5^;^dE^+^> h>i7'>^:ij ij l^7A(12.64g)<^7J<:(17.3ml){::m^L^ 40'C^^S>4'-e 

15 7jc 1 H], <^v^-etafn:feJS7j< 1 0. -^^^^ 5l^vi^;T> fyj? A-C"^iltb?^JEg*L 
fco a^xfi^t-f ;bCD^S(12.49g);S:>> U 7 A ^ D x' K300g, 

i^->(2:3))<&fTl/^. 5,6-i^^^;i/-3-[[ac hdpS/(5^;j|-pb;U5lf-;i/)]9=-:tl-2-p< h^-> 
l^'Ji^> (1-013-08) (6.281g, 3Q%)^m&WLi!^}lLXmtzo il f9 e> iX fe 

-fb-^'tJttE^W^hSlfcnS 2fl^$:^^T■t,^fco 

20 NMR (300 MHz, CDCI3): 6 1.45 (t, .7 = 7.2 Hz , 3H), 2.18 (s, 3H), 2.39 (s, 

3H), 3.98 (s, 3H), 4.70 (q. J^ = 7.2 Hz, 2H), 7.47 (s, IH). 

m NMR (300 MHz, CDCI3): 6 1.33 (t, J = 7.2 Hz , 3H), 2.21 (s, 3H), 2.44 (s, 
3H), 3.94 (s, 3H), 4.60 (q, J = 7.2 Hz. 2H), 7.43 (s, IH). 

i) (5,6-i;^ ^;V-2-p{ h^i^\^VP>-3-^ )\y)i^XJVy>( b* (1-0 13-09) fig 

25 5.6-i^J><5^;V-3-t[:n hdFi/(5^:t5!3;V/}?n;i/)]5^;^-].2.^ (1-013- 

08) {6.2i5s)^::^'^ ^ -j\^i2oom\)izmmLmmn,m^. MumnT. in Tk^-fb 
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mb7j<JJtb(543mg)^#fco 5N SM7jc?§7S^3!jn ^ pH 3 i: U^^iEli* 

U^S(7.6g)K:Je'fb^ 5^ U >(100ml)^SD;t^mM#^. 5* UStfME 

®*U(2.00g)&^#feo 

ig^^t^ ±-c^#enfe 2.oog t 543mg <^ u ^ ;i/ ;^ 7 ;j- -y- -f K 

bT(5,6-5^^5^;i'-2-P< h=^r5^l:^ U i^>-3-f K (1-013-09) 

(2.23g. 54.4%)^f#fco 

NMR (300 MHz, CDCI3): 6 2.16 (s, 3H), 2.36 (s, 3H), 3.96 (s, 3H), 7.53 (s, 

10 IH). 

J) ^;b-2-tf >; \^>-s-^ jv)i?7.)\^y -( Y (i-ois-io) (D^m 

(5,e-i^^ f-;u-2-7< h=3ev'tr u i^>-3-f h' (1-013-09) (2.225g)ic 

tu s^-'i'Ai^a u h*(7.69g)^sp^x i6ovm^fp'GiMmimn\^tzo 

40 2k(100ml):Sinit^«B8li$ L/5U^L7Jc^5t 

15 ^(D(5.6.i^ ^^Jl'-2-t: V ]^ y-3--{ J\y)i^ K (1-013-10) (1.736g, 85.1%) 

igji^ ugjiig*bTf#5>nfc^S(8img)$:j^^'>'-;i'*aa b^ atcMfii^*® g 

«Jig3(41mg, 2.0%)*?§fco 

NMR (300 MHz, CDCI3): 6 1.95 (s, 3H), 2.13 (s. 3H), 7.42 (s, IH), 11.89 (br 
20 s, IH). 

k)(i-:/5^;i/ 5,6-i?^5^;i/-2-ii u K>-3--f ;i/)i^:^;i/:7-f K (i-oi3-ii)®-&Bg 

(5,6- y ^ 5^ ;V -2- 'J V > -3- ;V ) :^ ;i/ 7 Y (l-OlS-lO) (31mg) ^ 
DMF(lml)i:^^ Us 1-3 — K >(78mg)^V>-C^^* U "i? A (42ing)* iJD ^ 

25 2 lslJ*ttJ^s 2k^5lG 1 Off MEES*b 

(39mg. 92.9%)<&Wfeo i^. C C T" t# fc ^b-^tl N M R J: 20%© l-:/5=-;P<*: 
(l-013-ll)^^tJo 
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1) 5.6-s^p<f-;i'-3.^;i/*7"h-2-t;u h'> (i-oi3-i2)cD^fiS, 

5^;u-2-t: U H >-3--f ;i/)j^;^;u:7-r H (i-oia-ii) (i23mg)S 

5 ^h^^uyx'^m.{.yk^m^\ mih^^i^^-^ 2mmiii\^7i(.m im^i^mm^ir 

:7 ^' — (b;i/a^>-T-fe h >(39:^))^£fTV^^ i-:?'^^;!/ 5,6-5^^ ^> -3-^ ;i/ 

:byh-2-\^V H> (1-013-12) (llmg, 8.9%)Sf#fco 

NMR (300 MHz, CDCla): 6 0.93 (t, J = 7.2 Hz, 3H), 1.32-1.45 (m, 2H), 
10 1.62-1.72 (m. 2H), 2.11 (s, 3H), 2.32 (s, 3H). 4.20 (t, J" = 7.8 Hz, 2H), 7.68 (s, 
IH). 

m) iv-i-:?'5^;v 5,6-i'*^5^;i/-3-(^>X;r=¥-y-V— 2-f ;i/)g^;t-2-i:^ i; h'> (i- 

013) 

^(omMm 1-015 t^mi:^^^^. i--^^)\^ 5,6-$;'^5=-;i'-3-^;i/*7*h-2-t:y k 

15 >(llmg)*^55s ^^14® 1-013 (4.5mg, 26.5%) <Sr#fco 

^fc> mmm 1-013 tmmtj^^miz^y)^ mt&m 1-012 i)-^^Ltco 
<mMm i-oi4> 

1-014-01 1-014-02 1-014-03 

Py.-HCI HOy^ ^ """""n NaH/nBul 7^ ""^^]) 

^ HO-^N-^Me O-^N^Me DMF O'^N'^Me 

W n-Bu 
1-014-04 " 

1-014 

20 a) 2-^ D D-3-/N-f Hn^i' 6-^^;i/t:U (1-014-02) ©-^fiit 

5-J\'i \fV^i/2-^^)Vk:Vi?> (1-014-01) (27.01g)K:«*E^ (200ml)?&iJD;i 
T?§fPbs 68-74-Cl3T^^:^f;^^ 7^FB^aibfeo 
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(1-014-02) (23.96g, 67.3%)Srf# Jfe o 

b) 2-;>t h :^i^-3-^N'f Hn^i/ 6-;^5^;i/t:U (l-014-03)©-&fi)4 
^m^^%\Z. 2-^^ D D-3-/'^'r h-D:iri> 6-p< ^^^Ptf' ; > (1-014-02) (22.91g) 

5 *5<fctJ^ 28%:^ h U 'i'A^ K-^:J' (120ml)^iJD ^ ISO'ClCT 3 

BiajKJSSUfeo KJ!&?g{::?Jc7Jc (100ml)S*D^t^KK:T ffUl UTSJiS^S* ■f'^TSg 

J. :^Pi>'.3./N^ K n^iy 6-^5^;i/h: (l-014-03) (10.44 g. 48.1%)^#feo ^ 

10 'H-NMR (300MHz. CDCI3): 5 2.35 (s,3H). 3.97 (s,3H), 6.60 (d, J= 7.8Hz, IH), 
6.98 (d, J= 7.8Hz, IH). 

c) 2,3- KD:3lrS/ 6-^5^ .'Ut^ U i>*> (1-014-04) 
^©||@t-t#e>tlfe 2-;»< 3-M-f HadpS/ 6-^ g^^P K U 2^ ^ (1-014-03) 

(10.43g) Idl^ U J?>Jfi^ffi43.3g^jQ^xMllimaET 160'C7? IBtK^ 5)^: 170*C 

15 20 ^jp^sjS UTco H2O (50ini)Sinx 5%^ ^ y — ;i//@^i^iii^;b*3 

•3RSe©^lS*?#fco C© 2,3-i^>'N-f F a:^^^' 6-p^^;HiU2^> (1-014-04) 

d) i-:/?-;!' 3->^5^;i'-6-p( 5^;i'-2-t: U K> (1-014-05) ©-^eK 

20 mi^® 2.3-i?>'N-f b*D^$/ 6-.?if^;H:^ U (1-014-04) (16,04g)S 12^^ DMF 

(70 ml) IC^A^bH^*;^- 60%7jc^'(b± b »; "^A (10.25g)S ibfi-f OjP x.^|gT^ 
rn-Lt 30 iS-m*!^S/S;^-frfc<. o^lc: 1-3- H::^^' >(29.1 ml)-DMF (30nil)J; t) 

20 ;9•T"^ilT^ ^SICT 3 ^F^g:^&$-&fco SJ&^s MfnJt-lbT >■=& 
— -i? A7jc^?S<£in^B^^^9^JV' 150ml Id-C 3 BJSiiJ Ufco $ & lc:7j<jl <fe ti? units 

^^■y->-s^K:I^5^;^*fflv^fci^ u rtj-if ^i/^' b <&^f vN?atit© i-:/5^;v 3-0-r 

5^;i/-6-p< 5^;i/-2-K y K > (I-014) (8.915g) Srtffeo (IR^ 50.1% 2 Xg) 
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iH-NMR (300MHz, CDCI3): 6 0.96 (t, J = 7.5 Hz, 6H), 1.43 (m,4H), 1.67 
(m,2H), 1.82 (m,2H), 2.31 (s,3H), 3.88 (t, J= 6.6 Hz, 2H), 4.01 (t, J= 7.8 Hz, 
2H), 5.87 (d, J= 7.8 Hz, lH).6.52(d, J= 7.8 Hz, IH). 

A n-BuNHg MeOCH=C(C02Me)2 ^^^^^ J:!?tl£^!^°'^^^XD 

KJ toluene CJ "iglyme ° THF ° 

1-015-01 1-015-02 1-015-03 

OHC^^^.,:;^^^,,^ l)m-CPBA/NaH2P04 HOv.^?\^^ 
DMS0/(COCI)g JT T J CH,CI, Tj 

EtgN/CHaClz 0*^N''^^ ii) NaOH aq. / EtOH ON 
<i-Bu 



1-015-04 1-01 S4>5 



NaH/DMF CT^N''^ 



n-Bu 
1-015 

a) n'\^r>> U 7^>-T $ > (1-015-01)® -^Jt 
->^D-^^ity> (10.36 ml, 0.1 mol)lCs l-:/5^;i/T 5 > (9.88 ml, 0.1 mol) 
h;i'j:> (15ml)Sia^N ^ I'^JF-^ 7 — ^"7- T' 4A ^Xnfcr'.-l' ^ — Ji 

libs glS^Mm^@(64''C, 2 mmHg)bT> ^ D 'J 7^ > -T ^ > 

(1-015-01) (12.8 g, 84%)<fe^fe^fit^ifelHi: bTttfeo 

^H NMR (300 MHz, CDCI3): 6 0.93 (t, «/= 7.5 Hz, 3H), 1.35 (sextet, «7= 7.5 Hz, 
2H), 1.58 (quint, J= 7.5 Hz, 2H), 1.61-1.70 (m, 4H), 1.71-1.77 (m, 2H), 2.30 (t, 
J= 6.0 Hz, 2H), 2.34 (t, </= 6.0 Hz, 2H), 3.30 (t, J= 7.5 Hz, 2H). 

b) l-y^;i'-2-;r=^ V -1,2,5,6,7,8-^ :^r1tt YU-^ U > -3-:d ;i/ # > ^ P< ^ 
)\, 3^7.7- (1-015-02)0-^^ 

:r5^;i/-i/^7 D^:3pi' Ut^^-T ^ > (1-015-01) (12.8g, 83.6 mmol) S 7 -f 
A (75 ml)C-BMb 120°C izAntl^bfcc © 'MfS ^ h ^ ^> ^ > O >^ 
(14g, 80.4mmol)©y ^''^-f A^?t (75 ml)$: 1 T SST U $ 6 t 
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3 mm i2o°c -es^s^-^feo Kuti'^m^i^im. 2^t:ms.m^v. m^n 

'^J\y-2-:t^V -1,2.5.6.1, 8-^^^ KD-^ V^p/ U >.3-* ;i/4<>K->< f^^J^::^ 
(1-015-02) (15 g. 71%):&M^^fttt'*®i: b-cf#feo 
5 NMR (300 MHz. CDClg): 6 0.97 (t, J= 7.5 Hz, 3H), 1.43 (sextet, J'= 7.5 Hz, 

2H), 1.63-1.78 (m. 4H). 1.87 (quint, J= 6.0 Hz, 2H), 2.57 (t. J= 6.0 Hz, 2H), 
2^73 (t, J= 6.0 Hz, 2H), 3.90 (s, 3H), 4.02 (t, J= 7.8 Hz, 2H), 7.92 (s, IH). 

c) 1-:::^ 5^ ;i/-3-t K n ^^i/-^ 5=- -5.6,7,8-7^ b V t K D-ifr-df-y U >.2-;r > (1- 
015-03)CD^fig 

10 l-7'^;i/-2-:r^V-l,2,5,6,7,8-'^^1t t KD-f V^py U >-3-* 

(1-015-02) (130 mg, 0.5 mmol)* THF (12 ml)Jv^ff b> CeCl3-7H20 

(372.6 mg, 1 mmol)i:7jc^'(b* "i?^ U 5=- "^7 A (21.8 mg, 1 mmol) 4 ^JP ;t ^ 
20^mi^Ufce (in. 20ml)SiD;t@^^^5^;i' (40ml)-fJatH^s 

iafa:fe^7jc (30 ml)-e^5fe^#^ ^Ri7jc?ia^vi^^i'«;7A7!ie«uj«j3E?i«gLfeo c:© 

^;i/-3-t Kn:3pi/p{5^;i/-5,6,7,8--r h ^ t K n .l.£r-df U >.2-;t> (1-015-03) 

(80 mg. G8%)^m&m^m^t u-c^^o 

'H NME (300 MHz. CDCI3): 8 0.98 (t. J= 7.5 Hz. 3H), 1.43 (sextet, J'= 7.5 Hz, 
20 2H), 1.65 (quint. J'= 7.5 Hz, 2H). 1.71 (quint. J = 6.0 Hz, 2H), 1.85 (quint, J = 
6.0 Hz, 2H). 2.52 (t, J= 6.0 Hz, 2H), 2.68 (t, J= 6.0 Hz, 2H), 4.00 (t, J = 7.8 Hz, 
2H), 4.53 (s, 2H), 7.02 (s, IH). 

d) 1- 5^ -2- ;t^v -1,2,5,6,7,8- ^^-y-t h* a-^j u >-3-:*j ;i/Jt?T;i'7= t h* 

(1-015-04)® -^fiS 

25 DMSO(0.54ml, 7.64mmol)<£S'(b^5^ W (27 ml)fc^j|?U-78''C t^^rSl Lfco 
C©^7StC3t-^if' J a U K (0.4 ml, 4.58 mmol)i: l-:/f-;V.3-t YO^ty;/. 
5^;i/-5,6,7,8-7^ f 7 t h- n-lif-dr^ ij >-2-;r > (1-015-03) (0.9 g, 3.82 mmol)© 
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iM.i\j ^ ^ \y > (20 ml)^:i(Dmm\zmT [y. ^ ^IZh V :i^9-)\^T ^> (1.33 

ml, 9.55mmol)<feAn^s -TS'C S^iKJf Ufe^. {iSfi^#S Ufc<, M^T? 
^ e> (3 20^9-^4^ bfc^. (IN. 50ml)?&llP;tS^m^5^;i/ (200 ml) 

T•^4ffi^^ ISffij^Sg7j<^:>- h U-J'A^Jc^gr^t (50mi)s im:k^7k (50 ml)■c■^J6^t^ 

(> ;^^>/i^^^5^;^)^rT^^^b^ i-:?'5^;i'-2-3§-=¥y -1,2,5,6,7.8- 
•^^Jf^-y-t KD-dpy i; >-3-*;i/:^7';i'7' t K (1-015-04) (0.5 g, 56%)S^|ie?g 

NMR (300 MHz, CDCI3): 8 0.99 (t, J= 7.5 Hz, 3H), 1.46 (sextet, J= 7.5 Hz, 
10 2H), 1.68 (quint, J= 7.5 Hz, 2H), 1.74 (quint, J= 6.0 Hz, 2H), 1.88 (quint, J= 
6.0 Hz, 2H), 2.59 (t, J= 6.0 Hz, 2H), 2.76 (t, J= 6.0 Hz, 2H), 4.05 (t, J= 7.8 Hz, 
2H), 7.76 (s, IH), 10.34 (s, IH). 

e) l-:?'f=-;i/-3-b K D :^r:^-5,6,7,8-7^ h 5 t K P-l^Hldry >-2-:t >^ (1-015-05) 

16 l-y5=-;i/-2-:t=^V-l,2,5,6,7,8-^::^ritfc h* n.ap-y ij >-3-*;b3}lT;b5='h h* (1- 

015-04) (160 mg, 0.69 mmol)^ i^ih ^ U > (10 mI)K:^^ Ux NaH2P04-H20 
(190 mg, 1.38 mmol) J:: ^S' n Dji^m^^ (237 mg, 1.38 mmol) ^fe iO X. ^ ' 
T- SOi^mnVtzo SJfe?tC 6%5=-:r?5gm:^ h U-^A*^^ (20 ml)S*PxgP^3: 

(50 mi)T-jftai^^ iawj^^7jc*±h v^j^7Kmm (20mi)s mm±U7k (20 

20 ml)t^Jt#. M7KSS^-7i^:^i/'i7 Af^^U^I^Eii^Lfeo ^fi^J:-^' y-;!/ (5 
ml)C^)Sb> 7k^'{b± Y V ^ 2:^7KmWL (2M. 0.35 ml, 0.7 mmol)?&in^s M^"^ 

3o^i^ni^tzoRmm\z^M.m io.2u,im\)^m^mm:^^)i' (25mi)T?jftffi^s 

nfcBS^&$^U:i!j'^;i'^D "Tbi^^^^- (b;i'3i>/if^ai5^;i/)i3T)ltl? U^ i- 

25 ^5^;i/-3-b K a ^i'-5,6,7,8-x h 7 t F D.l/f.:^y U >-2-:;a-> (1-015-05) (82 

mg, 54%)Si2{jt'ifi^mi: UTtf fee 

*H NMR (300 MHz, CDCI3): 6 0.97 (t, J= 7.5 Hz, 3H), 1.42 (sextet, J= 7.5 Hz, 
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2H), 1.60-1.74 (m, 4H), 1.83 (quint, J = 6.0 Hz, 2H), 2.50 (t, J=6.0 Hz, 2H), 
2.62 (t, J= 6.0 Hz, 2H), 4.02 (t, J= 7.8 Hz, 2H), 6.67 (s. IH). 

i; >-2-:^ > (l-O15)0D-&J5g 

l-:7'f^;i/-3-t H n :3re/ -5,6,7.8-7" h ^ t K D .l^-:^r ^ ,'J > -2-;j)- > (1-015-05) 
(10 mg, 0.045 mmol)?£ DMF (1 ml){w^fi|bs i\f.%ih± Y U A (60% oil 
suspension, 2.7 mg, 0.068 mmol)<£Sa;t^TSt? 5 ^W.\y < Mf^P Lfeo dO^MtC 
2-i? D D^>''/^:3i^-b-\/— (7.7 0.068 mmol)SiQ^^?a-e 20 ^5-tS#, 

(IN, 3 ml)?l:JnxW^3i5^;i/ (8 ml)T'ffltiJ^. iaSJ:^S7j<: (4 ml)T' 

^ D h 7 •< - (h;^J^>/K^^^;^){-■clfMb^ 3-(^> 

2--^ S/)l-3^f-;i/-5,6,7,8-7" h^t YU-\H-^^ U >-2-;r> (1-015) (12 

mg, 79%)^^ltfe«&*i: b-C^fco 

^H NMR (300 MHz, CDCI3): 5 0.94 (t, J= 7.5 Hz, 3H). 1.40 (sextet, J"= 7.5 Hz, 
2H), 1.66 (quint, J= 7.5 Hz, 2H), 1.74 (quint, J= 6.0 Hz, 2H), 1.87 (quint, J = 
6.0 Hz. 2H), 2.58 (t, J= 6.0 Hz, 2H). 2.69 (t, J= 6.0 Hz, 2H), 4.02 (t, .7= 7.8 Hz, 
2H), 7.16-7.26 (m, 2H), 7.24 (s, IH), 7.40 (dd, J= 6.9 Hz, 2.4 Hz, IH), 7.48 (dd, 
J= 6.9 Hz, 2.4 Hz, IH). 

<nmm 1-017 > 





Br 



a) l-(2-:/D^ 7 i^^5^;i/)-3-p( h:3ri^ 2-tU H> (1-017-01)(D-&E 
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10 



2-034-02 t U T ^fifc L fc (44%)„ 

»H NMR (300 MHz. CDCI3): 6 3.22 (t. J= 7.3 Hz, 2H), 3.83 (s, 3H), 4.21 (t, J= 
7.6 Hz, 2H), 5.96. (t, J= 7.3 Hz, IH), 6.60 (m, 2H), 7.07-7.22 (m, 3H), 7.55 (d, J 
= 7.6 Hz. IH). 

b) 1-(2.:;^P^ 7 3^:t-5^;i/)-3-t Kn^i/.2-l:^U H> (1-017-02)© ^fiS 

1-004-08 i:|qiait3:bT-&fieLfc (100%)o 

^H NMR (300 MHz, CDCI3): 5 3.23 (t, J= 7.3 Hz, 2H), 4.23 (t, J= 7.3 Hz, 2H), 
6.02 (t, J= 7.0 Hz, IH), 6.57 (dd, J= 7.0, 1.2 Hz, IH), 6.78 (dd, J= 7.3, 1.8 Hz, 
IH), 7.08-7.14 (m, 2H), 7.18-7.23 (m, IH), 7.56 (dd, J= 7.0, 1.2 Hz, IH). 

c) 3-(^>^/:t^V-^J—)V 2-Y;i/:r^$')-l-(2-:rn^ 7 3:;?.5=-;i/).3-t ^*D^i^- 
2-t' U h' > (i-oi7)CD-&^iS; 

1-015 himit bT-&fiS.Lfc (70%)o 



15 



1-018> 

MeO. 



'^f^ Pd(dba)3-CHCl3 



Et4NCI/DMF 



1-017-01 




1-018-01 



1-018-02- 




NaH/DMP 1.018 

a.)3-;< h dp 6,7-S^ t: H D t: U K [2,l,a]'l' V ^ ^ U > -4-;^- > (1-018-01)® ^fig 

l-(2-:/D^7 i:^^-'l/)-3-P< h^i/ 2-t: U H> (1-017-01) (100 mg) CD DMF 
(4.0 ml) mmz, ^?aT- Pd(dba) • CHCl8(30mg), Et^NCl (54 mg), RXf^mMio 

vyj^ (67 mg) <&sn^fcc, 120 °c-e 3B#p^m3f bfc^, mmiz 

rj-^ Y^^y ^ - (h;i/a:>/T-fe h> = i/l) Hill- 5 c ^ t J: D 3-^ h 

102 



wo 02/()53S43 



PCT/JPOl/11427 



6.7-iy ti K D t U F[2,l,a]'l' V^^ U >-4-:t> (1-017-02) (50.6 mg, 69%) 

m NMR (300 MHz, CDClg): 6 2.97 (t, J= 6.4 Hz, 2H), 3.88 (s, 3H). 4.34 (t, J= 
6.3 Hz, 2H), 6.64 (d, J= 7.9 Hz, IH), 6.74 (d, J= 7.9 Hz, IH), 7.23-7.34 (m, 3H). 
6 7.64-7.67 (m, IH). 

b) 3-t K D dp>>-6.7-t^ t tfU K[2,l,a]-f V^^ U >-4-:^> (1-018-02)© 

1-004-08 i:|5l«fc LT-^fiS; bfc (98%)o 

^H NMK (300 MHz, CDas): 6 3.00 (t, J= 6.6 Hz, 2H), 4.35 (t, J=.G.6 Hz, 2H), 
10 6.71 (d, J= 7.8 Hz, IH), 6.93 (d, J" = 7.8 Hz. IH), 7.24-7.34 (m, 3H), 7.64-7.68 
(m, IH). 

d) B-{^y'j7t^V-V — )\y 2-'!' ;»/3t-=3ri^)-6,7-i;'b K D tf U b*[2,l,a]^ U > 

■4-;r>' (l-018)®-&Bg 

1-004 tmm^\^x-^mLtc (47%)o 

15 



<^JS15!I 2-004> 

MeO^^^Me uwe88on-a reagent '^ '°YY'"_!)!:^lgL^""yY' 
O-^N-^Me toluene S^^N-^Me S^N-^Me 

1.004-07 2-004-01 2-004-02 



Me 



S^N^Me 



NaHyDMF i 

nBu 

. 2-004 

a) 5, 6-i^^f-;i/-3-^ h^S' 2-5=-:r-tfy F> (2-004-01)© ^fig 

l-:75^;i/5. >^^)l-3-?^ h^i/2-t'J H> (1-004-07) (222mg)S t>* D - V 
20 >iaSI(502mg)l3 h;i/J:>(8ml)*JP^lS® b^ ^^^^^6^t»^ 3^J*a^Sff fc o 7 

Bt^^. sii5ri^tiic^i5'y-;K25mi)<£in^ ^mmJs^bN i^ra^> nm^^ 

bfeo Ba(0.80g) ^D— — :*7 7 ABt-i' ';*'y;^:*7Ai'Oy' h(h;i/J^>-7' 
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004-01) (177mg, 74.1%, W,^ lll-ll2°C)o 

m NMR (300 MHz, CDCls): 8 1.00 (t. J = 7.2 Hz. 3H). 1.43-1.55 (m, 2H). 
1.70-1.95 (br s, 2H), 2.22 (s, 3H), 2.46 (s, 3H), 3.89 (s, 3H), 4.90 (br s, 2H), 6.54 
(s, IH). 

b) i^.i.y^;i/ 5,6-i?^g^;i/-3-h h'Ddp>>-2-f-:r-t; u K> (2-004-02) 

1-013-10 fcll^tff a C: j; 2-004-01 (170mB)A^e> l-^5^;i/ 5,6.i?.?< 

5^;i/-3-t: Fn:^i^-2-g^::r-t;U h- > (2-004-02) (llSmg, 74.2%, 81-88'C). 

m NMR (300 MHz. CDCI3): 6 1.02 (t, J- = 7.2 Hz. 3H), 1.45-1.57 (m. 2H). 
1.70-1.90 (m. 2H). 2.21 (s, 3H), 2.46 (s. 3H), 4.72 (br s, 2H). 6.87 (s, IH). 8.44 
(br s. IH). 

c) i-:/5^;i/ 5,6-s^>(9^;i/-3-o-(^>X;r^i?-\/->'w 2-'f ;i.)-2-5^^-,ii 'j y> (2- 

004) (D-^WL 

nmmi-oQ4:}imm^^^^^^^^^^ 2-004-02 (iismg)*^ i-:/^;!/ 5,6-j; 

y^^)),.Z.0.{,^>X^^'^'J-)^'2-^ )l')-2-^ - f U h* > (2-004) (84mg, 45.9%, 
14;^ 185-187°C)*»fco 

mMm 2-ooi~^ffi^j 2-013 {*> mum 2-004 iipi^t^-^es; tfeo 

<^SE0!l 2-014> 

a)2-3— K-3-''^'( b'O^i' 6-p<5^;i/t^US^> (2-014-01) 

HOv,^^^ la/W " °Y^ Mel -" ^^^^ 

Me 



1.014-01 2-014-01 CHa r 

2-014-02 



HO. 

PhNHCSNHPh 



I^N'^Me NaH/DMF S*^N t 



EtaN/CHaCN S'-'-N' ^Me NaH/DMh s' I* Me 

Me M« 
2-014-03 2-014 

5-;n^ h'D^v' 2-p<5^;Wt^Ui^>(l-014-01) (36.11g)lwj^^ V (68.0g) 
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A (ii7g)j3 j;th*7k (8iomi)j: "jJEt^^gm^ 35 ^mv-cmrvtco Kmm^zmin 
UT < ^mn^(Dmm^^T&^ MEig*sb-c 2-3- k 3->'N'f i^u^*^ 6-yi^)v\^ 

>J (2-014-01) (34.1g, 43.9%, llll;^ 187-190°C)<&#fc o 

5 >H-NMR (300MHz, CDCI3+CD3OD): 6 2.45 (s,3H), 6.45 (d, J= 6.9 Hz, IH), 
7.02 (dd, 6.6, 1.5 Hz, IH) 

h) b'D#i/2-3-K i,6-i?p<^;v-t; U i^-'J'A a-i'K (2-014-02) cd 

xmfDM^i::. 2-3 — K 3->'N>f H o^i/ 6-^^;n^ U > 835mg 43 <t iJ^a 
10 — K ^ ^J' > 3ml 130'C-e 4 B$H^ 180'Ct? 1 ^ liases U fee SiS* 

tt?iieig@lb 1.42g CD S-^N-f FDdpi/2-3-F 1,6-S? .?< 5^;i/- If U - A 3- 
h* (2-0 14-02) ^tffeo 

c) 1, 6-5^^ ^;^-3->'^-^' kd^>> 2-^:2}- i^u K> (2-014-03) (^-^m 

S-ZN-f KD^S/ 2-3-H 1,6-y ^ 9^;i/-1f 'J A 3 — i^K (2-014-02) 

15 (852mg) t b 1; 31 9=- JWT ^ > 457mg *5 J: tJ«T-fe h — b U -'l' lOmI i b ^C^^itlC> 
1, 3-i^:7 517mg ^JDX. 2 ^P^jljSbfco M}^^^. Ui^ 'J ;t» 'if 

D X' Kn-^=3p-t?->-gf^J^5^;i'{3t:^ai)SfTV> 279mg ® 1, ?i f-JU-3-^\ 
'f Kadf^i/ 2-f-2|-trU K> (2-014-03) &f»feo 

^H NMR (300 MHz, CDCI3): 6 2.47 (s,3H),4.12 (s,3H), 6.53 (d, = 8.1Hz, IH), 
20 6.95 (d, J" = 8.1Hz, IH), 8.35 (br s, IH). 

014) ©-^fift 

1,6-t^^ ^;U-3-/N'f h' a i/ 2-^;r U H> (2-014-03) (157 ing)?S: DMF 
(3ml)U:^*^b 60%7km^ti- h Ue^A 52mg ti^XXmUl^X 7 :0-H^5^-a-fee 
25 CCDS/iS^gt- D D'^>»/;f (184 mg)* DMF (0.5 ml) (c:r^5feV^Ji 
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1.6-i^:>if-))/-lH-\^Viy>-2-^^> (2-014) (182 mg, 66.8%, 245-247°C) 

<m.MM 2-015. 2-018^ 2-026> 

n-BuOv^^#r\^ Lawesson's reagent " BBra/CHgag ,^ °^T'^^ 

O^N-'^M^ toluene " S*=^N^Me S^N^Me 



1 



n-Bu n-Bu 
1-014 ^-^^ 2-018 



NaH/DMF „ ^, S'^N Me 



2-014 I n 



a) l-Zf^)V 3-^5^;i/-6-p<g^;i/-2-9^:^t^ U K >(2-026)®-&^ 

l-^*^;!/ 3-7'5^;U-2-t: U K > (1-014) (8.91 g){c:^^^ h > (200 ml)fc?^>b^ 
Un-V>ij£^ (19.41 g);&JPx.MmS.S!ETM^ilEb-C 3.5 ^P^S;iB^ -life o SJi&^ 
(80mi)«:iP;n:^ai;:T. 1.5 ^F^m*t bM/iS^SS^ei^1-i.o a^SS: 

3-7*^;U-6-P« ^;i/-2-^3M^ U h'> (2-026)(12.97 g)^t#^ IS^1-SC:i;^C<^^£D 

^H-NMR (300MHz, CDCls): 6 0.94 (t, J= V.SHz, 3H), 0.99 (t, J= 7.5Hz, 3H), 
1.46 (m, 4H), 1.87 (m, 4H), 2.50 (s,3H), 3.98 (t, J= 6.9Hz, 2H), 4.75 (brs, 2H), 
6.40 (d, J= 7.8Hz, IH), 7.80 (d, J= 7.8Hz,lH) 

b) l-:/^;i/ S-f^-< K a 6-;^ 5=-;i'-2-^:4- tr U K >(2-018)CD-&J5g 

l->^f-;V 3-:^^;W-6-:?< ^;V-2-5^;^l:^ U b*> (2-026) (12. 97g)5&|g}!ii^'fb;< 5^1^ 
y (200 ml)l3^§A^b 1 mmol/nilOH:i:-fb'i^'i7^-S-(b^5^l'>»BM (5.6ml)^«9) 

o < t) i:ipx.s ^^atx 5B#r^ji^$SJS^-i±fco s/iS^g;^ I50mi®7jc2k{;^jnb 
|gT>^-TK:T pH 8-9 i: b^O D7}>;VACTJSai> ^?P:ftS7Jct3-ct5fc#b7';i/ 

mt LX S-^N-f KD:^r:^ 6-^ ^;i/-2-^ U K> (2-018) (5.439 g, 
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73.4%)*f#feo 

iH-NMR (300MHz, CDCI3): 8 1.02 (t, J= 7.8 Hz), 1.50 (m,2H), 1.85 (m,2H), 
2.51 (s,3H), 4.66 (br s,2H), 6.49 (d, J = 7.8 Hz, IH), 6.91 (d, J= 7.8 Hz, 
lH),8.44(brs. IH). 

5 c) \-zr=f-)\/ 3-(^>X;t^-t>-^/-;i/ 2W ;i')-:*-=^ri^-6-p< ^;i/-2.5^^ U K> 

(2-014)® 

1-^5^ ;i/ KD:3ps/ 6-^^;V'-2-5=-:tt;u H> (2-018) (113 mg)^$g*g 

DMF (1.1 xaY)\Z.\^1S- C © C 60%7j<^-fb:^ h U "i? A (36 mg)^in ^.T^^^t:: 
T 3O:0-.^*!|iL/feo2-i' P D ^ > l/;*" ^ If — (112mg)i£AD^ 2 ^P^ 40 cS-S/iS 
10 Ufe, SJSm^!K7j< (20 ml){CiP^i^^a:5»^;i/(30 mDUlT 2 HlJaffi Us *«jBJ*ia 

□ V h i::t«MUs j::-^;vJ; i-:r^;i/ 3-(^>X;t^r-y-^/— ;b 2- 

;U).:^:3pSx-6-.?i 5^;i/-2-^;r U H > (2-014) (117 mg, 125-127.5°C)<l:f# 

15 ^Ji^j 2-oi5~^JIS«^J 2-029 tts 5liE^J 2-014 {c:ip»!iLfe:&iSK:T-&j^bfeo 



2.034.> 



*Y*^ "Bul/NaH Lawesson'8 reagent " ^^y^ 

j^N''^ DMF S'^^N'^ toluene " S^N^ 



O' 

2-034-01 2-034-02 ^NMea 2-034-03 



H nBu nBu 



Me 



HO ^ ^ HO 1 DMel/CHgCIz 1 
Py.HCI , MeaN^NMeg^ Til PPha/EtOH 

S^N-"^ BOH S^N"^ 3)NaOH/MeOH s^N^ 

nBu nBu nBu 

2-034-04 2-034-05 2-034-06 
Me 



M Me 



NaH/DMF ^.^S 

a) i-::/^;i'-3-^ h^i^ 2-iiU K> (2-034-02)® -^m 

20 3-;^ V^^'y 2(lfi)-t:U H> (2-034-01) (5.0 g) ® DMF (40 ml) ^© 

T•7J<^'^b:^ h 'J "^7 A (60%wt, 2.2 g) ^^iD^fco 20 r^-^ff Ufc^, 1-3- K^^ 
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>(i5.5g) siQ^, ^ 4o^mwLtzo 7j<sAp^sjiSs^±bfem, mm^m 

M7jca^ x'^'-^^i'>> AT-^iS Lfc. ^^<&«JETT-S^U, ff ^ flfe^ 

5 *fefi£2fei*>b^ n V h ^7 7 — (h;i/3^>/T-fe h > = 4/1) T-J^i^f 5 i; 
IC:J; t) l->^5^;U-3-p< Y^i/ 2-\i^) K> (2-034-02) (6.7 g, 93%) ^^^mWll b 

NMR (300 MHz, CDCI3): 6 0.93 (t. J= 7.2 Hz, 2H), 1.30-1.42 (m, 2H), 
1.68-1.78 (m, 2H), 3.81 (s, 3H), 3.97 (t, J= 7.2 Hz,.2H), 6.09 (t, J= 7.2 Hz, IH), 
10 6.59 (dd, J- 7.2, 1.5 Hz, IH), 6.88 (dd, J= 7.2, 1.5 Hz, IH). 

b) l-:/5^;l'-3-p« h d^i't^ U e^>-2-5^;4-> (2-034-03) (D^m. 

i-:75=-;i/-3-p< b 2-h: 'J F> (2-034-02) (6.4 g) 0h;i/j^> (iso mi) m 

m.\zu—v>mm (i6.8g) ^mfL, ^mmmx^tc. ai^fflm^ufe^, m^-a:^ 

(100 ml) &in^, ^ io\z zo^mn\ulto MET7?^a£^&®*Lfe^, 

7jc, ;!Sil>'fia?n:tm7j<-e^5fev%, M7jc5iS^v^7;^i"i? at-is^u 
feo ?§i^^MffiTT-®5febfe^, t9 5,nfc«lfeJ5g^*p!3 7Ae7D-x' ^^i^^7-f- 
(^;^;Il>/T■fe h> = 4/1) T!!ltM1-i.ii J:{3J; D i-:/5^;i/-3-^ h^i^l^ U 
2-5^:^ > (2-034-03) (5.6 g, 80%) § ffif^tiK LTfffeo 
20 ^H NMR (300 MHz, CDCI3): 6 0.98 (t, J= 7.3 Hz, 3H), 1.36-1.48 (m, 2H), 1.84- 
1.94 (m, 2H), 3.92 (s, 3H), 4.62 (t, J= 7.6 Hz, 2H), 6.61 (dd, J= 7.9, 6.2 Hz, IH), 
6.69 (dd, J= 7.9, 1.2 Hz, IH), 7.38 (dd, J= 6.2, 1.2 Hz, IH). 

c) l-7'5^;i/-3-t h- Ddri^l^ U i^>-2-5=-;t> (2-034-04)® ^fiK 
l-:^^;i/-3-^ b dlri^tr 1; i?>.2-5^;r > (2-034-03) (1.4 g) {3b;US^>:^^^ 

25 (3.6 g) ^iP^fco 190 'CT* 40:S-^isf Ufe^, 7jc, }\^-^MXmWLm 
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SdiltcfcD l-:75^;P-3-t KDdri^e'; i?>-2-5^;4-> (2-034-04) (I.02 g, 78%) 

NMR (300 MHz, CDCI3): 8 0.99 (t, J= 7.3 Hz, 3H), 1.43 (m, 2H), 1.91 (m, 
2H), 4.53 (t, J= 7.6 Hz, 2H), 6.66 (dd, J= 7.6, 6.7 Hz, IH), 6.97 (dd, J = 7.6, 1.2 
5 Hz, IH), 7.34 (dd, J= 6.7, 1.2 Hz, IH), 8.61 (br s, IH). 

d) i-:rf-;i/-3-b H n dps/.4-(JV,iV-i?^ 5 / ;'<9^;w)K U i?>-2-5^;?f-> (2- 

034-05) CD-nJ5Si 

1-^5^ ;i/-3-t H Dd^i/t U i^>-2-5^:t> (2-034-04) (1.0 g) ® 10%^^K 
y (20 ml) ^?&f;: , N,N,N',N'-y' (1.70 g) 

10 SiP X-feo 75 -CT! 24 Bt^^aWiUfc^ , METT' ^^R^S fl^-T 5 d i: {c ^ t) , i-:7 
5^;i/-3-t h' n i^-4-(iV;Ar-i?^ 5 y ^ f^;!^)^ 'J i^'>-2-'5^;t> (2-034-05) 

(1.3 g, 95%) &«6t^ifeMil b-rf#feo 

IH NMR (300 MHz, CDCI3): S 0.99 (t, J= 7.3 Hz, 3H), 1.39-1.47 (m, 2H). 
1.86-1.93 (m, 2H), 2.29 (s, 6H), 3.48 (s, 2H), 4.51 (t, J= 7.3 Hz, 2H), 6.87 (d, J= 
15 6.7 Hz, IH), 7.32 (d, J= 6.7 Hz, IH), 

e) l-^5^;V-3-t Ka^i'-4-pt5^;H^ Ui^>-2-5=-;r> (2-034-06)O^J5£ 
l-:^5^;i/-3-t ]tn^iy-4-(N,N-i:^^=f-JVT yi^)l')'^V $^>-2-5^^> (2- 

034-05) (1.0 g) CDiKbpt-?^!^ > (20 ml) 13 ^tST' 3 — K ;^ ^ (2.1 g) 
in^fco l^P^mJ^i^bfc^, ji£ETT'V§^^<feWSbfeo (20ml). 

20 =^~}^7t^y^y ^ > (i.e g) ^ia^tzo 75 'C-e 20 bfe^, ® 

jET-c-«li^^@*bfe« ii^t, ^ >' (lomi), rvp 1 m^Ticmit^ h 

^ M.7kmm (8 ml) 5^i)n;i, ^<bi:i60 'Ct? 2^H^#Ufeo S*JET-C-?giaE<& 

= 4/1) -??iltS!{-rscii:t^J: t) i-:7'5^;i/-3-t Ha:Je$^-4-;^5^;H:^ 'J i^>-2-5=-;^> 
25 (2-034-06) (0.57 g, 70%) S ift b T fife o 

^H NMR (300 MHz, CDCI3): 6 0.98 (t, J= 7.3 Hz, 3H), 1.36-1.48 (m, 2H), 
1.84-1.94 (m, 2H), 2.25 (s, 3H), 4.50 (t, J= 7.6 Hz, 2H), 6.55 (d, J= 6.7 Hz, IH), 
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7.25 (d, </= 6.7 Hz, IH), 8.67 (s, IH). 

f) 3-(^y 'J :t ^v-'J — )V 2-1' ^i/)-i-:/5^;i'.4-;'< ^;i/t: Ui;? >.2-5=-:^- > 

(2-034) CD fife 

l.:/9^;i/-3-b K D dp i..4.^ t ij >-2-5=-^> (2-034-06) (50 mg) (D 
DMF (1.0 ml) mWiZ, ^^a-e7J<^-^b:^ b U "i^A (60%wt, 15 mg) SriD^feo 20 
tS'M^Lfe^, 2-^ D D'^^l/^dp-t^v^ — ;i/ (85 mg) <£fiP;?., ^ e> 75 -C-e 17 

7^-- (h^UJiV/T-fe h > =4/1) TfJilf-r-Sc: J; »3 3-('^>v^;r^-y-^/-;i/ 
2-^ Jl:t^i^)-l-y^)l-4-^ ^JV\^ V i^>-2-^:^> (2-034) (73 mg, 92%) ^ 

<IIJS^?iJ 2-035 > 

O^N-^ EtOH ON 3)NaOH/MeOH O^N-^ 

2-034-01 2-035-01 2-035-02 

Lawessson's reagent ^T*^*^ nBuI/NaH '^^O^-.^f^^Me UO^^s^^Me 



toluene ^ V DMF S^N^ S^^n"^ 

Abu 

2-035-04 2-035-05 



Me 



NaH/DMF S^N''^ 

nBu 

a) 5-(iV,Ar-5;^^;V:P ^ y ^^;i/)-3-^ h .> 2(1^. hf U h-> (2-035-01)®-^fife 
3-^ h^i^2(lB)-t:V K> (2-034-01) (5.0 g) ® 10%#7lc y — ;i/ (150 ml) 

^^{3, ^laT- ^.iv;i\^',iV'-7^ h^^^^i/i^T^y^^'V (54mi) ^m^, tamiS 

Mbtzo ^smmMWlytz^, ^^ETT"vgJI;&i^&Uff eiifeffl^figtlS*^ 
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u-^ Yif^ y ^ — n D*;i/A/^ ^—jv/yk = 6/4/1) T-H^-T?.^ tlzX D 
5-iN,N-i^^ 5. y ^ 5^;i/)-3-y h^i^ 2(li0-tf >; H > (2-035-01) (4.5 g. 

53%) S^t^tlK^i U-Cf#fco 

iH NMR (300 MHz, CDCI3): 8 2.21 (s, 6H), 3.17 (s, 2H), 3.87 (s, 3H), 6.86 (d, J 
5 = 1.8 Hz, IH), 6.90 (d, J= 1.8 Hz, IH). 

b) 3-^ 5-^5=-;V-2(lJS)-tf H> (2-035-02)60 

2-034-06 tmmiZLX -^m Ltz (7 l%)o 

»H NMR (300 MHz, CDCI3): 6 2.11 (d, J= 1.2 Hz, 3H), 3.84 (s, 3H), 6.62 (d, J 
= 2.1 Hz, IH), 6.80 (dd. c/= 2.1, 1.2 Hz, IH). 
10 c) l-:/^;i/-3-p( h 5-^^;i/-2-t: U H > (2-035-03)<Z)-&J56 
2-034-02 iimmi^hX^mi^tz (63%% 

»H NMR (300 MHz. CDCI3): 6 0.94 (t, J= 7.3 Hz, 3H), 1.29-1.42 (m, 2H), 
1.66-1.76 (m, 2H), 2.08 (d, J= 1.2 Hz, 3H), 3.80 (s, 3H), 3.92 (t, 7.3 Hz, 2H), 
6.45 (d, J= 1.2 Hz, IH), 6.65 (dd, J= 2.1, 1.2 Hz, IH). 
15 i) l-y'f-)V-3'^ V^i^ 5-pi^)V\iV i>>-2-'^:t> (2-035-04)0 
2-034-03 i:|5]^i(CbT^fi£,Ufc (100%)o 

^H NMR (300 MHz, CDCI3): 8 0.97 (t, J= 7.4 Hz, 3H), 1.35-1.48 (m, 2H), 
1.83-1.93 (m, 2H), 2.21 (s, 3H), 3.91 (s, 3H), 4.59 (t, J= 7.7 Hz, 2H), 6.55 (s, 
IH), 7.21 (s, IH). 

20 e) l-7'^;i/-3-fc K D :^rS/-5-^ ^^^Vti U i^>-2-?-::i-> (2-035-05)0 fig 
2-034-04 13 bT^fiSUfc (76%)o 

>H-NMR (CDCI3, 300 MHz): 8 0.99 (t, J= 7.3 Hz, 3H), 1.37-1.50 (m, 2H), 
1.85-1.95 (m, 2H), 2.19 (d, J= 0.9 Hz, 3H), 4.49 (t, J= 7.6 Hz, 2H), 6.86 (d, J= 
1.2 Hz, IH), 7.16 (dd, J= 1.9. 0.9 Hz. IH). 8.55 (s. IH). 

25 f) 3-i^>V^^-^'J—)i 2--f ;v;r^5^)-i-:^^;i/-5-^ 5^;>/t U i^>-2-5=-:t> 

(2-035)©-^fig 

l-7'^;i/-3-t K D ^S/-5-p( y i^>-2-5^;r > (2-035-05) (300 mg) 0 
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DMF (6.0 ml) ^^•^:7Jc^'^b:^ h U (60%wt, 79 mg) ^iflX-fco 20 

^isi^^ufe^, 2-^ D D'<>\;:2t-*-t>-^>^-;i/ (432 mg) ^m^, 2 

5 lattSfctiUfeo ^t)-&fe5&^^g^2K, «aftl:fe^7J<-^?Jli^^^^5fev^, ^R7jcSg^v>f^i/«i7 
7 — (h;i/3i>/T-fe h > =4/1) T-JfSMt-^c: J: D 3-(^>\/^:^rity— ;i/ 

2--I' ;i'2f-drS^)-l-7"^;i/-4-p{5^;i/t! U S^>-2-^;r> (2-035) (372 mg, 78%) 
soffit UTfffeo f§e.tLfc^S<fc$ (^<b^5^b>-3c-7^;i/) {3 J; 

10 t))lt^bfeo 

USS^iJ 2-O3O~^M0iJ 2-037 {is 2-034s 2-035 i: IrI^ IC-g-fig b feo 

<^liS^J 3-003 > 

ONa 

H' 




NC^^CXJaEt ^"^"^ ■ NC-^CONHEt -— -^^^^^ "o^kA,, 

^jnn-joo ('nH/AcOH/DMF O Me 
3-0034)1 3-003-02 \_, " 



KOH 



O 

"Q'^Y^*^^ PyBop/lPrgNEt (:;J^-Y^N'%*^'^^ 
O^N Me BnNHz/DMF ^ 0'*^N'^^ 



EtOH-HaO O' Me BnNHz/DMF "^5^ O'^^N'^Me 

Et 3.003 Et 

3-003-04 



a)JV-ai^;V iyry T-te 5 h' (3-003-02) 

15 x.^)\^i/T ^ T-^'S'—V (3-003-01) (11. 31g)C^?aa#Ts 70% ^ 
>7jc^?S (15.5ml) ^^iSTbfco Z(Dm. i^Ut^ 44''CK:±#bfe®t. 7jci^rjl#b 
15^*Sb 32~37°CT-e-ofco ^©** 9 ^T^^W^^s -a/&^?a]!&S bfeo S 
B. KjiSvt^Maig* bfeo tt enfc*ife^rB't4^1?i(ii.93g)ic:i-5";b(20ml) 
i: n-^^-9->(10ml)ifejlin^s :^ P > 6ISl b iV-aig^;i/ i/T^ T-b^S^ 5. 

20 K (3-003-02) (9.05g, 80.7%, 54-59''C)^#fco 

iH NMR (300 MHz, CDCI3): 6 1.20 (t, / = 7.2 Hz, 3H), 3.31-3.40 (m, 4H), 6,22 
(br s, IH). 
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b) s-iyT ^ f-;i/-2-t: i; K > (3-003-03) 
'2.-:^=)-)\/-Z-i!(^V':r^i-—)\/ ir Y \} t> l^M. (3.l8g)i; N -j^ i/T^T-^ 

^XY (3-003-02)(2.243g)<g: DMF(20ml)l::SJS?S Us ^S^#Ts l^^(1.49ml)> 
I^VN-C i^>(0.40ml)^iPxXns 135'C^S?g*T-^1f M^^t^^f ^feo 5 1^^ 

(15ml)t? 3 |l|?5fc^b> 1-3^ 5^ ;i/ 3-S<'T^ -5,6-i^^5^;V-2-lf >; K > (3-003-03) 
(3.38g, 96%)'Sr*ife^^^i; btf^feo 

NMR (300 MHz, CDCI3): 6 1.33 (t, J = 1 .2 Hz, 3H), 2.13 (s, 3H), 2.43 (s, 
10 3H), 4.19 (q. J = 1.2 Hz, 2H), 7.59 (s, IH). 

c) 1-31 5^ ;i/ 3-3b;i/:!j? + -5,6-5^^5=- -2- If U Y> (3-003-04) 

• l-oif^;!/ 5=-;V-2-tr U K> (3-003-03) (3.37g)^ 80% x.^ y — 
;i/(65ml)lc:^fif b> 7j<:^'fb* U -i? A (7.96g)^3!jQ^x 102°CifiJ&ct'T- 
SJ^JlSfESff ofeo 24 i^BS^s U7J< (50ml)i:i^^ai5^;i/ 

15 (50ml)^*n;lx « d b*® ?£3lC?^Ts mM-Wi (ISmD^&SDjtA 

i^^ ^TtB bfc^iS^^ 5151 L/?^7j<T-i$t?t l-3i5^;v 3-* i^-5,6->>* p{ 5=-;v-2- 
If'J H> (3-003-04) (2.734g, 73.3%, ife;^ 164-165°C.)S M±fe^^ i: b t » 
»H NMR (300 MHz, CDCI3): 6 1.38 (t, .7 = 7.2 Hz, 3H), 2.20 (s, 3H), 2.49 (s, 
3H). 4.28 (q, J" = 7.2 Hz, 2H), 8.28 (s, IH), 14.73 (br s, IH). 

20 d) i-3i^;i/-2-:^^ v-5,6-i?^ 5^;v-i,2-i^b h' D t; U 3-:t»;i/4f >^ 'O-i?;!/ 

K (3-003) 

l-a^'^-)]/ Z-iJ )\/ifs^ *y -5,6- ^» ^ 5^ -2- U h* > (3-003-04) (195mg) ^ 

DMF(3ml)Cvtl? bs -<>i^;V7' ^ >(0.17ml)^ -T V 7" D t ;i/ X f- ;i/ T 5 > 

(o.35mi)s ^5iv»T-^>\/ h U i-f h 'J ;^ - 1: D U ^ ;^ — "i? A ^ 

25 ^-^y )\/:^Uii^7.y KPyBOP, 624mg)?£lJDAAns ^ff -3 o 11^ 

F^^s S^&?S*S^^3i5^;i/-e#filbs :^m7jc^§?S-r- 2 |Hl?5fe?tb. ^V^T«W7Jc5g 
IS 2 Ial^$fe?^bx MCTkiJfe 1 Ia^TV^5litM■7^*^^i''i' AT^^t^s MJES5febfeo ^ 
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^(0.40g)$r i^- U -5 ^ D v h (30g, ^ D D ff l-:n5r^;i/.2- 

;t^V-6,6-$^p{5^;^-l,2-i?t h'D trv 3-:^;V^^>m ^>i^)]^T^}^ (3- 

oo3)®^s(259mg, 91.1%)^^. mih^ ^ \y > fn-^^'t^-y-Qn^mLs m-^^^ 

^(207mg, 72.9%, gll;^ 117•C)^^#fco 
5 HM^^lJ 3-001~^ii^!| 3-036 (is 3-004 PaUl-^fig L feo 

<^Mm 3-067s 3-068^ 3-069> 




a) 2-t: K D >^ ^ 5=- ;i/ ^ j;^ ;U (3-067-02)CD'g-J5g 



10 2-t h-DdE^i/-3 5^>^ (3-067-01) (50 g) <Dy^ifyf—)V (600 ml) m. 
U-^mUM (15 ml) X StJ'h;i':n> (100 ml) ^iDjlfco ^ 7. ■i^ — ■i^ Mm 

15 ^^ISj^JETT-g^t'S)^ iiJCct 53 2-}^ U ^iy-a9->m^^J\^^Xy^JU (3- 
067-02) (46 g, 84%) ^ S ^ @^ i: L Tf# fc o 

»H NMR (300 MHz, CDCI3): 8 3.92 (s, 3H), 6.45 (dd, J= 7.3, 6.4 Hz, IH), 7.78 
(dd, J= 6.4, 2.4 Hz, IH), 8.29 (dd. J= 7.3, 2.4 Hz, IH). 

b) 2-t K D Jpi;'-5-3- h'-=J^>^ (3-067-03) ©-^fig 
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2-t t} ^i^~=i^>M )\/ (3-067-02) (20 g) ® l^-fb p< 5^ 1^ > 

(500 ml) mWi^. ^?g-r- N-3— h'-f-^ i^>'f ^ K (NIS, 38 g)^^^;t^ jQ^Ji^ 
Lfco 16I^F^^^i?Ufc^^ S^i£®*.L^Sk:g^^J^5^;i/ (200 ml) ^ia;t. ^ 

5 i/-5-3- F::^n5^>^ p{ ^ ;i/ ;^ 5" ;V (3-067-03) (30g. 81%) S S @ i: U 

NMR (300 MHz, CDCI3): 8 3.97 (s, 3H), 8.33 (brs, IH), 8.43 (d, J= 2.4 Hz, 

IH). 

c) i-y^;i/-5-3— K 2-::^^ V-l,2-i^ t H n >J i^y 3-*;i/5j?>^ pi 
10 ;»/ (3-067-04) CD-^fig 

2- 034-02 bT^^bfc (89%)o 

'H NMR (300 MHz, CDCI3): 6 0.96 (t, J= 7.4 Hz, 3H), 1.31-1.44 (m, 2H), 
1.69-1.79 (m. 2H), 3.90 (s, 3H). 3.94 (t, J= lA Hz, 2H), 7.71 (d, e/= 2.8 Hz, IH), 
8.24 (d, J= 2.8 Hz, IH). 
15 c) l-7f-;i/-5-3— 2-;t^V-l,2-i^ b YuV.^)Vy 3-*;i/^>^ (3-067-05)® 

3- 003-04 i: U X h tz (89%)o 

^H NMR (300 MHz, CDClg): 6 0.99 (t, «/= 7.4 Hz, 3H), 1.35-1.47 (m, 2H), 

1.74-1.84 (m, 2H), 4.05 (t, J= 7.5 Hz, 2H), 7.83 (d, J= 2.7 Hz, IH). 8.63 (d, J= 
20 2.7 Hz, IH), 14.13 (s, IH). 

d) l-y5^;i/-5-3- h* 2-:^^V-l,2-i^ t b* D K 'J 3-:^)\^rs>m 5. 
K (3-067)0 -^j^ 

3-003 illHlftC UT-^^bfc (82%)o 

||Jlg^?iJ 3-037> 3-038 ttx MM0^i 3-067 h ISI^l^-^fife bfeo 
25 e) l-^^;i/-2-:r=3eV-5-:7 Jin;i/-l,2-i;t h-n l:^U$^> 3-*;V5l^>^ ^>t^)UT 

K h* (3-068)£D-&f£ 

i-y^f-;p-5-3— F 2-;^ ^V-l,2-i^ h K D t U > 3-:ij > ^ ^>i^)vr^ 
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H (3-067) (100 mg) O DMF (2.0 ml) mm^. ^r^T' Pd(PPh3) 4 (20 mg). y ^ 
-)V!i^^m (89 mg), 2^^^';^^* >; A7jc^rt (2M, 0,24 mi) ^ADX-fc, 90 °C 

nfeM^fifei^^ta-ffii^jii^n-^ h^^'^^-f- (h;i/ai>/T-fe h > = 7/1) T-*iM 
f -5 k: J; D i-:/5=-;v-2-;t=^ v-5-:7 ai:r;i/-i,2-s^ t K n t: y 3-A;i/:!j^> 

|§ ^ K (3-068) (77 mg, 88%) ^yfttttlSi: UT#feo 

f) i-zr^)\'-2--^^v -b-y :iiz:;i'ai5^-;i/.i,2-i;' t K a tr u 3-*;i/7l^>^ ^ 

10 >$^;VT$h- (3-069)®-^fig 

i-:rf=-;i/-5-3— K 2-:t^v-i,2-i?t KD t: u 3-5fj;i'7jf>^ ^-iyt^jvy^ 

Y (3-067) (78 mg) CD DMF (2.0 ml) vtt^ds ^^T" PdCl2(PPh3) 2 (15 mg)^ 7 
> (89 mg). Cul (11 mg). 2^?;^ h 'J i5=-;i/T $ > (48 mg) ^AD 

^fco 90 •c-C' i8^F^^#bfem. ^«iii'fbT>^->;7A7jc§?gtiB^^3i^;i/* 

7/1) -C!iiM-rsc iitciJ: b 1-^-3^ ;i/-2-;t^ V-S-^ i:^;i/Ji5^-;i/-l,2-s;.t Kn 
t U i^'V 3-:ij;i/5}f >^ '<>i;;i/T^K (3-068) (65 mg, 89%) S ^St^t^^M il LT 
20 #fco 

USS^J 3-039~|ISiE^J 3-044 hmUm 3-061~|ISS^J 3-066 UMm 3-067. 
3-068 i:PH»lC-&J5S5bfeo 

<^SS0y 3-101> 
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a) 2-t K D dri^.i-(2-:/0^7 x;^^;i/):=^nf->^ 9- )\/ ^ 7, }V (3-101-01) 

2-034-02 L-C'&BaU/fe (59%)o 

5 NMR (300 MHz, CDCI3): 5 3.25 (t. J= 7.2 Hz, 2H), 8.93 (s, 3H), 4.23 (t, J= 

7.2 Hz, 2H), 6.09 (t, J= 7.5 Hz, IH), 7.08-7.23 (m, 4H), 7.56 (dd, J^= 8.1, 2.1 Hz, 
IH). 8.15 (dd, J= 7.5, 2.4 Hz, IH). 

b) 4-:t^ V-6,7-i> b K P t: H [2,l,a]-^ V ^ U >-3.* >^ y^^JU^T.'r- 
;l/ (3-101-02)® fig 

10 1-018-01 JllWiai 13 UT fig bfc (42%)o 

^H NMR (300 MHz, CDCI3): 6 3.01 (t, J= 6.7 Hz, 2H), 3.93 (s. 3H), 4.35 (t, J 
=6.7 Hz, 2H), 6.76 (d, J= 7.6 Hz, IH), 7.32 (dd, J= 7.3, 1.2 Hz, IH), 7.39 (ddd, 
J= 7.6, 7.3, 1.5 Hz, IH), 7.46 (ddd, .7= 7.9, 7.6. 1.2 Hz, IH), 7.78 (dd, J= 7.9, 
1.5 Hz, IH), 8.25 (d, J= 7.6 Hz, IH). 

15 c) 4-;r^V-6,7-i^ b KnbU K [2.1,a]-f V ^ 7 U > -3-:^3 >^ (3-101-03)® . 

4-;t^V-6,7-y t F a bU h'[2,l,a]-f U >-3-*;v^>^ 

)V (3-101-02) (252 mg) 0i^:t^V-> (2.0 ml) fi^StCl, ^St? 2^^7k^'fb:^ 
h U ^7 A7J<:^?& (2.0 ml) ^inxfco li^P^^i#bfc^^ SJ^W^^J^-T^^l^T-^^ 
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t H P t U h*[2,l,a]-1' V^^ 'J > -3-:^3 > ^ (3-101-03) (209 mg, 88%) 

iH NMR (300 MHz, CDCls): 6 3.10 (t, J= 6.7 Hz, 2H), 4.42 (t, J= 6.7 Hz, 2H), 
7.05 (d, J= 7.6 Hz, IH), 7.36 (d, J= 7.3 Hz, IH), 7.41-7.56 (m, 2H), 7.84 (d, 
5 7.3 Hz, IH), 8.56 (d, J= 7.6 Hz, IH), 14.40 (s, IH). 

d) 4-::t^V-6,7-i^b h* D t U K [2,l,a]-f V >-3-* ;i/Jt< >^ yj^^^JVy 

5. h' (3-101)©-&fig 

4-;ij-^V-6,7-i^ t I'DtrU h-[2,l,al'f V=^r>' U > -3-:;ij >^ (3-101-03) (76 
mg) ODMF(2.0ml) ^^S{c:> ^ST? l-3if-;i/-3-(3-i?^ ^ ^ t^d b;;v) * 

10 ■< 5 K ffiK:ffi(EDC, 83 mg) . a ^i/ 'J h V T ^ (HOBt, 58 

mg). JSnXry 3L^^}VT (80mg) ^Sn^feo is ^latRjsii bfe^^ 0.5^^*1 

^i"^ Af|g«lbfec M£ETT-^i^^&@Scbs nbtitzumi^^nmBt^^h 

15 fCcfcf? 4-;r^ V-6,7-S^ t K D 1^ y K[2,l,a]-f Vdpy i; >.8-*;i/xIf 7 3:;?;^ 

J]yTS,Y (3-101) (84 mg, 74%) ^Mfe^al i: bT#fc o 

<^S(!ii?!l 4-002 > 

, ,^ ^ i) SOCI2, DMF (cat) O 

O^'^N''^-^ EtOH cr^N'^^ ii) Phenethylamine H 

1-015-02 4-002-01 
20 a) l.^^;i/-2.;a-dpV.l,2,5,6,7,8-^:^-y-h HD-^>' U >-3-:fe;i/5i?>^ (4-002- 

oi)0^fia 

i-:/g^;i/.2-::t^v -1,2,5,6,7,8-^^-9- b K D-f v^Jpy u >-3-*;i/40^^ 
x.::;^7^;i/ (1-015-02) (263 mg, 1 mmol)^x^ — ;i/ (6 ml){c:^Pb> 
h U e7A7j<5§M (2M, 0.6 ml, 1.2 mmol)§JP^. ^^"T 30^^#bfeo 
25 ^mm. (0.4N, 6 my^JP^gf^x^^;!/ (25 ml)-t-fflffl> 7j<^tt ^ 5) tC:tJeT':^|ff 
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:t:^ V -1,2.5.6,7,8-^ ^-9- fc KD-^./ U > -3-:«j ;1/ >^ (4-002-01) (220 mg, 
88%)?: eeiSffl LTtf feo 
5 NMR (300 MHz, CDCls): 8 1.00 (t, J= 7.5 Hz, 3H), 1.46 (sextet, J= 7.5 Hz, 

2H), 1.68-1.73 (m, 2H), 1.77 (quint, J= 6.0 Hz, 2H), 1.92 (quint, 6.0 Hz, 2H), 
2.65 (t, J= 6.0 Hz, 2H), 2.80 (t, J= 6.p Hz, 2H), 4.10 (t, J= 7.8 Hz, 2H), 8.22 (s, 
IH), 14.82 (s, IH). 

b) l-y^;U-2-:*-^ V -1,2,5,6,7,8-^ it t V O •'^ U > -3-:i7 > ^ 7 ^ ^ 5=- 
10 ;i/-7' 5. K (4-002)0-^554 

l-r^;i/-2-;r^ V -1,2,5,6,7,8-'^ ^-9- 1 Hn-dpy U >-3-* >^ (4-002- 
01) (100 mg, 0.38 mmol)^ h;i'J^> (10 ml){C ?§P b > :^'fb 5^ — 71/ (83 1-14 
mmol)i:M^S© DMF 75''C 30 -l^rfco CI ©S^SMS J^jE?^® 

mm^m^^^^ > (5 ml)^::^fi?bfc^^ > (143 |xl, 1.14 

15 mmoi)^m^Mu-^ lo^mwT^o s-j^^mifZ^mm (in, 10 mi)* in;?. 0^3^ 5^ 

;l/ (30 ml)T-Jfili3mx fiSln:^^7j< (10 ml)!? *2k5S^V^*i>'^7 Al!|2^b 

iiJEiglgbfeo f#e>ti.fca^*i^';:^'y;i/^D vb^^^w- (h;w:ii>/i^^3: 

^)V)\ZXmmh. a:-7^;UA^e>SigSbT l-:/5^;i/-2-;i-=3pV.1.2,5,6,7,8-'V^-!^- 
t KD-apy ij y.3-*;UsJ?>^7 :ii:?^5^;i/-7' ^ K (4-002) (100 mg, 74%)&ee 

20 ig^i:b-c#feo 

'H NMR (300 MHz, CDCI3): 6 0.99 (t, «/= 7.5 Hz, 3H), 1.45 (sextet, J=1.5 Hz, 
2H), 1,63 (quint, J= 7.5 Hz, 2H), 1.74 (quint, J= 6.0 Hz, 2H), 1.88 (quint, J = 
6.0 Hz, 2H), 2.62 (t, J= 6.0 Hz, 2H), 2.74 (t, J= 6.0 Hz, 2H), 2.93 (t, J'= 7.8 Hz, 
2H), 3.66 (dt, J= 9.0 Hz, 6.0 Hz, 2H), 4.03 (t, J= 7.8 Hz, 2H), 7.20-7.33 (m, 5H), 
25 8.25 (s, IH), 10.05 (br t, J= 6.0 Hz. IH). 

^mm 4-ooi~^jiEfi«j 4-310 \t. mmm 3-002 tmrni^i-^^iytzo 
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<^ffl^J 4-501 > 




4-S01-0S 

a) 3-i7 a D'vdrHz >-l-:t > (4-501-03)©-^)^ 

1,3-iy a ^dp-y- > v':^ > (4-501-01) (8.72 g, 77.6 mmol) ^ -fb ;^ 5^ U > 
5 (400mI){3^^Ls ><4'>X;i/3l-x-;l/^n U K (6 ml, 77.6mmol)i;^^:^3 U "i? A 
(32 g, 232 mmol)<&in^> ^^^T? 2 B#r^ b ^feo SJ5fe?fe&iS<ti;»{ 5=^ U > (1.4 1) 

iiTk (400 rnDd^m-^W-t^i-m^^mi^m mm i^iiMmikMTk (4oo miy-s m^^.m^ 

^^■v'/7'4.S/<i7i.T-^!lt 300ml 13:^=C2)S T-aE?ili b feo :i®;>< t'l/ 

-h«:(i)®m'(bp<f-^>^m{c:m-fb^>i?;i/h U3^^;i/T>^->i'A (25 g, 110 
10 mmoi) i: p > ^ 'J ;i/ 2r U H 31 5^ ;i/ :ii — ;v n > 7" i/ y ^ ;^ (1.9 ml, 15.4 
mmoi)*in;^s 1.5 B#F^j^# Ufeo SiiS^fe^m-fbp^f^-ix > (0.8l)i:zk (400 

ml)CDm-&mi3jD^^mb*1^»{i^«]:^m7j< (400 ml)T•^?c^t^^ M7J<SK^V^^ 

A'^^m\^ms.^mi.tzo m (^^ntc^m^i^ i3 ^ )\^ i7 u-^ v ^ ^ y - 

(h ;i/ji>/ffi^^aif-;i/)K:-CJlt|g LT 3- n 0-2- D's:5p-fe (4-501- 
15 03) (7.24 g, 72%)&llfi?64fttliai: UT^f fco 

NMR (300 MHz, CDCI3): 6 2.09 (quint, J= 6.0 Hz, 2H), 2.40 (t, J = 6.6 Hz, 
2H), 2.69 (td, J= 6.0 Hz, 1.5 Hz, 2H), 6.23 (t, J= 1.5 Hz, IH). 
h) 3-1^7 y 5. ]r-2-i^i7 U^^-\z y-l-:^> (4-501-04)(D'&fiS 

y y-^ 3^ S. (4.42 g, 52.8 inmol)^^^^^^'!' a (50 ml){3 L/^ 7kM 
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^i- h V A (60% oil suspension, 2.1 g, 52.8 mmol)SiP ;i^©r- 5 b < 

CO^g^glc: 3-^ D D-2-i'i7 D'N:^f-b>-l-;r> (4-501-03) (6.24 g, 48 
mmol)(Di^'!^^ 2^mm (60 inl)?fc#^ CiP^x 2.5^^mi*bx ^ 2- 

J^TyT-fe^^ K (1.6 g, 19.2 ^lmol)i:7Jc^■^b:^ h U 't?^ (60% oil suspension. 
5 0.76 g, 19.2 mmol)^JP^^?a-C 1.5 mm^W l^tco SJ©r^t#Jtg^ (IN, 100 ml) 

SJa^l^^3^9^;i^ (3oomi)TJftffi bfco 7Xjitt$ 6^3:ft^g■e^£WL}fe^^ i^^ji' 

(300 ml)-eJfittis 5&^jl(i-&-UT^7j<«iE^Viy;|.i<">Ar*|g*SIUMEi««i 

;i/){;iT)^l^b. ^^1f>A^e.S?^^bT 3-i>'Ty T-fe^ 5. H-2-$/<^ D^:^r-fe >- 
10 l-:;r > (4-501-04) (6.5 g, 76%) & a fiiS^i; l/T fife o 

»H NMR (300 MHz, rf^-DMSO) : 5 1.71 (quint, J= 6.0 Hz. 2H), 1.79 (quint, J= 
6.0 Hz, 2H). 2.78 (t, J= 6.0 Hz. 2H), 5.90 (s, IH). 6.90 (s, IH), 11.16 (br d, J = 
1.5 Hz, 2H). 

c) 3,8- i^;t-:^V -2,3.5,6,7,8- H n.^ V^^r^ U >-4:*;i/;}<::i h U ;i/ (7- 

15 010)CD'^m 

3-i>Ty T-fe^ 5. ^-2-^/^^ D^^-lr >-l-;<r> (4-501-04) (1.25 g, 7 mmol>S 
DMF (25 ml)l3Si?i b N, N'-i^^ 5^;i/jJf;i/A7' ^ F 2^;^ 5=-;i/T42 ^— ;i/ (1.1ml. 
8.4mmol)§JP:l^®-e 70BtF^lS#bfeo SiiS?gt3#JgK (IN. 100 ml)>& JP 

^315=- ;v (300 mi)-cJfttbbfeo7Jcji(i$ e.l:::feM-??J®«f bfem. i^i?J^5^;^ (300 
20 mi)T-J*tblN W^Jitt-^- b-cM7j<m^vy^ix'i7 A-elg^tbjtffi^iSbfeo we> 
JxfeJiiS^tt^^ili^i^ U Pb-y-'l/^' n V hif^y^- (b ;i/3i>/B^i?:t5^;U)t-C!l« 
^bs f;i/i>*^e)^ig^bT 3,8- i;;t=3fV -2,3,5,6,7,8-^ :^r1^t KD-'f V dp y 
U >-4-*;i'^>- h 'J ;i/ (7-010) (0.92 g, 70%) ^^^^i^SigSil bTtffeo 
^H NMR (300 MHz, CDCls + (a small amount of CD3OD)) : 6 2.17 (quint, J = 
25 6.3 Hz, 2H), 2.63 (t, J= 6.3 Hz, 2H), 3;09 (t, J= 6.3 Hz, 2H), 8.34 (s, IH). 

d) 2-:/f-;i'-3,8-S^;r^ V -2.3,5,6, 7,8-'v^-9-t H D--f V >-4-*;i/Jf^- b 

ij;!/ (7-oii)©-&fig ■ 
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3,8-i^;:r^V-2,3,5,6,7,8-'^:3r-y- t K n--f V^y U >-4-*;i/*fn h i; ;v (7. 
010) (770 mg, 4.1 mmol)<£ DMF (15 ml)t^^U^ 1-3— H^^^ (0.51 ml, 4.6 
mmol)iL7iiiMihi- b U A (60% oil suspension, 180 mg, 4.5 mmol) jjP ;! ^ ^Wl 

smmmniytzo mmmz^Mm (in, eo mi)^*niti^^ai9^;i/ (i50mi)T'ja 
5 ffi^. ^m:km7k (50mi)-C'^^. mTi^mm-^^^-^i^^A-c^mvmmmmt^. 

bs 2-y'^;i/-3,8-i^;r^V-2,3,5,6,7,8-'v^t>-t H D.-f V >-4-* h 

U;i/ (7-011) (610 mg, 61%)SSfe^^^i: U-Cf#fco 

NMR (300 MHz, CBCh): 6 0.97 (t, J= 7.5 Hz, 3H), 1.38 (sextet, J= 7.5 Hz, 
10 2H), 1.76 (quint, J= 7.5 Hz, 2H), 2.15 (quint, J= 6.3 Hz, 2H), 2.61 (t, j= 6.3 Hz, 
2H), 3.06 (t, J= 6.3 Hz, 2H), 4.03 (t, J= 7.5 Hz, 2H), 8.39 (s, IH). 

e) 2- r 5=- ;i/-3-:;r=3i=-V -2,3,5,6,7,8-^ dr-y-t H n.-f V^^ U >-4-*;i/Ji<- b U ;!/ 
(7-012)©-&fiK 

2->^f^;i/-3,8-i;';t^ V-2,3,5,6,7,8-^:3p-i^- 1 l« D-W" V^^ U > -4-:^3 ;i/ n h U 
15 ;i/ (7-011) (100 mg, 0.41 mmol)* THF (7 mDt^^Ls jjf D > h U -7 V Y 
jr g^;i/:c — x;Htf* (0.21 ml, 1.64 mmol)i:7j<^-fbi>'Ty h V A (90 

mg, 1.44mmol)<£JlP^s ^lUt- 30^jtJ^bfeo h U A 

7jcS?^ (30mi)^inxi^^3ig=-;i/ (60 mi)-efftm^. iain:^JM7jc (30ml)-eiJfe?t^ 

20 h^^v^-^- {h )i'3L>mM:^'f-)i')lZXm^\^. 2-y ^;\^-S-:!ir^V -2,3,5.6.1, 8- 
'vap-tj-b H p-W V*>' U >-4-:ti;i/4^- h y ;i/ (7-012) (70 mg, 74%)^&B^^ 

^H NMR (300 MHz, CDCI3): 6 0.96 (t, J= 7.5 Hz, 3H), 1.37 (sextet, J= 7.5 Hz, 
2H), 1.67-1.86 (m, 6H), 2.54 (t, J= 6.3 Hz, 2H), 2.87 {t, J= 6.3 Hz. 2H), 3.93 (t, 
25 J= 7.6 Hz, 2H), 7.22 (s, IH). 

f) 2-r^;i/-3-^^ V-2,3,5,6.7,8-^^1t t KD-'f V^^ U >.4-*;i/^>K (4- 
501-05)® 
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2-:/^;i'-3-;r ^ V-2,3.5.6,7,8-^^it t H D .-f V V >-4-*;i'**- h V 
(7-012) (260 mg, 1.13 mmol)^7j< (6inl) I J —}]/ (26 ml)i::^iP Zk^ib 
^V^2x (444mg, 7.91mmol)?:iP^ 24flt^i!lPllftMSKtfeo S*?t&7K^&s 
^ (2N, 8 ml)*?iST bs (70 ml)•r•^SfcB^^ ^7jc5S^V^^i/»t7A-e 

-2,3.5,6.7,8-^^-y-fc HD--f V^y U > -4-?!7 >^ (4-501-05) (197 mg, 70%) 

NMR (300 MHz, CDCI3): 6 0.97 (t, J= 7.5 Hz, 3H), 1.37 (sextet, J=7.5 Hz, 
2H), 1.70-1.82 (m, BH), 2.56 (t, J= 6.0 Hz. 2H), 2.87 (t, J= 6.0 Hz. 2H), 3.95 (t, 
10 J= 7.5 Hz. 2H), 7.27 (s, IH). 

g) 2- :/5^;i/-3-;r^v -2,3,5,6,7.8-^ ^-y-b K D .-f V^^* »; >-4-;b;pJ}t>^'^> 
(4-50i)©-&fi£ 

2- r 9^ ;U -3- ;t^V -2.3.5,6.7,8- 'Nc^r-tJ- 1 D-'f V ^ U > -4- :ij ;i/ > ^ (4- 
501-05) (5 mg. 0.02 mmol)4 h;i/x.> (1 ml){::?^Pbs ^i{b^:t-;U (4.4 [aI, 
15 0.06 mmoDhMJ^S© DMF ^SD;t. 75«C 7? 30 ^HiB^Hiyfeo COSfS^S^M 
E?^)i®b^B?l^^'fbP<f^P> (1 ml)iZ mm \^ tz^ik. ^ > T S.> (6.2 1x1,0.06 
mmol)?£SPx.^?a-^ 10^^^s|ibfcoSJS;MC^&^^ (IN. 3ml)*iOAP^:J^5^;i' 
(8 ml)T-ffittl^s taSl:feii2k (4 ml)T-^5fe^^ M7jc?KE^V A-e|gJg b^E 

^i,^ bfcc e.lxfe^S^&i' U *'5r-;Ui' D V b 7 - (h;V3:>/g^^x.^;i/) 
20 {C-t)K^b> 2-::'*5^;i/-3-;r^V-2,3,5,6,7,8-'^^^-y-t K D --Y V ^ U > -4-;tl 

1« (4-501) (5mg, 74%)<£e63li&5!ci:bT^#fco 
^H-NMR (CDClg, 300 MHz): 6 0.95 (t, J= 7.5 Hz, 3H), 1.37 (sextet, J= 7.5 Hz, 
2H), 1.66-1.77 (m, 6H), 2.57 (br t, J= 6.3 Hz, 2H), 3.27 (br t, J= 6.3 Hz, 2H), 
3.92 (t. J= 7.5 Hz, 2H), 4.60 (d, J= 5.7 Hz, 2H), 7.12 (s, IH), 7.23-7.40 (m, 5H), 
25 9.58 (br t. J= 5.7 Hz, IH). 

MMM 4-502~^SS^R| 4-504 tts MMM 4-501 i: (SI^tci-^fiK b feo 
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<MMM 5-004> 




5m04 nBu 



a) a-^^i^;!/;^^^^*;^**-;!/^ 5 y 5,6-s^;>< 5^;i/-2-tr u H> (5-oi7) 

3-*;V7}^^iy-5,6-i^^ f-;i/-2-kf U H> (5-OO4-OI) (2.233g)S i?:;^:^ 
■y-XSOm^C^g^bs h U ^ >(4.2ml)v V^T 7 ai = tJt U 

^•(2.4ml)SAD^An^ SS^flSi*'. 110°C ?i * T- <Sr ff ^ e 58^^^. 

'<>i7;i/T;i/3— ;i/(i,imi)i&j!)ax.s |5i;^tsn^tS#Si^{tfco 4 i^^^s s^^K 

7km^^ 1 mn^^mm^^^i^^ 2^i!^mmi. ^BE®5feufeo m^titcmm 

(3.56g) &i>iJ:*/'5?';i/*^A;!7D-v'h(n — /S — B, V ^> -T -{^ Y > 

(29:i))*<f VN> 3-'<>i^;i/2i-^i^*i;i/3}^— ^ 5,6-i?^5=-;i/-2-tr u 

K> (5-017)&Sfei^ll(2.477g, 75.4%, Sij^ 65-66'C)7?|»fc , 

b) 3-7 5 -l-y^^;!/ 5^;i/-2-t: U H > (5-004-02) <D-&J^ 

3-^>i?;i/::r^i^*;i/#-;i'7' 5 y 5,6-i?;^ 5^;i/-2-t: u K> (s-oi?) 

(2.487g)*;>« ^ J — ;i/(25ml)l::^® b 10%>''< ^ ^7 A^^(373mg)©2k(2.5ml)!S 

T-Mb^ ^ ^ y — ;v<5t?^bMiE^^bT a-T ^ y -JV.i-:rf-;i/ 5,6-$^^ 5^;!/ -2- 

l^'J Yy (5-004-02) (1.438g, 97.8%, Sl!;^ 94-97°C)?lr*i^^S i: bTttfeo 

NMR (300 MHz, CDCls): 6 0.97 (t, J = 7.2 Hz, 3H), 1.37-1.49 (m. 2H), 
1.60-1.71 (m, 2H), 4.08 (d, J- = 7.8 Hz, 2H), 6.42 (s, IH): 

c) JV"-l-:r5^;i/ 3-(4-7 y ;i/)T ^ y ^;v-2-i^ U H > (5- 
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004) (D-^^ 

3-T 5. ^ 5^;i/-2-t^ U Y> (5-004-02) (117mg) t U > 

(lnil)t:^^b> *?t^l*Ts 4-y)VytU^>^J^)V^ D U K(0.08ml) 

h5 t Y ay ^>{lial)mm^ 10 ^t??iSTU> -e®* sm^f ^feff ofeo 3 ^ 

Mff®5Sbfco .?«^nfc^gS14^S(202mg)&m<b^^lx>n-'^:Jf-9->T-# 
;i/-2-t;UK> (5-004) (lOSmg, 54.2%, 14;^ 129-130°C)<fet#fco 

10 ^iis^ij 5-ooi~^jig«»j 5-017 nmm 5-001 iiPi^t^fiKufeo . 

<^J6^^J 5-018> 



15 t';i?>-2.;t> (5-018) 

2-:/D^ 7 3i--;i/'f V i'^^ — ^ (80mg)*x h 9 t H D >(2ml){C^g? b 

^^ait#T^ s-T 5, y-i-y^)]/ 5,6-s^^ 5^;i/-2-tr y k > (5-004-02) 

(78mg)CD7" h V t h* n 5 >(2ml)f§ft* 10 ;9--t' jjST b-Bja^MiB^B b ^c: » SB 

bff f)nfeig^st^<:7 n;i/p< ^ >.Jl-■7^;l/•r-Sie^b^ 4-('^> 
20 ^-f- V— 2--f ;i/:^^i')-i-^>i^>>i^ 3-^ v^i^ 5.6-^ 5=-;)/-i-£r- 1: u 2^ > 

-2-:t> (5-018) (142mg, 89.9%. glljia 197-8*0 <&f*fco 

5-019 tis ^iS^O 5-018 tmmiz^^Ltzo 
<^ii^5!) 6-001n 6-005s 6-007> 




nBu 
5-004-02 
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i)S0C!2/DMF(cat.) ^—^ ^ 

"^^^V^V^ /toluene ^ T^O^N.,^^.,^^ 

iii) A /toluene 5.007 O N ^ 

iv) BnOH. A n-Bu 

4-002-01 



AcOH • H2N 
Pd-C/H2/AcOH 



'^^""jj^ Benzoyl chloride Oy^^^^JQ) 



MeOH ^' "i*^ ^ EtaN 

n-Bu 6-001 ' 



n-Bu 



6-001-01 



Benzyl isocyanate 



:x)o 



DMAP/CH2C12 _ .. 

n-Bu 



6-005 

a) (l-:/f-;i/-2-:t^ t K D ^ U >-3--f ;i/)-:i7 ^ >^ 
^yi/)\/3i7,7')\/ (6-007) CD-^fiK 

i->^5=-;i/-2-;t:¥ V-l,2,5,6,7,8--^^-y- 1 K P -^y U >-3.:*;i'7j^>^ (4-002- 
5 01) (100 mg, 0.38 mmoI)S h;i/Ji> (5ml){::^PU^ ii'fb5^:t-;i/ (57^1,0.76 
mmol)i:MjyS£ia) DMF *^P^^ 75»C T 30 ^SJSS^ -B-feo CI OSJiS^S^^^EMIi 
n^^T-^zVy (5ml)t^§«?bfe^x TJ^^b:?- b U "^7 A (29 mg, 0.42 mmol) 
7jc?§^t (0.5 ml)<£iP^^?aT' 15 ^jtJf Ufeo S^&rtiCTK (5 ml) jbD ^ if ^ 5=- 

;i/ (10 ml)T•^tf^tB^^ ia?n:fe^7k (5 ini)-ei5fe#^ ilzkJSmv^^i^i;? at-I2^iiu 

10 mS-mmy^ko (5 ml){C^«?U 120''CT- 30:S-SJ!Sbfe^> ^> 

J^;!/^;!/^— ;i/ (46 m-I. 0.44 mmol)$:]bD^^ ^) t 120<'C -e 2 ^BflKjfe^-B-feo S 

'J o V h 7 - (h;i'3i>/if^3ig^;i/)t-r!lMbs (i-:/ 

^;i/-2-:;r^v-i,2.5,6,7,8-'\:3ptH:i HD-dpy u > -3-w ;i/)-* ^ > 

(6-007) (90 mg, 63%)<fefife?atftifeHfc UT#fco 
15 NMR (300 MHz, CDClg): 6 0.96 (t, J= 7.5 Hz, 3H), 1.41 (sextet, J= 7.5 Hz, " 

2H), 1.63 (quint, J= 7.5 Hz, 2H), 1.70 (quint, J=Q.O Hz, 2H), 1.83 (quint, J = 
6.0 Hz, 2H), 2.53 (t, J- 6.0 Hz, 2H), 2.63 (t, J= 6.0 Hz, 2H), 4.01 (t, J= 7.8 Hz, 
2H), 5.19 (s, 2H), 7.29-7.41 (m, 5H), 7.76 (s, IH), 7.86 (br s, IH). 

b) 3-T 5 y -l-7'f-;i/-5,6,7,8-7^ h V h H D -lif-dpy ij >.2.^ >i^^tg (6-001- 

20 01) (D^m 
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(l->'*5^;i/-2-:^-^ V-l,2,5,6,7,8-^^1f h YXJ.^y> V V-S-'f 5 >M 

(6-007) (100 mg, 0.28 mmol)^ ^ ^ — J]/ (7 inl)lc:^^L^ 
(16fil, 0.28mmol)fc>'^^i^'^A^^ (10%, 30 mg)*Jnx.x7jc^#fflmT 1.5 

mmmv<m^\^r^o ^■'5i;'i7AM^^5il^ M^mm&m\^tzms i^m^m 

5 m.^^^V->i^bWBm\yX 3-7 5. ^ -i-7-5=-;i/-5,6,7,8-7^ h -5 b h-n-iif-^y g 

>-2-;t>If®i*S (6-001-01) (60 mg, 76%)^ B^t^^t VX^Ittzo 

»H NMR (300 MHz, CDCI3): 6 0.98 (t, J= 7.5 Hz, 3H), 1.43 (sextet, J= 7.5 Hz, 
2H), 1.67 (quint, J= 7.5 Hz, 2H), 1.76 (quint, J= 6.0 Hz, 2H), 1.88 (quint, J = 
6.0 Hz, 2H), 2.05 (s, 3H), 2.58 (t, J= 6.0 Hz. 2H), 2.67 (t. J= 6.0 Hz, 2H), 4.04 
10 (t, J= 7.8 Hz, 2H), 8.27 (s, IH). 

c) W-(l-r5^;i/-2-;r=^ V-l,2,5,6,7,8-'>^:^•t^ t KP-^y D >-3--r;i/)-^>XT$ 
K (6-001)0-^ fig 

3-T K J -l-T' 5^ ;i/ -5.6,7,8- X h ^ t K D-l.£r-^y U >-2-:r >S^^m (6-001- 
01) (6 mg, 0.018 mmol)&m<b^ f^V > (1 ml)^C^«?L,^ -f ;i/ n U K 

15 (2.3 (xl, 0.02mmol)i; h U 5 > (5.6 (xl. 0.04 mmol)S*n^> ^M*^ 10 ^ 

mJf bfco SJi&^S{3#mm (O.IN, 3 ml)^Jn;tB^^Ji5^;i' (10 ml)fWJ±S^> IS 

fn:tti7jc (3 mi)-e^5fei#s «^7jc5SM-7i^^i't7AT-|g*^b«E®^ufco 
3^S<£S'U>!j'i^;i/i'nv — (b> ;i'3i>/i^^^^;i/){::T)^Sf b^ Jsr-(i- 

:/5^;i/-2-:t=^V-l,2,5,6,7,8-^^-y-t b'D-^y U >-3--f ;V)-^>Xr ^ I* (6- 

20 001) (4.9 mg, 83%)^ fi feiStttlS i: bTttfco 

^H NMR (300 MHz, CDCI3): 6 0.99 (t, J= 7.5 Hz, 3H), 1.45 (sextet, J= 7.5 Hz, 
2H), 1.66 (quint, J= 7.5 Hz, 2H), 1.74 (quint, J- 6.0 Hz, 2H), 1.87 (quint, J- 
6.0 Hz, 2H). 2.60 (t, J= 6.0 Hz, 2H), 2.69 (t. J= 6.0 Hz, 2H), 4.06 (t, J= 7.8 Hz, 
2H), 7.43-7.56 (m. 3H). 7.94 (d. J= 6.9 Hz, 2H), 8.31 (s. IH), 9.26 (br s, IH). 

25 ^MiJIJ 6-002~|lii^J 6-004 6-001 il IrI^C-^BK bfco 



d) l-^>i^;i/ 3-(l-^5^;i/-2-;t^V-l,2,5,6.7,8-'\^itb HD-:3py U ^-S-f;!/)- 
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pVT (6-005)®-&fiS 

3-T ^ y -l-:?'5^;U-5,6,7,8-7^ h ^ t b- n -\H-^ J U >-2-:^- yp^ifi (6-001) (5 
mg, 0.018 mmol)*:^<bP<5^V' > (1 ml)l;|§j^ b> S;;i/'f V J^T:^— h (2.5 
0.02 minol)i: 4-::^;^ 5^;^^ 5: 7 U > (2.4 mg, 0.02 mmol) in X. > MtUTr 
5 4B#f^jt#bfco SJS^tl-#ti^ (O.IN, 3ml)SJPx.Sf^:Jif^;i/ (10 ml)T'fi6iH^s 

■y->:i)^e>SIS^ LT l-'^>-i^;i/ 3-(l-:/f^;i/-2-:^dr V-1.2,5,6,7,8-^:3ptf- t K P- 
U >-3--f (6-005) (5.0 mg, 79%)Sa6ifeai: btf^feo 

10 NMR (300 MHz, CDCI3): 6 0.92 (t, J- 7.5 Hz, 3H), 1.32 (sextet, J= 7.5 Hz, 

2H), 1.57-1.65 (m, 2H), 1.69 (quint, J= 6.0 Hz, 2H), 1.82 (quint, J= 6^0 Hz, 2H), 
2.55 (t, J= 6.0 Hz, 2H), 2.59 (t. J= 6.0 Hz, 2H), 3.90 (t, J= 7.8 Hz, 2H), 4.46 (d, 
J'= 6.0 Hz, 2H), 5.72 (br s, IH). 7.24-7.32 (m, 5H), 7.95 (s, IH), 8.00 (br s, IH). 

15 <^mm 7-oo4> 



a) l-(2-7'n^-:7 :ii::i;i')-3-(l-r5^;i/-5,6-$;;>(5=-;i'-2-:r^V-l,2-$;' t h* n tf ij V 
> 3--^ ;!/)-•> l^T (7-004) 
l-'^>S^;i/ 5,6-i?;»< 5=-;p-4-h h* a J'-S-^ h ^ 2-t;y F> (1-004-04) 
20 (259mg)5& DMF(3ml)l::?§» ^?gmi*I^Ts 60%7j<^'fb:H h U -i? A 

(48mg) ^ - ^ iz: in ;t A n s 10 2-^ d;1/^>X:^^1^-\/ — ;i/(261mg)® 

DMF(0.5ml)^?£^SP;ts 5 r^tl#^-B^^?aStg b fc o SJi&S-^tl5feaC7jc4J t 

?$Abi^mif=-;i':n:^7^;i/T- 2 tilJftabTkiJfe 2 un^t^mm.-^ ^^^y^ J^-^^ 

ll^ffiSAbfco #6nfcJg^1^tB^(278mg,73.9%)S7'-fe h >^«lbJijife^ 
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(7-004) (144mg, 38.3%, Ulife 154~155*C) ^r^feT" U X i:: bT^fco 

'H NMR (300 MHz, CDCI3): 6 2.07 (s, 3H). 2.28 (s, 3H). 3.88 (s, 3H), 5.42 (br 
5 s, 2H), 7.19-7.54 (m, 9H). 



<%Mm 7-008> 

o 

HO^y^ HMDS/TMSa MeaSIO"^!^ DIBAL " "^^^jl 

toluene MeaSKJ-^N-^ ° h 

^ 7-008-01 7-008-02 
3-067-01 

DMF 7„ ^"a'^'z lp„ NaH/DMF O'^^^N 

n-Bu n-Bu 7.noa 1 

7-008-03 7-008-04 ' n-Bua) 

3-t: I*D^Sxp<^;i/-2(lfi)-t^ U K> (7-008-01)©'&^ 
10 2-t Hn:^i^-3g=->M (3-067-01) (5.0 g) 0h;i'X> (70 ml) S^lyx^tS 

-e ^ ^-y- ^ i> 5- tc > (HMDs, i9 mi)^ :5t>" p n h 'J ^ ^ > (tmsci, 

0.23 ml) ^1iW^tm^m.\^tio 2B§F^M#bfem, ^ LBS i3 h ;i/ > 

(100ml) ik1iVi7Lltom^. 7jC^-fbi^'f V>^5^;VT;i/5-e7A (DIBAL, 2M 31 
90 ml) * -78 °Ct:in^ 4B#Hjt#Ufe^^^^ >'-;i'%in^TRia5?fei¥ 

15 ±Us^itt)^-fe^^ h 4fflv^T^ilJibfco ?^iET-c-^irt^^* t,^Sl-7kti^ 

ETtM*1-?.:i ilf-ct 0 3-t Hn4Fi/^^;V-2(lJ3)-li'; H > (7-008-01) (2.6 
g, 59%) ^ fife®* bt tf fee 

20 NMR (300 MHz. CDCI3): 6 4.50 (s, 2H). 6.43 (t. J = 6.7 Hz, IH). 7.33-7.36 

(m, IH). 7.64-7.67 (m, IH). 

b) l-:/5^;i/-3-b K □ 5^ ;V-2-tf >; F > (7-008-02)© -^fiK 

3-fc K D :3f^i^^ 5";i/-2(liO-b: 'J h* > (7-008-01) (0.63 g) © DMF (15 ml) 
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t^^?aT•j^^* U -i? A (1.4 g)si3 J;Df 1-3- K > (1.86 g) ^m^fcolO 'C 

= 2/1) t?)it^-rs c: i: J; t) i-:/5^;i/-3- 1 h* d 5^;i/.2. tf U K > (7-008- 
02) (0.66 g, 61%) Sr^ftt^t^Si: UTfffco 

NMR (300 MHz, CDCI3): 6 0.96 (t, J= 7.3 Hz, 3H), 1.32-1.45 (m, 2H), 
1.69-1.79 (m, 2H), 3.95 (t, J= 7.6 Hz, 2H), 4.57 (s. 2H), 6.20 (t, J= 6.7 Hz, IH), 
10 7.24 (dd, J= 6.7, 1.2 Hz, IH), 7.28-7.31 (m, IH). 

c) Z-{^>^J:^^'^^J — )V2-^)\/7t^iy^^)V)-l.zf=^-)V-2-\^^}Yy (7-008-03) 

2-034-03 illUat:: UT fig Ufe (50%)„ 

d) i-:/f-;i/-3-e7 o D ^ ^;i/.2-t: u H > (7-008-04)®-&fiK 

15 l-T'^^^lz-S-t Yu^i/ yf.^)V.2-\^^) K> (7-008-03) (169 mg) (Dm.ih:^^'[y 

y (4.0ml) ^gf■iS{I^M^a■e^g{b^;t-;^ (i22mg) Sip^feo iBlH^if Ufe^. 

S d iilc J; t) i-7'5^;i/-3-^ D n ^ ^;i/-2-t:.'; K > (7-0O8-O4)^^a 

^H NMR (300 MHz, CDCI3): 8 0.96 (t, J - 7.3 Hz, 3H), 1.32-1.45 (m. 2H), 
20 1.69-1.79 (m, 2H), 3.96 (t, J= 7.3 Hz, 2H), 6.19 (t, J= 6.7 Hz, IH), 7.27 (dd, J= 
6.7, 2.1 Hz, IH), 7.49 -7.53 (m, IH). 

e) 3-('^>y;a-^U-y— ;i/ 2-^^ ;v::^;v7 7— ;i'.><^;v)-i-:7^;i/-2-t:u K> (7- 

008)®^fi)i 

2-035 illH^iitC LT fig Ufc (97%)o 

26 

<^S£^J 7-009 > 
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O N NaH/DMF O^N 



n-Bu 
7-008-03 



7-009 n-Bu 



a) 3-(^>^7:^-=3p'^^-^/-;l/ 2--f ;i/:2|-^i/^^;i/)-l-:^5^;i/-2-l^ U K> (7-009)®^ 
2-035 UT^fi£U:fe: (50%)o 



<mMm 7'0i3--mMm 7-oi7> 





Lawesson's 
'OH reagent 



toluene 



7-014 



7-015 



EtOH 



J IJ 
S^N 
n-Bu 
7-016 



ADDP/PMeg 
/Imidazole /THF 



7-017 



N 
n-Bu 



a) 2-::^^;i/-8-t. K n ^i^-3-:t^V-2,3,5,6,7.8-^dp+j-h K n.-Y v=^y U >-4-* 
(7-013)®^^ 

10 2-:/f^;i/-3,8:i':2l-^ V-2,3,5,6,7,8-^dr-y-t: F □--f V dp U > -4-::i!7 — b U 
;i/ (7-011) (10 mg, 0.04 mmol)& THF (1 ml)t3^^b> 7j<|g'fb7}^ h U "i? A 
(2.1 mg, 0.056 mmol)&iP;t^ ^St? 10 b o SJ5S?^t#tg^ (IN, 3 ml) . 

^jnxi^Bt:ii^;i/ (10 ml) -earn mm-ki^7K {5mi)-^m^. mykmM^v^ 
15 2-r5^;i/-8-b K n dp- e^-3-;r^v -2,3,5.6.7,8-^ ^-y-t h'n-'f v^./* y >-4-*;i/ 

5}<- h 'J (7-013) (7.4 mg. 75%)* S S^H i: bTtffc, 

NMR (300 MHz, CDCI3): 6 0.97 (t, J= 7.5 Hz, 3H), 1.38 (sextet, J= 7.5 Hz, 
2H), 1.76 (quint, J= 7.5 Hz, 2H), 2.15 (quint, J= 6.0 Hz, 2H), 2.61 (t, J= 6.0 Hz, 
2H), 3.06 (t, J= 6.0 Hz. 2H), 3.45-3.58 (m, IH), 4.03 (t, J= 7.5 Hz, 2H). 8.39 (s, 
20 IH). 
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b) 2- :/ -3-?- :t^V -2,3,5,6,7,8-^ ^-y-h h* D--r V^y 'J >-4-:ki jvr^- h u 

(7-014)CD-^fig 

2..:/5=-;b-3-;r^v-2,3,5,6,7,8-'\:^if h KD.-f v*y u >-4-*;i/;ji;— h u;i/ 

(7-012) (80 mg, 0.35 nimol)^: h ;Va:> (8 ml)^;:?§l?b^ D-V (169 mg, 

5 0.42 mmol)S^O^^ 12 B#P^iQSItM»K b » MU^-^^W^. :^ ^ ^ — )V (14 ml) 

^D^b^^^-f— (h;V'3i>/i^^ai5^;v)K:-r*ff]KUs 2-:^^;i/-3-g^:t^v- 

2,3,5,6,7,8-'v:^r+M:: KD--f V^y U > -4-:i3 h U ;U (7-014) (63 mg, 73%) 

10 NMR (300 MHz, CDClj): 6 0.98 (t, J= 7.5 Hz, 3H), 1-.41 (sextet, J= 7.5 Hz, 

2H), 1.75-1.90 (m, 6H), 2.60 (t, J= 6.3 Hz, 2H), 2.87 (t, J= 6.3 Hz. 2H), 4.81 (t, 
J= 7.5 Hz, 2H), 7.50 (s, IH). 

c) 2-:r5^;b-3-^:;r=3p V-2,3,5,6,7,8-'^dp-y- 1 YU.^ V^J U > -i-ii }V^^T )V=r 
h K (7-015)CD-&fig 

15 2->^5^;l/-3-g^;t=3pV-2,3,5,6,7,8.^^'l?-b Ka-f V^>' U >-4-:i7;V5}?n h 

(7-014) (220 mg, 0.89 mmol) ^ h x. > (20 ml){c:^^b^ ?J<.^^Ts Tk^'fbS^-f 

V ^i^i^ (iM h;i/ji>jgt«, 1.7 mi, 1.7 mmoD^iP^ so^SS^b 

fco (IN, 5 ml)triD;ti^m:i:^^;V (10 ml)t•^^tB^^ t§Sl:fe^7jc 

(10 ml)T-?^t^^ «l7jcM^v<J^;t^i^^ A-C|g*ibJ^E?^i^-rSo ffe)^^^^^^- 
20 'J>!3'ir-;i/>^DT h<5^7 7^- ( h ;i/ >/@^^ Ji5^;i')JC TMM b^ 2- :r5^;i/-3-5^;^ 

:apV-2,3,5,6,7,8-^^-t)-b h'D-'f V^v' U >-4-*;1/#T;1/7* t l« (7-015) (44 mg, 

20%)?&^*lfi^^i: b-C^fco 

^H NMR (300 MHz, CDCI3): 6 0.99 (t, J= 7.5 Hz, 3H), 1.44 (sextet, J= 7.6 Hz, 

2H), 1.74 (quint, J= 3.3 Hz, 4H), 1.87 (quint, J= 7.5 Hz, 2H), 2.62 (br t, J= 6.3 
25 Hz, 2H), 2.95 (br t. J= 6.3 Hz, 2H). 4.51 (t, J- 7.5 Hz, 2H), 7.53 (s, IH), 10.60 

(s. IH). 

d) 2-:/5^;i/-4-t. D :Sr>>^ 5^ ;i/ -5,6,7,8- h V b h' n-2^r--f V ^ ^ U >-3-f-;^ 
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y (7-016)© 

2-r5^;i'-3-5^;r^V-2,3,6.6,7,8-^^-t^t YU-^V^J 'J >-4-* ;u^7';i^7^ t 
H (7-016) (10 mg, 0.04 inmol)<£^ ^ (2 ml)^ Us V 

Ur^A {A.QTa%.0.l2mmo\)T^m^'^^-^ l0^^nhtzoRll5>m^^m.m (IN, 4 
5 inl)^3!lPx.i^^:i^5^;i/ (10 ml)-CJflii±ims ta«5:tit7ic (5ml)-Ci5t#s ^7jcSii^x'y 

(h;Uai>/gtSt3i^;i/){c:t:ilt^ Us 2->^5";i/-4-h K D 5=-;i/-5.6,7,8--5^ 

b K p-2/r--r v=^y u y-z-^-^y (7-016) (9 mg, 9o%)5|:^^se*&*fc uxftfeo 

NMR (300 MHz, CDCI3): 6 0.99 (t, J= 7.2 Hz, 3H), 1.43 (sextet, J= 7.2 Hz, 
10 2H), 1.71-1.95 (m, 6H), 2.66 (br t, J= 6.3 Hz, 2H), 2.83 (t, J= 6.3 Hz, 2H), 4.58 
(br t, J= 7.2 Hz, 2H), 4.79 (s, 2H), 7.61 (s, IH). 

e) A-{^y'J^^VJ — )\^ 2-^ )]y^7t;i ^;i/)-2- 7'5=-;i/-5,6,7,8-7" h 7 t Y U -211- 

■iv^j^} y-z-=^:ty (7-oi7)cd-&^ 

2-r.5^;i/-4-t HDdr'>p<^;i/-5,6,7,8-x h 7 h KD.2.H'-'l' V^r-^ U >-3-5^:t> 
15 (7-016) (14 mg, 0.056 minol)* THF (1 ml)lc:j§S| Us 2-?l. ^ V ^> 

(16.3 mg. 0.11 mmol)s 1,1' -(T 'J tlJ\^^^ - ^ 0 y (28.1 mg, 

0.11mmol)s K y^J — )l' (7.6 mg, 0.11 mmol)s V V "9- y (IM h 

;i/x>^?g. 0.11 ml, 0.11 mmoi)^-?n^nipx.s MU-t ism^tkWi^izo SJ© 
m^»s.mmvv)VJ^y (2mi)*iD^*ftaut < ?)^?§t>*53a^s 

20 ti^JVi; h y ^ ~ (h;i'3^>/P^3if-;i/)fCi»^Us 4-(^ > \/;?r 

2-'f ;>< ^;i/)-2.>'^;i/-5,6,7,8-7^ h ^ t H D-2^-'f V U >-3-^ 

(7-017) (6.5 mg. 30%)<&^*ife©* i: UT#fco 
'H NMR (300 MHz, CDCI3): 6 0.99 (t, c/= 7.5 Hz, 3H), 1.43 (sextet. J= 7.5 Hz, 
2H). 1.70-1.95 (m. 6H), 2.62 (t, J= 6.3 Hz, 2H), 3.01 (t. J= 6.3 Hz, 2H), 4.58 (t, 
25 J= 7.5 Hz, 2H), 6.06 (s, 2H), 7.16-7.30 (m, 2H), 7.42 (dd, J= 7.2 Hz, J= 1.8 Hz, 
IH), 7.48 (br s, IH), 7.60 (dd, J= 7.2 Hz, J= 1.8 Hz, IH). 
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7-012 • 7-018 

a) 2-:/5^;i/-3.^^ V-l,2,3.4,5,6,7,8-:t^' ^ h K D --f V y ij >-4-?f7 h U " 

5 )V (7-018)CD'&g£ 

2-:;^^;i/-3-;r^ v-2,3.5,6,7,8-^^-y-fc b* D-'f yde>' i; >-4-:ij;V7}?:z h V )V 

(7-012) (100 mg, 0.43 mmol)<S: Y )VJ^y (10 ml)^Cf§MU^ *^^T^ ykMibt^^ 
V (IM h;i/x.>^^t, O.S mi, 0.8 mmol)Sl)n;i lOrS-^^L/ 

fco SJ&mCl^mm (IN, 5 ml)?:jl]nxi^m3i^;V (10 ml)T-^fi^^3^^ t^^Qt^mzK 

10 (5ml)•e^5fe^t^ i«2kSE®v^/^i/'!7A-e?e*iib^jE««®Lfe, *f e.nfc^iS'&j'U 

n V h ^5- 7 — (h;i/j:^>yi^0:3i5=-;]/)i3t:MMbs2-:?'f^;i'-3-;t^v 

-1,2,3,4,5,6,7,8-;^ ^ t K D.-Y V^y U >-4-*;V/}^- h U ;V (7-018) (70 mg, 

NMR (300 MHz, CDCI3): 8 0.93 (t, J= 7.5 Hz, 3H), 1.32 (sextet, J= 7.5 Hz, 
15 2H), 1.42-1.59 (m, 5H), 1.88 (s, IH). 1.97-2.08 (m, 2H), 2.20-2.32 (m, IH), 
2.54-2.66 (m, IH), 3.06-3.19 (m, 2H), 3.33-3.43 (m, 3H). 
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m 1 



-N 
I 



No. 



»H-NMR (CDCI3) 



1-001 



H 



1-002 



H 



Me 



Me 



Me 



2.16 (s, 3H), 2.33 (s, 3H), 
3.62 <s, 3H), 7.17-7.26 (m, 
2H), 7.34 (8, IH), 7.34-7.43 
(m .IH). 7.46-7.50 (m, IH). 



Me 



Me 



Et 



1.32 (t, J'' 7.2 Hz, 3H), 2.15 
(s. 3H), 2.36 (s, 3H), 4.19 <q. 
J= 7.2 Hz, 2H), 7.19-7.25 
(m, 2H). 7.34 (s, IH), 7.39- 
7.42 (m ,1H), 7.46-7.49 (m, 
IH). 



1-003 



H 



1-004 



H 



1-005 



H 



Me 



Me 



nPr 



0.98 (t, J = 7.2 Hz, 3H), 
1.65-1.78 (m, 2H), 2.15 (s, 
3H), 2.34 (s, 3H), 4.03-4.08 
(m ,2H), 7.16-7.26 (m, 2H), 
7.33 (s, IH), 7.38-7.41 (m, 
IH). 7.46-7.49 (m, IH). 



Me 



Me 



nBu 



0.95 (t, J = 7.6 Hz, 3H), 
1.35-1.48 (m, 2H), 1.62-1.72 
(m ,2H), 2.15 (s, 3H). 2.35 
(8, 3H), 4.10 (t, J= 7.8 Hz, 
2H), 7.19-7.25 (m, 2H), 7.33 
(s. IH), 7.38-7.42 (m, IH), 
7.46-7.49 (m, IH). 



Me 



Me 



Bn 



2.14 (s, 3H), 2.25 (s, 3H), 
5.42 (br 8, 2H), 7.17-7.51 
(m, lOH). 



1-006 



H 



a 



H 



nBu 



0.94 (t. J = 7.4 Hz, 3H), 
1.35-1.48 (m. 2H), 1.76-1.86 
(m, 2H), 4.06 (t, 7.4 Hz, 
2H), 7.22-7.28 (m, 3H). 7.34- 
7.51 (m, 7H), 7.81 (d. 2.5 
Hz, IH). 



1-007 



H 



H 



nBu 



0.96 (t, J = 7.3 Hz, 3H), 
1.35-1.48 (m, 2H), 1.75-1.85 
(m, 2H), 4.05 (t, «/= 7.3 Hz, 
2H), 7.10-7.17 (m, 2H), 
7.22-7.24 (m, 3H), 7.37-7.44 
(m, 3H), 7.48-7.52 (m, IH), 
7.76 (d, J= 2.7 Hz. IH) 



1-008 



H 



H 



nBu 



0.97 (t, ^ = 7.3 Hz, 3H), 

1.36- 1.49 (m. 2H), 1.79-1.87 
(m, 2H), 4.08 (t, t/= 7.3 Hz, 
2H). 7.23-7.27 (m, 2H), 

7.37- 7.44 (m, 2H), 7.45-7.52 
(m, IH), 7.50 (d, J= 2.7 Hz, 
IH), 7.75-7.78 (m, IH), 7.81 
(d, 2.7 Hz, IH), 8.61 (d, 
J= 3.7 Hz, IH). 8.74 (a, IH). 
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«2 

R2 



No. 








R^ 


^H-NMR (CDCI3) 


1-009 


H 




H 


nBu 


0.97 (t, J = 7.4 Hz, 3H), 
1.38-1.48 (m, 2H), 1.75-1.85 
(m, 2H), 4.05 (t, e/= 7.4 Hz, 
2H), 6.92 (s, IH), 7.23-7.52 
(m, 6H), 7.67-7.69 (m, 2H), 
7.71 (d. e/=2.7Hz, IH), 7.89 
(d, 2.7 Hz. IH). 


l-OlO 


Me 


H 




nBu 


0.94 (t, J= 7.5 Hz, 3H), 1.39 
(sextet, J = 7.5 Hz, 2H), 
1.61-1.71 (m, 2H), 2.21 (s, 
3H), 2.37 (s, 3H), 3.99 (t, c/= 
7.8 Hz, 2H), 5.95 (s, IH), 
7.18 (ddd, J= 7.5, 7.5, 1.8 
Hz), 7.23 (ddd, J = 7.5, 7.5, 
1.8 Hz, IH), 7.40 (m, IH), 
7.47 (m. IH). 


1-011 




H 


Me 


nBu 


0.94 (t, J= 7.5 Hz, 3H), 1.37 
(sextet, J = 7.5 Hz, 2H), 
1.68-1.78 (m, 2H), 1.73 (d, J 
= 1.0 Hz, 3H), 3.32 (s, 2H), 
3.94 (t, J= 7.5 Hz, 2H), 4.82 
(s, IH), 4.88 (s, IH), 6.13 (d, 
J= 7.2 Hz, IH), 7,17 (d, J = 
7.2 Hz, IH), 7.19 (ddd, J = 
7.5, 7.6, 1.5 Hz, IH), 7.23 
(ddd, J •= 7.5, 7.5, 1.5 Hz, 
IH), 7.40 (m, IH), 7.48 (m, 
IH). 
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No. 


mm. 


^H-NMR (CDCI3) 


1-012 


Me 


2.16 (s, 3H), 2.36 (s, 3H), 7.20-7.29 
(m, 2H), 7.40-7.44 (m, 1H9, 7.58-7.61 
(m, IH), 7.83 (s, IH), 


1-013 


nBu 


0.95 (t, J = 7.2 Hz), 1.35-1.48 (m, 
2H), 1.60-1.72 (m, 2H), 2.15 (s, 3H). 
2.39 (s, 3H), 4.11 (t, 7.8 Hz, 2H), 
7.22-7.29 (m, 2H), 7.41-7.44 (m, IH), 
7.57-7.61 (m, IH), 7.81 (s, IH). 


1-014 


Me 

' nBu 


0.96 (t, J= 7.2 Hz, 6H), 1.30-1.60 (m, 
4H), 1.60-1.75 (m, 2H), 1.76-1.90 (m, 
2H), 2.31 (s, 3H), 3.89 (t, J= 6.9 Hz, 
2H), 4.02 (t, c/= 8.1 Hz, 2H), 5.88 (d, 
c/= 7.8 Hz. IH), 6.52 (d, J= 7.2 Hz, 
IH). 


1-015 


nBu 


0.94 (t, J= 7.5 Hz, 3H)> 1.40 (sextet, 
c7= 7.5 Hz, 2H), 1.66 (quint, J= 7.5 
Hz, 2H), 1.74 (quint, 6.6 Hz, 2H), 
1.87 (quint, «7'= 6.0 Hz, 2H), 2.58 (t, 
6.0 Hz, 2H), 2.69 (t, J= 6.0 Hz, 
2H), 4.02 (t, J= 7.8 Hz, 2H), 7.16- 
7.26 (m, 2H), 7.24 (s, IH), 7.40 (dd, J 
= 6.9 Hz, 2.4 Hz, IH), 7.48 (dd, J 
6.9 Hz, 2.4 Hz, IH). 


1-016 


nBu 


0.96 (t, e/= 7.5 Hz, 3H), 1.42 (sextet, 
J= 7.5 Hz, 2H), 1.60-1.76 (m, 4H), 
1.81 (quint, J= 6.0 Hz, 2H), 2.43 (t, 
t/= 6.0 Hz, 2H), 2.61 (t, J= 6.0 Hz, 
2H), 4.01 (t, J= 7.8 Hz, 2H), 5.07 (s, 
2H), 6.43 (s. IH), 7.28-7.39 (m. IH), 
7.34 (d. J= 7.5 Hz, 2H), 7.45 (d. 
7.5 Hz, 2H). 


1-017 


Br 


3.23 (t, 7.5 Hz, 2H), 4,24 (t, 
7.5 Hz, 2H), 6.10 (t, c/= 6.9 Hz, IH), 
6,99 (dd, e7= 1.8, 6,9 Hz, IH), 7.08- 
7.29 (m, 5H), 7.42-7.45 (m, IH), 
7.49-7.52 (m, 2H), 7.56 (dd, J= 1,2, 
7.8 Hz, IH). 


1-018 




3.03 (t, J= 6.1 Hz, 2H), 4.34 (t, J = 
6.1 Hz, 2H), 6.74 (d, J= 7.9 Hz, IH), 
7.19-7.45 (m, 6H), 7.50 (d, J= 6.4 
Hz, IH), 7.61 (d, J= 7.9 Hz, IH), 
7.73 (d, J= 7.3Hz, IH). 


1-019 


n-Bu 


0.96 (t, 7.5 Hz, 3H), 1.41 (sextet, 
e/= 7.6 Hz, 2H), 1.58-1.73 (m, 4H), 
1.81 (quint, e/= 6.0 Hz, 2H). 2.45 (t, 
J= 6.0 Hz, 2H), 2.61 (t, J =^ 6.0 Hz, 
2H), 3.18 (t, 7.5 Hz, 2H), 4.00 (t, 
J= 7.8 Hz, 2H), 4.07 (t, J = 7.5 Hz, 
2H), 6.34 (s, IH). 7.21-7.33 (m, 5H). 
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.^4 



No. 


ix 


T>5 
JX 


^±1-JnMK (CDCI3) 


2-001 


Me 


Me 


2.28 (s. 3H), 2.49 (s, 3H), 4.17 (s, 3H), 
7.19-7.24 (m, 2H), 7.40 (s, IH), 7.43-7.49 
Cm 2H') 


2-002 


Me 


Et 


1.46 (t, e/= 7.2 Hz, 3H), 2.25 (s, 3H), 2.55 
(s, 3H), 4.92 (br s, 2H), 7.18-7.24 (m, 2H), 
7.37 (s. IH), 7.42-7.49 (m, 2H). 


2-003 


Me 


nPr 


J..U* ^t, eJ — /.Z XXZ, Oll/t J..Oc7 S, ZXI^, 

2.25 (s, 3H), 2.52 (s, 3H), 4.71 (br s, 2H). 
(m. 2H). 


2-004 


Me 


nBu 


0.99 (t, 7.2 Hz, 3H), 1.42-1.54 (m, 2H), 

4.80 (br s, 2H), 7.18-7.26 (m, 2H), 7.36 (s, 
IH), 7.42-7.49 (m, 2H). 


2-005 


Me 


iBu 


0.97-0.99 (m, 6H), 2.27 (s, 3H), 2.51 (s, 
SK) 2 51-2 66 Cm IH'i 3 81 Cbr 9 IH'i 
5.64 (br s, IH), 7.20-7.24 (m, 2H), 7.39 (s, 
IH), 7.42-7.48 (m, 2H). 


2-006 


Me 


nPent 


0.92 (t, c7= 7.2 Hz, 3H), 1.36-1.48 (m, 4H), 
1 85 (br s 211) 2 25 3H^ 2 53 (s BTtS 
4.76 (br s, 2H), 7.18-7.26 (m, 2H), 7.36 (s, 
IH), 7.42-7.49 (m, 2H). 


2-007 


Me 


nHexyl 


0.89 (t, 7.2 Hz. 3H>, 1.30-1.50 (m, 6H), 
1.84 (br s, 2H), 2.25 (s, 3H), 2.52 (s, 3H), 
4.79 (br s, 2H), 7.17-7.26 (m, 2H), 7.35 (s, 
IH), 7.42-7.49 (m, 2H). 


2-008 


Me 


Bn 


2.24 (s, 3H), 2.38 (s, 3H), 6.27 (br s, 2H), 
7.14-7,52 (m, lOH). 


2-009 


Et 


Me 


1.23 (t, c/= 7.8 Hz, 3H), 2.50 (s, 3H), 2.61 
(q, 7.8 Hz, 2H), 4.17 (s. 3H), 7.19-7.24 
(m. 2H). 7.42 (s, IH), 7.42-7.49 (m. 2H). 


2-010 


Et 


Et 


1.23 (t, e7= 7.5 Hz, 3H), 1.47 (t, c7= 7.2 Hz, 
3H), 2.57 (s, 3H), 2.59 (q, J= 7.5 Hz. 2H), 
4.92 (br s, 2H), 7.18-7,24 (m, 2H>. 7.39 (s, 
IH). 7,43-7.49 (m, 2H). 


2-011 


Et 


nPr 


1.04 (t, c7= 7.2 Hz, 3H), 1.22 (t, J= 7.6 Hz. 
3H), 1.89 (br s, 2H), 2.54 (s, 3H), 2.59 (q, J 
= 7.5 Hz, 2H), 4.72 (br s, 2H), 7.18-7.24 
(m, 2H), 7.38 (s. IH), 7.42-7.49 (m. 2H). 


2-012 


Et 


nBu 


0.99 (t, c/= 7.2 Hz, 3H), 1.22 (t, «/= 7.5 Hz, 
3H), 1.42-1.54 (m, 2H), 1.83 (br s, 2H), 
2.55 (s, 3H), 2,59 (q, J= 7.5 Hz. 2H), 4.77 

(br s, 2H), 7.20-7.24 (m, 2H), 7.38 (s, IH), 
7.42-7.49 (m, 2H). 


2-013 


Et 


Bn 


1.22 (t, J= 7.5 Hz, 3H), 2.40 (s. 3H), 2.57 
(q, J= 7.5 Hz, 2H), 6.26 (br s, 2H), 7.13- 
7.51 (m. lOH). 
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^5 

1. 



No. 






^H-NMR (CDCI3) 


2-014 




Me 


2.55 (s, 3H), 4.10 (s, 3H), 6.57 (d, J 
= 7.8 Hz, IH), 7.20-7.26 (m, 2H), 
7.40-/. 50 (m, oJtl;. 


2-015 


ay 


nBu 


0.99 (t, J = 7.2 Hz, 3H), 1.47 
(sextet, J = 7.5 Hz, 2H), 1.84 
(m ,2H), 2.58 (s, 8H), 4.69 (br s, 
2H), 6.52 (d, c7'= 7.8 Hz, IH), 7.20- 
7.26 (m. 2H), 7.30-7.50 (m, 3H). 


2-016 


ays 


iiBu 


0.82 (t, J = 7.5 Hz, 3H), 1.32 
(sextet, </= 7.5 Hz, 2H), 1.47-1.52 
(m, 2H), 2.46 (s, 3H), 4.37 (br s, 
2H), 4.80 (s, 2H), 7.06 (d, J= 9.0 
Hz, IH), 7.26-7.35 (m, 3H), 7.38- 
7.44 (m, IH), 7.60-7.67 (m, Irl). 


2-017 


Ac 


nBu 


0.99 (t, J = 7.5 Hz, 3H), 1.47 
(sextet, l.b Hz, 2H), 1.83 (m, 
2H). 2.38 (s, 3H), 2.54 (s, 3H), 4.70 
(br s, 2H), 6.44 (d, J= 7.8 Hz. IH), 
7.04 (d, c/= 7.5 Hz, IH). 


2-018 


H 


nBu 


1.02 (t, J = 7.8 Hz, 3H). 1.50 
(sextet, J - 7.8 Hz, 2H), i:80-1.90 
(m, 2H), 2.51 (s, SH), 4.66 (br s, 
2H), 6.49 (d, J= 8.1 Hz, IH), 6.91 
(d, c/= 7.8 Hz, IH), 8.44 (br s, IH). 


2-019 




nBu 


0.96 (t, J = /.o xlz, <iri), 
(sextet, J = 7.5 Hz, 2H), 1.70 (m, 
2H), 2.43 (s, 3H), 2.52 (s, 3H), 4.61 
(brs. 2H), 6.38 (d, J= 8.1 Hz, IH), 
7.26-7.35 (m, 3H), 7.97 (d, cT^ = 8.7 
Hz. IH). 


2-020 


H3C-S02- 


nBu 


1.01 (t, J = 7.5 Hz, 3H), 1.49 
(sextet, 7.2 Hz, 2H), 1.82 (m, 
2H), 2.57 (s, 3H), 3.48 (dd, c/= 3.0, 
1.5 Hz, 3H), 4.70 (brs, 2H), 6,47 (d, 
J= 7.8 Hz, IH), 7.31 (dd, 7.8, 
1.8 Hz. IH). 


2-021 


(XT 


nBu 


0.98 (t, J = 7.2 Hz, 3H), 1.46 
(sextet, J = 7.5 Hz, 2H), 1.81 (m, 
2H). 2.51 (s, 3H), 4.00 (s, 2H), 4.67 
(brs, 2H), 6.39 (d, J= 7,8 Hz, IH), 
6.98 (d, 7.8 Hz, IH), 7.10-7.50 
(m. 5H). 


2-022 




nBu 


0.99 (t, J = 7.2 Hz, 3H), 1.47 
(sextet, J= 7.2 Hz, 2H), 1.86 (m, 
2H), 2.54 (s, 3H), 2.90-3.00 (m, 
2H), 3.10-3.20 (m, 2H), 4.70 (brs, 
2H), 3.10-3.20 (m, 2H), 4.70 (brs, 
2H), 6.42 (d, c/= 8.1 Hz, IH), 6.97 
(d. J= 8.1 Hz, IH), 7.18-7.34 (m, 
5H). 
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me 



No. 


JX 


Xv 


JCx-JNlVLit {^LfUyji^) 


2-023 




nBu 


0.92 (t, 6.9 Hz, 3H), 1.37 (m. 
4H), 2.41 (s, 3H), 4.17 (brs, 2H), 
4.47 (s, 2H), 6.99 (d, V = 9.0 Hz, 
IH), 7.00-7.30 (m, 5H). 


2-024 




nBu 


0.94 (t, J = 6.9 Hz, 3H), 1.40 
(sextet, J = 7.8 Hz, 2H), 1.70 
(m ,2H), 2.48 (s, 3H), 2.89 (s, 6H), 
4.60 (br s, 2H), 6.27 (d, J= 8.1 Hz, 
IH), 6.97 (dd, J= 8.1, 1.2 Hz, IH), 
7.21 (d, c/= 7.8 Hz, IH), 7.51 (dd, J 
= 8.1, 7.8 Hz. IH), 7.61 (dd, J= 8.4, 
7.8 Hz. IH), 8.28 (dd, J= 7.2, 0.9 
Hz, IH). 8.61 (t, J= 8.4 Hz, 2H), 


2-025 




nBu 


1.02 (t, J = 7.5 Hz. 3H), 1.50 
(sextet, J= 7.5 Hz, 2H), 1.80-1.85 
(m ,2H). 2.51 (s, 3H), 4.67 (br s, 
2H), 6.51 (dd, c7= 5.1, 4.8 Hz, IH), 
6.57 (d, 7.8 Hz, IH), 7.38 (d, J= 
8.1 Hz. IH), 7.70-7.85 (m, 2H). 


2-026 


nBu 


nBu 


0.90-1.03 (m, 6H), 1.4-1.6 (m, 4H), 
1.8-1.9 (m, 4H), 2.50 (s, 3H), 3.98 
(t, J= 6.9 Hz, 2H), 4.76 (brs, 2H), 
6.40 (d, J= 8.1 Hz. IH), 6.60 (d, J= 
7.8 Hz. IH). 


2-027 




nBu 


0.91 (t, J'= 7.2Hz, 3H), 1.25-1.44 
(m, 4H.). 1.25-1.44 (m, 4H). 2.40 (s, 
3H), 3.75 (s, 3H). 4.18 (brs, 2H), 
4.44 (s,2H), 6.73 (A2B2-type, J = 
8.7Hz, 2H), 6.98 (d, J^=9.3Hz, IH). 
7.09 (A2B2-type, J 8.4Hz, 2H), 
7.25 (d. 9.0Hz. IH). 


2-028 


EtOgC- 


nBu 


0.99 (t, 7,2 Hz, 3H), 1.40 (t, *r = 
7.2 Hz, 3H), 1.47 (sextet, J = 7.5 
Hz, 2H), 1.84 (m, 2H), 2.55 (s, 3H), 
4.35 (q, J= 7.5 Hz, 2H), 4.69 (brs, 
2H), 6.45 (dd, J= 7.6, 0.6 Hz, IH), 
7.12 (d, 7.5 Hz. IH). 


2-029 


cv 

o 


nBu 


0.99 (t, J = 7.2 Hz, 3H), 1.48 
(sextet, J = 7.2 Hz, 2H), 1.85 (m, 
2H). 2.57 (s, 3H), 4.73 (brs, 2H), 
6.48 (d, J- 7.8 Hz, IH), 7.18 (d, c/ = 
7.5 Hz. IH), 7.20-7.70 (m, 3H), 
8.20-8.30 (m. 2H). 
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^7 



r2 




No. 










^H-NMR (CDCI3) 


2-030 


H 


H 


H 


iPr 


1.45 (s, 3H), 1.48 (s, 3H), 6.31- 
6.45 (m, IH), 6.76 (t, J= 7.0 Hz, 
IH), 7.03-7.29 (m, 3H), 7.43-7.29 
(m, 3H), 7.43-7.54 (m, 2H), 7.74 
(dd. c/= 1.5. 7.0 Hz. IH). 


2-031 


Me 


H 


H 


nPr 


1.00 (t, J = 7.3 Hz, 3H), 1.83- 
2.02 (m, 2H), 4.48 (t, J= 7.7 Hz, 
2H), 6.56 (d, J = 6.6 Hz, IH), 
7.20-7.28 (m, 2H), 7.43-7.49 (m, 
2H). 7.57 (d. «/= 6.6 Hz, IH). 


2-032 


-CHzOMe 


H 


H 


nPr 


0.96 (t, J - 7.3 Hz, 3H), 1.35- 

1.47 (m, 2H), 1.81-1.91 (m, 2H), 
3.43 (s, 3H), 4.48-4.56 (m, 3H), 
6.89 (d, c/= 6.7 Hz, IH), 6.97- 

7.48 (m, 4H), 7.68 (d, J= 6.7 Hz» 
IH). 


2-033 


H 


H 


H 


nBu 


0.98 (t, «/= 7.3 Hz, 3H), 1,37- 
1.49 (m, 2H). 1.83-1.94 (m. 2H), 
4.57 (t, cr= 7.6 Hz, 2H), 6.65- 
6.70 (m, IH), 7.22-7.27 (m, 2H), 
7.43-7.51 (in, 3H), 7.68 (dd, J = 
1.5. 6.4 Hz, IH), 


2-034 


Me 


H 


H 


nBu 


0.95 (t, J = 7.3 Hz, 3H), 1.34- 
1.46 (m, 2H), 1.79-1.90 (m, 2H), 
2.29 (s, 3H), 4.51 (t, 7.4 Hz, 
2H). 6.55 (d, J = 6.6 Hz, IH), 
7.20-7.28 (m, 2H), 7.43-7.48 (m, 
2H), 7.59 (d. 6.6 Hz. IH). 


2-035 


H 


Me 


H 


nBu 


0.97 (t, J= 7.3 Hz, 3H), 1.36- 
1.46 (m, 2H), 1.82-1.92 (m, 2H), 
4.54 (t, J= 7.6 Hz, 2H), 7.19- 
7.27 (m. 2H). 7.40-7.62 (m, 4H). 


2-036 


H 


Br 


H 


nBu 


0.99 (t, J = 7.5 Hz, 3H), 1,43 
(sextet, J = 7.5 Hz, 2H), 1,83- 
1.93 (m , 2H), 4.53 (t, J=^ 7.5 Hz, 
2H), 7.21-7.30 (ni, 2H), 7.42-7.52 
(m, 2H), 7.64 (d. t7= 2.1 Hz, IH), 
7.79 (d. c/= 2.1 Hz. IH). 


2-037 


H 




H 


nBu 


1.00 (t, J = 7.3 Hz, 3H), 1.45 
(sextet, J = 7.3 Hz, 2H), 1.85- 
1.97 (m, 2H), 4.57 (t, J= 7:6 Hz, 
2H), 7.22-7.28 (m, 2H), 7.34-7.44 
(m, 3H), 7,44-7.52 (m, 4H), 7.61 
(d, J= 1,8 Hz, IH), 7.89 (d, </ = 
1.8 Hz. IH). 
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m8 

o 



No. 






^H-NMR (CDCI3) 


3-001 




Me 


2.20 (s, 3H), 2.39 (s, 3H), 3.62 (s, 
3H), 4.65 (d, e/= 6.0 Hz, 2H), 7.21- 
7.38 (m, 5H), 8.37 (s, IH), 10.28 
(br s. IH). 


3-002 




Me 


2.19 (s. 3H). 2.38 (s, 3H). 2,93 (t, J 
= 7.2 Hz, 2H). 3.62 (s, 3H), 3.65- 
3.72 (m, 2H), 7.21-7.33 (m, 5H), 
8.34 (s, IH). 9.99 (br s, IH). 


3-003 




Et 


1.32 (t, J= 7.2 Hz, 3H), 2.18 (s, 
3H), 2.42 (s, 3H), 4.20 (q, J= 7.2 
Hz, 2H), 4.64 (d, e/= 6.0 Hz, 2H), 
7.24-7.38 (m, 5H), 8.35 (s, IH), 
10.30 (br s. IH). 


3-004 




Et 


1.33 (t, «/= 7.2 Hz, 3H), 2.18 (s, 
3H). 2.42 (s, 3H), 2.93 (t, 7.5 
Hz, 2H), 3.64-3.71 (m, 2H). 4.21 (q, 
7.2 Hz, 2H), 7.18-7.33 (m, 5H), 
8.32 (s. IH). 10.03 (br s. IH). 


3-005 




nPr 


1.03 (t, J - 7.8 Hz, 3H), 1.65-1.78 
(m, 2H), 2.19 (s, 3H), 2.42 (s, 3H), 
4.07 (t, J= 8.1 Hz, 2H), 4.65 (d, = 
6.0 Hz, 2H), 7.24-7.38 (m, 6H), 
8.36 (s, IH), 10.30 (br s, IH). 


3-006 




nPr 


1.05 (t, c/= 7.5 Hz, 3H), 1.67-1.80 
(m, 2H), 2.19 (s, 3H), 2.42 (s, 3H), 
2.92-2.97 (m, 2H), 3.64-3.72 (m, 
2H), 4.09 (t, J= 7.8 Hz. 2H), 7.20- 
7.35 (m, 5H), 8.33 (s, IH), 10.05 
(br s. IH). 


3-007 




iPr 


1.60 (s, 3H), 1,63 (s, 3H), 2.17 (s, 
3H), 2.40 (s, 3H), 4.64 (d, = 6.0 
Hz, 3H), 7.24-7.34 (m, 5H), 8.31 (s, 
IH), 10.31 (br s, IH). 


3-003 




iPr 


1.62 (s, 3H), 1.64 (a, 3H), 2.17 (s, 
3H), 2.40 (s, 3H), 2.93 (d, </= 7.8 
Hz, 2H), 3.62-3.69 (m, 2H). 4.64 
(br s, IH), 7.18-7.33 (m, 5H), 8.28 
(s. IH). 10.04 (br s, IH). 


3-009 




nBu 


0.98 (t, 7.2 Hz, 3H), 1.38-1.51 
(m, 2H). 1.61-1.71 (m, 2H), 2.18 (s, 
3H). 2.41 (s, 3H), 4.10 (t, 8.1 
Hz, 2H), 4.64 (d, 6.0 Hz, 2H), 
7.21-7.38 (m, 5H), 8.35 (s, IH), 
10.30 (br s. IH). 


3-010 




nBu 


1.00 (t, J= 7.2 Hz, 3H), 1.40 (m, 
2H), 1.61-1.72 (m, 2H), 2.93 (t, J = 
7.2 Hz, 2H), 3.63-3.70 (m, 2H), 
4.11 (t, </= 7.8 Hz, 2H), 7.18-7.32 
(m, 5H), 8.32 (s, IH), 10.03 (br s, 
IH). 
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No. 






^H-NMR (CDCI3) 


3-011 




nHexyl 


U.Oy (,t, d — 1 ,z xiz, OJtl^ l.oU-l.oU 
(m, 6H), 1.60-1.75 (m, 2H), 2.18 (s, 
3H). 2.41 (s, 3H), 4.09 (t, = 7.8 
Hz, 2H), 4.64 (d, 5.7 Hz, 2H), 

/.Zt>-/.DO \.ni, Oil;, o.oD vs, ±Xly. 


3-012 


^^^^ 


nHexyl 


0.91 (t, ./= 6.9 Hz. 3H), 1.32-1.45 
(m, 6H), 1.63-1.70 (m, 2H), 2.18 (s, 
3H). 2.40 (a, 3H), 2.93 (t, J =^ 7.5 
Hz, 2H), 3.63-3.70 (m, 2H), 4.10 
(t, V= 7.8 Hz, 2H), 7.18-7.32 (m, 
5H). 8.31 (s. IH), 10.04 (br s, IH). 


3-013 




Bn 


2.19 (s, 3H), 2.31 (s, 3H), 4.64 (d, J 
= 5.7 Hz, 2H), 5.44 (br s, 2H), 
7.07-7.38 (m, lOH), 8.44 (s, IH), 
10.24 (br s, IH), 


3-014 




Bn 


2.18 (s, 3H), 2.31 (s, 3H), 2.93 (t, J 
= 7.5 Hz, 2H), 3.64-3.71 (m, 2H), 
5.45 (br s. 2H), 7.08-7.36 (m, lOH), 
8.41 (s. IH). 9.98 (br s, IH). 


3-015 




Ph 


2.00 (s, 3H), 2.22 (s, 3H), 4.68 (d, J 
= 5.7 Hz, 2H), 7.15-7.32 (m. 7H), 
7.49-7.58 (m, 3H), 8.49 (s, IH), 
10.02 (br s, IH). 


3-016 




Ph 


2.00 (s. 3H), 2.22 (s, 3H), 2.88 (t, J 
= 7.8 Hz, 2H), 3.59-3.66 (m, 2H), 
7.16-7.29 (m, 7H), 7.51-7.61 (m, 
3H). 8.46 (s. IH). 9.82 (br s. IH), 
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^10 

o 



nBu 



No. 






^H-NMR (CDCls) 


3-033 




nBu 


0.93 a 7.2 Hz, 3H), 0.98 (t, J = 
7.2 Hz. 3H), 1.32-1.51 (m, 6H). 
1 61-1 69 (m 2H\ 2.41 Cs. 3H>. 2.48 
(t, J- = 7.8 Hz, 2H), 4.09 (t, «/ = 7.8 
Hz, 2H), 4:64 (d, J = 6.0 Hz, 2H), 
7.23-7.38 (m, 5H), 8.35 (s. IH). 10.30 
(br s. IH). 






11.JLJ U 


0.93 (t, e/= 7.2 Hz, 3H), 1.00 (t, e/ = 
7.2 Hz, 3H), 1.30-1.54 (m, 6H), 
1.63-1.72 (m, 2H), 2.42 (s, 3H), 2.48 
e/ = 7 8 Hz 2HV 2.93 (m 2H), 
3.62-3.70 (m, 2H), 4.10 (t, 7.8 
Hz, 2H), 7.16-7.32 (m, 5H), 8.32 (s, 
IH), 10.04 (br s, IH). 


3-035 




nPentyl 


0.90 (t, e/= 6.9 Hz, 3H), 0.98 (t, 
7 2 Hz 3H^ 1 30-1 53 (m 8H) 
1.62-1.69 (m, 2H), 2.47 (s, 3H), 2.48 
(t, 7.5 Hz, 2H), 4.09 (t, c/ = 7.8 
Hz, 2H), 4.64 (d, J = 5.7 Hz, 2H), 
7.23-7.38 (m, 5H), 8.35 (s, IH), 10.31 
(br s, IH). 


3-036 


or- 


nPentyl 


0.90 (t, J- 6.9 Hz, 3H) , 1.00 (t, e/ = 
7.2 Hz, 3H), 1.28-1.39 (m, 4H), 
1.40-1.55 (m, 4H), 1.62-1.72 (m, 2H), 
2.42 (s, 3H), 2.47 (t. 7.5 Hz. 2H). 
2.93 (t, 7.2 Hz, 2H), 3.63-3.70 
(m, 2H), 4.10 (t, J - l.B Hz. 2H), 
7.20-7.32 (m, 5H), 8.32 (s, IH), 10.04 
(br s, IH). 


3-037 




I 


0.98 (t, J= 7.3 Hz, 3H), 1.38-1.60 
(m, 2H), 1.61-1.71 (m, 2H), 2.71 (s, 
3H), 4.16 (t, J= 7.9 Hz, 2H), 4.63 (d, 
5.8 Hz, 2H), 7.22-7.37 (m, 5H), 
8.78 (s. IH), 10.4 (br s. IH). 


3-038 




I 


1.00 (t, l.Z Hz, 3H), 1.39-1.51 
(m, 2H). 1.59 (s, 3H). 1.61-1.71 (m, 
2H), 2.71 (s, 3H), 2.92 (t, 7.6 Hz. 
2H), 3.62-3.69 (m, 2H), 4.17 (t. J = 
7.9 Hz, 2H), 7.19-7.33 (m, 5H), 8.74 
(s. IH). 9.77 (br s, IH). 


3-039 




X) 


1.00 (t, J'= 7.3 Hz, 3H), 1.41-1.53 
(m, 2H), 1.68-1.78 (m, 2H). 4,15 (t, J 
= 7.6 Hz, 2H), 4.65 (d, J= 5.8 Hz, 
2H), 7.22-7.45 (m, lOH), 8.46 (s, 
IH), 10,25 (br s, IH). 


3-040 




X) 


1.02 (t. */= 7.3 Hz, 3H). 1.43-1.55 
(m. 2H). 1.69-1.79 (m, 2H). 2.41 (s. 
3H), 2.94 (t, t/= 7.9 Hz. 2H). 3.65- 
3.72 (m, 2H), 4.16 (t. </= 7.6 Hz, 2H). 
7.19-7.45 (m, lOH), 8.43 (s, IH). 9.98 
(br s, IH). 
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m 1 1 

o 

H 



nBu 



No. 






iH-NMR (CDCI3) 


3-044 




CF3 


1.02 (t, J= 6.7 Hz, 3H), 1.42-1.54 
(m, 2H), 1.66-1.74 (m, 2H). 2.61 (s, 
3H), 2,93 (t, J= 7.3 Hz, 2H), 3.64- 
3.69 (m, 2H), 4.14 (t. J= 7.9 Hz, 2H), 
7.20-7.33 (m, 5H), 8.69 (s, IH), 9.61 
Cbrs. IH). 
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m 1 2 

O 



nBu 



No. 






iH-NMR (CDCI3) 


3-061 


n-Hexyl 


0 

.^j^-(CH2)5CH3 

H 


0.86-0,91 (m, 6H), 0.95 (t, J = 
7.3 Hz, 3H), 1.26-1.47 (m, 16H), 
1.54-1.65 (m, 4H), 1.73-1.83 (m, 
Zi±)y o.do-d.4t> vm, 4±i;, 4.U/ Qt, 
J= 7.3 Hz, 2H), 6.72 (t, </= 5.5 
Hz, IH), 8.40 (d, 2.7 Hz, 
IH), 8.83 (d, </= 2.7 Hz, IH), 
9.69 (t. J'- 5.5 Hz, IH). 


3-062 




O 


1.02 (t, 7.3 Hz, 3H), 1.33- 
1.45 (m, 2H), 1.72-1.82 (m, 2H), 

4.06 (t, 7.6 Hz, 2H), 4.58 (d, 
J= 5.5 Hz, 4H), 6.81 (br s, IH), 
7.24-7.36 (m, lOH), 7.42 (d, J = 

2.7 Hz, IH). 8.78 (d, c/= 2.7 Hz, 
IH), 10.00 (br s, IH). 


3-063 




H 


0.97 (t, c7= 7.3 Hz, 3H), 1.33- 
1.46 (m, 2H), 1.72-1.82 (m, 2H), 
2.88-2.94 (m, 4H), 3.63-3.72 (m, 
4H), 4.06 (t, J = 7.6Hz, 2H), 
7.20-7.34 (m, lOH), 8.37 (d. 
2.7 Hz, IH), 8.65 (d, J= 2.7 Hz, 
IH), 9.52 (br s, IH). 


3-064 




0 

{CH2)3CH3 


0.91-0.96 (m, 6H), 0.93 (t, 
7.3 Hz, 3H), 1.32-1.44 j(m, 4H)» 
1.54-1.65 (m, 6H), 1.71-1.81 (m, 
2H), 3.38 (br s, 4H), 4.02 (t, = 
7.3 Hz, 2H), 4.64 (d, 5.8 Hz, 
2H), 7.23-7.39 (m, 5H), 7.85 (d, 
2.7 Hz, IH), 8.58 (d, J= 2.7 
Hz, IH). 10.04 <t, J = 5.5 Hz, 
IH). 


3-065 




H 


0.96 (t, 7.3 Hz, 3H), 1.15- 
1.49 (m, 6H), 1.64-1.81 (m, 6H). 
1.96-2.05 (m, 2H), 3.87-3.99 (m, 
IH). 4.05 (t, J = 7.3 Hz, 2H), 
4.64 (d, J- 5.8 Hz, 2H), 6.10 (d. 
J = 7.9 Hz, 2H), 6.92-7.38 (m, 
5H), 8.38 (d, 2.7 Hz, IH), 
8.72 (d, «/= 2.7 Hz, IH), 10.05 
(t, 5.8 Hz, IH). 


3-066 




O 

H 


0.89 (t, J= 6.7 Hz, 3H), 0.97 (t, 
e7= 7.3 Hz. 3H), 1.27-1.45 (m, 
8H), 1.54-1.63 (m, 2H), 1.73- 
1.82 (in, 2H), 2.93 (t, J = 7.6 
Hz, 2H), 3.38-3.45 (m, 2H), 
3.65-3.72 (m, 2H). 4.06 (t, J = 
7.6 Hz, 2H), 6.44 (t, e/= 5.5 Hz, 
IH), 7.20-7.34 (m, 5H), 8.39 (d, 
2.7 Hz, IH), 8.74 (d, J= 2.7 
Hz, IH). 9.78 (t. J = 5.5 Hz, 
IH). 
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wo 02/053543 PCT/JPOl/1 1427 



^ 1 3 



O 




nBu 



No. 






^H-NMR (CDCI3) 


3-067 




I 


0.96 (t, «/= 7.3 Hz, 3H). 1.31-1.44 
(m. 2H). 1.68-1.78 (m, 2H), 3.95 (t, J 
= 7.3 Hz, 2H), 4.62 (d, = 7.3 Hz, 
2H), 7.23-7.36 (m, 5H). 7.70 (d, J = 
2.6 Hz, IH), 8.67 (d, J= 2.6 Hz, IH), 
10.03 (br 8. IH). 


3-068 




X) 


0.98 (t, J= 7.3 Hz. 3H), 1.36-1.48 
(m, 2H), 1.75-1.85 (m, 2H), 4.08 (t, J 
= 7.6 Hz, 2H), 4.67 (d, 5.8 Hz, 
2H), 7,22-7.50 (m, lOH), 7.69 (d, 
2.7 Hz, IH), 8.87 (d, c/= 2.7 Hz, IH), 
10.25 (br s. IH). 


3-069 






0.98 (t, J = 7.6 Hz, 3H), 1.34-1.46 
(m, 2H), 1.72-1.82 (m, 2H), 4.01 (t, J 
= 7.6 Hz, 2H), 4.65 (d, J - 5.8 Hz, 
2H). 7.23-7,40 (m, 8H), 7.45-7.51 
(m, 2H), 7.73 (d, J ^ 2.7 Hz, IH), 
8.66 (d, 2.7 Hz, IH), 10,03 (t, </= 
5.8 Hz, IH). 


3-070 


hBuO 


H 


0.95 (t, </= 7.5 Hz, 3H), 1.38 (sextet. 
c/= 7.8 Hz, 2H), 1.73-1.79 (m, 2H), 
3,90 (s, 3H), 3,98 (t, </= 7.5 Hz, 2H), 
6.24 (d, c/= 6.9 Hz, IH), 7.53 (dd, J 
= 6.7, 2.1 Hz, IH), 8.14 (dd, 7.5, 
2.4 Hz. IH). 


o-\j I i 




H 


0.95 (t, J= 6.9 Hz, 3H), 1.36 (sextet, 
J= 7.8 Hz, 2H), 1.66-1.80 (m, 2H), 
3.96 (t, J= 7,2 Hz, 2H), 4.60 (d, c/ = 

6.0 Hz, 2H), 6.36 (t, J= 7.5 Hz, IH), 
7.20-7.40 (m, 5H), 7.46 (dd, 6.3, 

2.1 Hz, IH). 8.47 (dd, c/= 7:2. 2.4 
Hz, IH). 


3-072 




CFa 


0.99 (t, c/= 7.3 Hz, 3H), 1.34-1.47 
(m, 2H). 1.72-1.82 (m. 2H), 2.93 (t, J 
= 7.3 Hz, 2H), 3.66-3.73 (m, 2H), 
7.20-7.34 (m, 6H), 7.83 (m, IH), 
8.69 (d. J= 2.7 Hz, IH), 9.62 (br s, 
IH). 


3-073 






0.99 (t. */= 7.3 Hz, 3H), 1.37-1.49 
(m, 2H), 2.95 (t, J = 7.3 Hz, 2H), 
3.66-3.73 (m, 2H), 4.07 (t, J= 7.3 
Hz, 2H), 7.19-7.31 (m. 6H), 7.34 (d, 
c7= 2.4 Hz, IH), 7.42 (d. J= 8.5 Hz. 
IH), 7.65 (d, c/= 2.7 Hz, IH), 8.63 
(dd, 2.7, 0.6 Hz, IH), 9.89 (t, J = 
5.8 Hz, IH). 1 
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wo 02/053543 PCT/JPOl/1 1 427 



1 4 

O 

nBu 



No. 




R3 


^H-NME (CDClg) 


3-074 






1,00 (t, ^ = 7.3 Hz, 3H), 1.38- 
1.50 (m, 2H), 1.70-1.87 (m, 2H), 
2.97 (t, J - 7.3 Hz, 2H), 3.69- 
3.76 (m, 2H), 4.09 (t, J = 7.3 
Hz, 2H), 6.58 (brs, IH), 7,20- 
7.34 (m, 6H), 7.44-7.41 (m, 2H), 
8.63 (s, IH), 8.89 (d, J== 2.4 Hz, 
IH), 10.11 (t, 5.8 Hz, IH). 
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wo 02/053543 



PCT/JPOl/11427 



« 1 5 



O 




nBu 



No. 






^H-NMR (CDClg) 1 


3-081 




Me 


0.98 (t, J = 7.2 Hz, 3H), 1.43 
(sextet, J= 7.5 Hz, 2H). 1.60-1.70 
(m, 2H), 2.46 (s, 3H), 4.05 (t, c/ = 
8.1 Hz. 2H), 4.27 (dd, c/= 7.2, 6.6 
Hz, IH). 4.64 (d. J= 5.7 Hz, 2H), 
7.20-7.40 (m, 5H), 8.41 (d, J= 7.5 
Hz, IH), 10.2 (br s, IH). 


3-082 




nPentyl 


0.93 (t, J-= 7.2 Hz, 3H), 0.98 (t, J 
= 7.2 Hz, 3H), 1.37-1.50 (in, 6H), 
1.62-1.70 (m, 4H), 2.67 (t, J== 7.8 
Hz, 2H), 4.06 (t, J= 7.8 Hz, 2H), 
4.64 (d, J= 6.0Hz, 2H), 6.27 (d, J 
= 7.5 Hz, IH), 7.20-7.40 (m, 5H), 
8.44 (d, J= 7.5 Hz, IH), 10.21 (br 
s, IH). 


3-083 




nPentyl 


0.93 (t, c/= 6.9 Hz, 3H), 1.00 (t, J 
= 7.2 Hz. 3H), 1.38-1.49 (m. 6H), 
1.63-1.70 (m, 4H). 2.66 (t, 7.8 
Hz, 2H), 2.93 (t, c/= 7,5 Hz, 2H), 
3.63-3.68 (m, 2H), 4.06 (t, J= 7.8 
Hz, 2±i), b.ZJ (a, «/ — /.& HZ, IJuJi), 
7.17-7.32 (m, 5H), 8.40 (d, 7.5 
Hz. IH). 9.94 (br s, IH). 


3-084 




nHexyl 


0.91 (t, t7= 7.2 Hz, 3H), 0.98 (t, J 
= 7.2 Hz, 3H), 1.30-1.50 (m, 8H), 
1.60-1,72 (m. 4H). 2.67 (t, J= 7,8 
Hz, 2H), 4.05 (t, c/= 8.1 Hz, 2H), 
4.64 (d, e/= 5.7 Hz, 2H), 6.28 (d, J 
= 7.8 Hz, IH), 7.20-7.40 (m. 5H), 
8.44 (d, 7.8 Hz, IH). 10.21 (br 
s. IH). 


3-085 




nHexyl 


0.91 (t, J= 7.2 Hz, 3H), 1.00 (t, J 
= 7.2 Hz, 3H), 1.31-1,49 (m, 8H), 
1,61-1.71 (m, 4H), 2,67 (t, J= 7.8 
Hz, 2H), 2.93 (t. J= 7.2 Hz, 2H), 
3.63-3.70 (m, 2H), 4.06 (t, J= 7.8 
Hz, 2H), 6.27 (d, c/ = 7.8 Hz, IH), 
7.18-7.33 (m, 5H), 8.41 (d, = 7.8 
Hz. IH). 9.94 (t, c7= 5.1 Hz.lH). 
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wo 02/053543 



PCT/JPOl/11427 



^ 1 6 



No. 



mm. 



^H-NMR (CDCla) 



3-101 




3.03 (t, e/= 6.4 Hz, 2H), 4.35 (t, c/ = 

6.4 Hz, 2H), 4.68 (d, J = 5.8 Hz, 
2H), 6.94 (d, J'= 7.9 Hz, IH), 7.23- 
7.49 (m, 8H), 7.81 (d, <7 = 7.3 Hz, 
IH), 8.63 (d, J- =7.9 Hz, IH), 10.22 
(br s, IH). 



3-102 



1.79-1.88 (m, 2H), 1.95-2.03 (m, 
2H), 2.88 (t, 6.4 Hz, 2H). 4.04 (t, 
J= 6.1 Hz, 2H), 4.65 (d, J= 5.8 Hz, 
2H), 6.26 (d, 7.3 Hz, IH), 7.20- 
7.38 (m, 5H), 8.46 (d, J= 7.3 Hz, 
IH). 10.19 (br s. IH). 



3-103 



3-104 




2,97 (t, 7.3 Hz, 2H), 3.04 (t, = 
6.4 Hz, 2H), 3.68-3.75 (m, 2H), 4.35 
(t, J= 6.4 Hz, 2H), 6.92 (d, J= 7.9 
Hz, IH). 7.19-7.35 (m, 5H), 7.37- 
7.43 (m. 3H). 7.80 (dd. J= 1.5, 7.3 
Hz, IH), 8.59 (d, J= 7.9 Hz. IH). 
9.93 (br s, IH). 




1.79-1.88 (m, 2H). 1.95-2.04 (m, 
2H), 2.87 (t, J== 6.4 Hz, 2H), 2.93 (t, 
J= 7.3 Hz, 2H), 3.65-3.72 (m. 2H), 
4.04 (t, e/= 6.4 Hz. 2H), 6.24 (d, J 
=7.3 Hz, IH), 7.18-7.33 (m, 5H), 
8.42 (d, 7.3 Hz, IH), 9,90 (br s, 
IH). 



3-105 



O Me 



Me 



nBu 



0.97 (t, J = 7.5 Hz, 3H), 1.42 
(sextet, J= 7.5 Hz. 2H), 1.60-1.70 
(m, 2H), 2.39 (s. 3H). 2.63 (s, 3H), 
3,91 (t, J= 7.9 Hz, 2H), 4.60 (s. 2H), 
6.05 (s, IH), 7.20-7.40 (m, 5H). 



3-106 



3-107 



3-108 



O Me 



" O^N^Me 



nBu 



0.98 (t, J = 7.5 Hz, 3H), 1.43 
(sextet, e/= 7.5 Hz, 2H), 1.60-1.72 
(m, 2H), 2.39 (s, 3H), 2.61 (s, 3H), 
2.93 (t-like, 2H), 3.63 (t-like, 2H), 
4.00 (t, J= 7.9 Hz, 2H), 6.04 (s, IH), 
7.17-7.33 (m. 5H). 



O Me 



nBu 



0.97 (t, J = 7.5 Hz, 3H). 1.42 
(sextet, J= 7.5 Hz, 2H). 1.58-1.72 
(m. 2H). 2.08 (s, 3H), 2.41 (s. 3H), 
2,52 (s, 3H), 4.08 (t, 7.5 Hz, 2H). 
4.62 (s. 2H), 7.20-7.42 (m, 5H), 9.02 
(br s, IH). 



O Me 

^ O'^N^Me 
nBu 



0.98 (t, J = 7.5 Hz, 3H), 1.43 
(sextet, *r= 7.5 Hz, 2H), 1.58-1.72 
(m, 2H), 2.07 (s, 3H), 2.40 (s, 3H), 
2.44 (s. 3H), 2.93 (t. 7.5 Hz, 2H), 
3.67 (t. c/= 7.5 Hz. 2H), 4.07 (t, </ = 
7.8 Hz, 2H). 7.16-7.34 (m. 5H). 8.47 
(br s, IH). 
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wo 02/053543 



PCT/JPOl/11427 



* 1 7 



No. 


mm 


^H-NMR (CDCI3) 


3-109 


0 

O-^N Me 


1.00-1.28 (m,. 4H), 1.56-1.90 (m, 
7H), 2,18 (s, 3H), 2.39 (s, 3H), 4.00 
(br s, 2H), 4.64 (d, «/= 6.0 Hz, 2H), 
7.20-7.40 (m, 5H). 8.35 (s, IH), 10.3 
(br s. IH). 


3-110 




7H), 2.93 (t, 7.5 Hz, 2H), 3.62- 
3.69 (m, 2H), 4.01 (br s, 2H), 7.18- 
7.35 (m, 5H), 8.32 (s, IH), 10.3 (br 
s, IH). 


3-111 


O^N Me 
nPentyl 


0.92 (t, J = 7.2 Hz, 3H), 1.37-1.42 
(m, 4H), 1.60-1.75 (m, 2H), 2.18 (s, 
3H), 2.40 (s, 3H), 4,08 (t, J= 8.1 Hz, 
2H), 4.64 (d, 5.7 Hz, 2H). 7.20- 
7.40 (m, 5H), 8.35 (s, IH), 10.3 (br 
s, IH). 


3-112 


nPentyl 


0.94 (t, e/= 7.2 HZ..3H), 1,38-1.42 
(ra, 4H), 1.60-1.75 (in, 2H), 2.18 (s, 
8H), 2.40 (s, 3H), 2.93 (t. */= 7.8 Hz, 
2H), 3-60-3.70 (m, 2H), 4.10 (t, J = 
7.8 Hz, 2H), 7.20-7.35 (m, 5H), 8.31 
(s. IH). 10.03 (br s. IH). 
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wo 02/053543 



PCT/JPOl/11427 



^18 

nBu 



No. 




1 


»H-NMR (CDCI3) 


4-001 




-CHj- 


0.97 (t. J- 7.5 Hz, 3H). 1.43 (sextet. J= 
7.5 Hz, 2H), 1.62 (quint. J = 7.5 Hz, 
2H), 1.74 (quint, J= 6.0 Hz, 2H), 1.88 
(quint, J= 6.0 Hz, 2H), 2.62 (t, J" = 6.0 
Hz. 2H), 2.74 (t, J= 6.0 Hz, 2H), 4.03 (t, 
J= 7.8 Hz, 2H), 4.64 (d, J= 6.0 Hz, 2H), 
7.23-7.38 (m, 5H), 8.28 (s, IH), 10.32' 


4-002 




-CH2- 


0.99 (t, c/= 7.5 Hz, 3H), 1.45 {sextet, 
7.5 Hz, 2H), 1.63 (quint, «/ = 7.5 Hz, 
2H), 1.74 (quint, J= 6.0 Hz, 2H), 1.88 
(quint, c/s= 6.0 Hz, 2H), 2.62 (t. J= 6.0 
Hz, 2H), 2.74 (t, J^= 6.0 Hz, 2H), 2.93 (t, 
J= 7.8 Hz, 2H), 3.66 (dt, J= 9.0 Hz, 6.0 
Hz, 2H), 4.03 (t, 7.8 Hz, 2H), 7.20- 
7.33 (m, 5H), 8,25 (s, IH), 10.05 (br t, J 
= 60 Hz IH'i 


4-003 




-CHa- 


0.99 (t, 7.5 Hz, 3H), 1.45 (sextet, 
7,5 Hz, 2H), 1.66 (quint, J = 7.5 Hz, 
2H), 1.73 (quint, c/ = 6.0 Hz, 2H), 1.87 
(quint, J= 6.0 Hz, 2H), 2.61 (t, J= 6.0 
Hz, 2H), 2.73 (t, 6.0 Hz, 2H), 2.82 (t, 
J= 7.8 Hz, 2H). 3.60 (dt, J= 9.0 Hz. 6.0 
Hz, 2H), 4.03 (t, 7.5 Hz, 2H), 6.65 
(dd. 6.3 Hz, 2.1 Hz, 2H), 7.05 (dd, J 
= 6.3 Hz, 2.1 Hz, 2H), 8.23 (s, IH), 
10.01 (br t, J- 6.0 Hz, IH). 


4-004 




-CH2- 


0.99 (t, 7.2 Hz, 3H), 1.44 (sextet, J= 

7.2 Hz, 2H), 1.65 (quint, J = 7.2 Hz, 
2H), 1.74 (quint, J - 6.0 Hz, 2H), 1.88 
(quint, 6.0 Hz, 2H), 2.64 (t. 6.0 
Hz, 2H), 2.74 (t, J'= 6.0 Hz, 2H), 2.94 (t, 
J= 7.5 Hz, 2H), 3.70 (q, J= 6.9 Hz, 2H), 

4.03 (t, J= 7.8 Hz, 2H), 7.20 (d, J= 4.8 
Hz, 2H). 8.22 (s, IH), 8.51 (br s, 2H), 
10.10 (br t. 6.0 Hz. IH). 


4-005 


a 


-CH2- 


1.01 (t, 7.5 Hz, 3H). 1.44 (sextet, 
7.5 Hz, 2H), 1.70 (quint, J = 7.5 Hz, 
2H), 1.76 (quint, 6.0 Hz, 2H), 1.91 
(quint, c/= 6.0 Hz, 2H), 2.66 (t, J= 6.0 
Hz, 2H), 2.78 (t, 6.0 Hz, 2H), 4.09 (t, 
7.8 Hz, 2H), 7.09 (t, c/= 7.5 Hz, IH), 
7.34 (t, J= 7.6 Hz, 2H), 7.77 (d, J= 7,5 
Hz, 2H), 8.34 (s. IH), 12.18 (br s. IH). 
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wo ()2/(>53543 



PCT/JP01/1I427 



1 9 

nBu 



No. 




1 


^H-NMR (CDCI3) 


4-006 




-CH2- 


0.98 (t, 7.5 Hz, 3H), 1.43 (sextet, 
7.5 Hz, 2H), 1.66 (quint, c/ = 7.5 Hz, 
2H), 1.74 (quint, J= 6.0 Hz, 2H), 1,88 
(quint, J- 6.0 Hz, 2H), 2.62 (t, J= 6.0 
Hz, 2H), 2.74 (t, J- 6.0 Hz, 2H), 4.02 (t, 
7.8 Hz. 2H), 4.53 (d, 6.0 Hz, 2H), 
5.02 (s, 2H), 6,74 (d, J= 7.8 Hz, IH), 
6.81 (dd, J= 7.8 Hz, 1.8 Hz, IH), 6.86 
(d. J= 1.8 Hz, IH), 8.27 (s. IH). 10.26 
(br t, 6.0 Hz. IH). 


4-007 






0.98 (t, J= 7.5 Hz, 3H), 1.44 (sextet, 
7.5 Hz, 2H), 1.63 (quint, J = 7.5 Hz, 
2H), 1.73 (quint, J= 6.0 Hz, 2H), 1.88 
(quint, t/= 6.0 Hz, 2H), 2.62 (t, J- 6.0 
Hz, 2H), 2.74 (t, J= 6.0 Hz, 2H), 4.03 (t, 
J= 7.8 Hz, 2H), 4.62 (d, c/= 5.4 Hz, 2H), 
6.26 (dd, 3.0 Hz, 0.9 Hz, IH), 6.28- 
6.31 (m, IH), 7.36 (d, J= 0.9 Hz, IH), 
8.26 (s. IH). 10.25 (br t. c/= 6.4 Hz, IH). 



153 



wo 02/053543 



PCT/JP0iyil427 



.^2 0 

nBu 



No. 




1 


^H-NMR (CDCI3) 


4-008 






0.98 (t, J = 7.5 Hz, 3H), 1.43 
(sextet, J = 7.5 Hz, 2H), 1.62 
(quint. V= 7.5 Hz. 2H), 1.74 (quint, 
e/= 6.0 Hz, 2H), 1.88 (quint, 6.0 
Hz, 2H), 2.62 (t, J= 6.0 Hz, 2H), 
2,74 (t, J'= 6.0 Hz, 2H), 4.03 (t, J = 
7.8 Hz, 2H), 4.59 (d, J = 6.0 Hz, 
2H), 7.26 (s, 2H), 7.28 (s, 2H), 8.26 
(s. 1H)» 10.35 Obr t. J= 6.0 Hz, IH). 


4-009 






0.97 (t, J = 7.5 Hz, 3H), 1.43 
(sextet, J = 7.5 Hz, 2H), 1.64 
(quint, 7,5 Hz, 2H), 1.74 (quint, 
«/= 6.0 Hz, 2H), 1.88 (quint, J= 6.0 
Hz, 2H), 2.62 (t, 6.0 Hz, 2H), 
2.73 (t, J - 6.0 Hz. 2H), 3.78 (s, 
3H). 4.01 (t, 7.8 Hz, 2H), 4.57 
(d, J= 6.0 Hz, 2H), 6.85 (d, J- 9.0 
Hz, 2H), 7.29 (d, e/= 9.0 Hz, 2H), 
8.27 (s, IH), 10.24 (br t, c/= 6.0 Hz, 
IH), 


4-010 




-0- 


0.98 (t, J = 7.5 Hz, 3H), 1.43 
(sextet, J = 7.5 Hz, 2H), 1.66 
(quint, c/= 7.5 Hz, 2H), 2.82 (t, J = 
6-0 Hz, 2H), 4.01 (t, J= 6.0 Hz, 2H), 
4.02 (t, 7.5 Hz, 2H), 4.60 (s, 
2H), 4.64 (d, J= 6.0 Hz, 2H), 7.24- 
7.38 (m, 5H), 8.22 (e, IH), 10.22 (br 
t. J- 6.0 Hz, IH). 


4-011 




-0- 


1.00 (t, J = 7.5 Hz, 3H), 1.45 
(sextet, J = 7,5 Hz, 2H), 1.69 
(quint, J= 7.5 Hz, 2H), 2.83 (t, J = 

6.0 Hz, 2H), 2.93 (t, e/= 7.5 Hz, 2H), 
3.67 (dt, J= 9.0 Hz, 6.0 Hz, 2H), 

4.01 (t, c7= 6.0 Hz, 2H), 4.03 (t, 
7.5 Hz, 2H), 4.60 (s, 2H), 7.18-7.36 
(m, 5H), 8.19 (s, IH), 9.96 (br t, c7 = 
6.0 Hz, IH). 


4-012 




-0- 


0.99 (t, J = 7.5 Hz, 3H), 1.45 
(sextet, J' = 7.5 Hz, 2H), 1.67 
(quint. J- 7.5 Hz, 2H), 2.82 (t, «/ = 

6.0 Hz, 2H), 2.83 (t, e/= 7.5 Hz, 2H), 
3.61 (dt, J= 9.0 Hz, 6.0 Hz, 2H), 

4.01 (t, J= 6.0 Hz, 2H), 4.03 (t, J = 
7.5 Hz, 2H), 4.59 (s, 2H), 6.71 (d, J 
= 7.5 Hz, 2H), 7.07 (d, 7.5 Hz. 
2H), 8.17 (s. IH), 9,92 (br t, 6.0 
Hz, IH). 
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wo «2/053543 



PCT/JPOl/11427 



^2 1 







o 


oo 

1 * 

nBu 


No. 




1 


^H-NMR (CDClg) 


4-013 






0.96 (t, J = 7,5 Hz, 3H). 1.41 
(sextet, 7.5 Hz, 2H), 1.60-1.73 
(m, 2H), 2.78 (d, c/ = 4.2 Hz, 2H), 
2.84 (d, J= 4.2 Hz, 2H), 3.48 (s, 
2H). 3.69 (s, 2H), 3.99 (t, J= 7.5 
Hz, 2H), 4.63 (d, J = 6.0 Hz, 2H), 
7.26-7.37 (m, lOH), 8.21 (s, IH), 
10.24 (br t, 6.0 Hz. IH). 


4-014 






0.98 (t, J = 7.5 Hz, 3H), 1.43 
(sextet, J = 7.5 Hz, 2H), 1.65 
(quint, </= 7.5 Hz, 2H), 2.78 (d. c/ = 
4.5 Hz, 2H), 2.85 (d, J = 4.5 Hz, 
2H), 2,92 (t, 7.5 Hz, 2H), 3.48 
(s, 2H), 3.66 (dt, c/= 9.0 Hz, 6.0 Hz, 
2H), 3.69 (s, 2H), 4.01 (t, = 7.8 
Hz. 2H), 7.23-7.38 (m, lOH), 8.18 
(s. IH). 9.99 (br t. 6.0 Hz. IH). 



155 



wo 02/053543 



PCT/JPOl/11427 



.^2 2 

nBu 



No. 




1 


^H-NMR (CDCI3) 


4-015 


cr 


1 


0.97 (t, J - 7.5 Hz, 3H), 1.43 
(sextet, J = 7.5 Hz, 2H), 1.65 
(quint, J= 7.5 Hz, 2H), 2.77 (t, ^ = 
6.0 Hz, 2H), 3.19 (t, J = 6.0 Hz, 
2H), 3.86 (s, 2H), 4.01 (t, J= 7.8 
Hz. 2H), 4.64 (d, c/= 6.0 Hz, 2H), 

10.27 Cbr t, «/= 6.0 Hz. IH). 


4-016 






0,99 (t, J = 7.5 Hz, 3H), 1.45 
(sextet, J = 7.5 Hz, 2H), 1.66 
(quint, 7.5 Hz. 2H), 2.78 (t. = 
6.0 Hz, 2H), 2.93 (t, J = 7.5 Hz, 
2H), 3.19 (t, 6.0 Hz, 2H), 3.67 
(dt, J== 9.0 Hz, 6.0 Hz, 2H), 3.86 (s, 
2H), 4.02 (t, J= 7.8 Hz, 2H), 7.18- 
7.34 (m, 5H), 8.21 (s, IH), 10.01 (br 
t, 6.0 Hz, IH). 


4-017 






0.98 (t, J = 7,5 Hz, 3H). 1.44 
(sextet. J = 7.5 Hz, 2H), 1.66 
(quint, J= 7.5 Hz, 2H), 2.93 (br t, J 
= 6.0 Hz, 2H), 3.80 (br t, ^= 6.0 Hz, 
2H), 4.02 (t, J= 7.8 Hz, 2H), 4.49 
(s. 2H), 4.62 (d, J = 6.0 Hz, 2H), 
7.23-7.35 (m, 5H), 7.43-7.51 (m, 
5H), 8.10 (s, IH), 10.16 (br t, J- = 
6.0 Hz, IH). 


4-018 






0.98 (t, J = 7.5 Hz, 3H), 1.43 
(sextet, c/= 7.5 Hz, 2H), 1.55-1.90 
(m, lOH), 2.84 (quint, J= 6.0 Hz, 
IH), 2.91 (t, 7.5 Hz, 2H), 3.82 
(t, 6.0 Hz, 1/3 X2H), 3.91 (t, 
6.0 Hz, 2/3 X2H), 4.01 (t. J= 7.8 
Hz, 2H). 4.52 (s, 2/3 X2H), 4.59 (s, 
1/3 X2H), 4.65 (d, 6.0 Hz, 2H), 
7.24-7.39 (m, 5H), 8.31 (s, 2/3 X 
IH), 8.33 (s, 1/3 X IH), 10.20 (br t. J 
= 6.0 Hz. IH). 



156 



wo 02/053543 



PCT/JPOl/11427 



^2 3 



O 




No. 




1 


iH-NMR (CDCI3) 


4-019 




O 

1 


0.98 (t, .;■= 7.6 Hz, 3H), 0.99 (t, </ = 
7.5 Hz, 3H). 1.43 (sextet, J = 7.5 

Hz, 2H), 1.66 (quint, J = 7.5 Hz, 
2H), 1,67 (quint. J= 7.5 Hz, 2H), 
2.37 (t, J= 7.5 Hz, 2H), 2.84 (t, c/ = 
6.0 Hz, 2/3 X2H), 2.89 (t, J - 6.0 
Hz, 1/3 X2H), 3.77 (t, J 6.0 Hz, 
1/3 X2H), 3.90 (t, J= 6.0 Hz, 2/3 X 
2H), 4.01 (t, J= 7.8 Hz, 2H), 4.47 
(s, 273 X2H), 4.58 (s. 1/3 X 2H). 4.65 
(d, J= 6.0 Hz, 2H). 7.24-7.39 (m, 
5H), 8.30 (s, 2/3 XIH), 8.33 (s, 1/3 
X IH), 10.19 (br t, </= 6.0 Hz, IH). 


4-020 




O 

1 


0.98 (t, J = 7.5 Hz, 3H), 1.29 (s, 
9H), 1.43 (sextet, 7.5 Hz, 2H), 
1.65 (quint, J= 7.5 Hz, 2H), 2-j55 (t, 
J= 6.0 Hz, 2H), 3.90 (t, </= 6.0 Hz, 
2H), 4.00 (t, c/= 7.8 Hz, 2H), 4.62 
(s, 2H), 4.64 (d. J = 6.0 Hz, 2H), 
7.24-7.38 (m, 5H), 8.31 (s, IH), 
10.20 (br t, J= 6.0 Hz. IH). 



157 



wo 02/053543 



PCT/JPOl/11427 



S2 4 

nBu 



No. 




1 


^H-NMR (CDCI3) 


4-021 




O 


0.S8 (t, e/= 7.5 Hz, 1/3 X3H), 0.99 
(t, J = 7.5 Hz, 2/3 X 3H), 1.44 
(sextet, J = 7.5 Hz, 2H), 1.66 
(quint, 7.5 Hz, 2H), 2.86 (t, J' = 
6.0 Hz, 1/3 X2H), 2.99 (t, J" = 6.0 
jiz, Zlo^ £tx±)f o.by ^t, e/ = o.U Hz, 
1/3 X2H), 4.02 (t, J= 6.0 Hz, 2/3 X 
2H), 4.06 (t, J= 7.8 Hz, 2H), 4.40 
(s, 1/3 X 2H). 4,62 (s, 2/3 X 2H), 4.63 
(d, «/= 6.0 Hz. 2H), 7.24-7,38 (m, 
7H), 8.11 (s, 2/3 XlH), 8.39 (s, 1/3 
X IH), 8.76 (d, J = 5.4 Hz. 2H). 
10.12 (br t, J'= 6.0 Hz, IH). 


4-022 




0 

II 


1.00 (t, J = 7.5 Hz, 3H), 1.46 
(sextet, J = 7.5 Hz, 2H), 1.67 
(quint. 7.5 Hz, 2H), 2.91 (t, c/ = 
7.5 Hz, 2H), 2.92 (t. J = 6.0 Hz, 
2H), 3.66 (dt, J - 6.3 Hz, 6.9 Hz, 
2H), 4.03 (t, e/= 6.0 Hz, 2H), 4.04 
(t, e/'= 7.5 Hz, 2H), 4.48 (br s, 2/3 X 
2H), 4.68 (br s, 1/3 X2H), 7.20-7.32 
(m, 5H), 7.44-7.51 (m, 5H), 8.08 (br 
s, 2/3 XlH), 8.37 (br s, 1/3 XlH), 
9.89 (br t, c/= 6.0 Hz. IH). 


4-023 


0^ 




0.99 (t, J = 7.5 Hz, 3H), 1.44 
(sextet, e/= 7.5 Hz, 2H). 1.60-1.88 
(m, lOH), 2.83 (t. 6.0 Hz, 2H), 
2.89 (quint, 6.0 Hz, IH), 2.93 (t, 
7.5 Hz, 2H), 3.68 (dt. 6.6 Hz, 
7.2 Hz, 2H), 3.82 (t. J- 6.0 Hz, 1/3 
X 2H), 3.91 (t, J- 6.0 Hz, 2/3 X 2H), 
4.02 (t, cA= 7.8 Hz, 2H), 4.52 (s, 2/3 
X2H), 4.58 (s, 1/3 X2H), 7.18-7,34 
(m, 5H), 8.27 (s, 2/3 X IH), 8.30 (s, 
1/3 XlH), 9.93 (br t, </ = 6.0 Hz, 
IH). 



158 



wo 02/053543 



PCT/JPOl/11427 



*2 5 

nBu 



No. 




I 


^H-NMR (CDCI3) 


4-024 




O 

1 


0.98 (t, J- 7.6 Hz, 3H), 0.99 (t, 
7.5 Hz, 3H), 1.45 (sextet, J= 7.5 
Hz, 2H), 1.66 (quint, J = 7.5 Hz, 
2H), 1.67 (quint, V= 7.5 Hz, 2H), 
2.37 (t, 7.5 Hz, 2H), 2.84 (t, = 
6.0 Hz, 2H), 2.93 (t, J = 7.5 Hz, 
2H), 3.68 (q, J= 6.9 Hz, 2H), 3.77 
(t, J- 6.0 Hz, 1/3 X2H), 3.90 (t, c/= 
6.0 Hz, 2/3X2H), 4.03 (t, e/ = 7.8 
Hz, 2H), 4.47 (8, 2/3 X2H), 4.58 (s, 
1/3 X2H), 7.20-7.33 (m, 5H), 8.27 
(s, 2/3 X IH), 8.30 (s, 1/3 X IH), 9.81 
(br t, 6,0 Hz, 1/3 X IH), 9.93 (br 
t, e7= 6.0 Hz, 2/3 XIH). 


4-025 




O 

1 


1.00 (t. 7.5 Hz, 3H). 1.30 (s, 
9H), 1.45 (sextet, 7.5 Hz, 2H), 
1.66 (quint, «/= 7.6 Hz, 2H), 2.85 (t, 
J= 6.0 Hz, 2H), 2.93 (t, </= 7.5 Hz, 
2H), 3.68 (dt, c/= 9.0 Hz, 6.0 Hz, 
2H), 3.90 (t, 6.0 Hz, 2H). 4.01 
(t, J = 7.8 Hz, 2H), 4.62 (s, 2H), 
7.18-7.33 (m, 5H), 8.28 (s, IH), 9.94 
(br t, J= 6.0 Hz, IH). 


4-026 






0.88 (t, J= 7.5 Hz, 1/3 X3H), 1,00 
(t, J = 7.5 Hz. 2/3 X 3H), 1.46 
(sextet, = 7.5 Hz, 2H), 1.65 
(quint, 7.5 Hz, 2H), 2.82-3.01 
(m, 4H), 3.66 (dt, J = 9.0 Hz, 6.0 
Hz, 2H), 4.04 (t, J = 6.0 Hz, 2H), 

4.07 (t, c/= 7.8 Hz, 2H), 4.39 (br s, 
2/3 X 2H), 4.73 (br s, 1/3 X 2H), 
7.20-7.37 (m, 7H), 8.07 (s, 2/3 X 
IH), 8.35 (s, 1/3 XIH), 8.76 (d, e7 = 

4.8 Hz, 2H), 9.85 (br t, J= 6.0 Hz, 
IH). 



169 



nBu 



No. 




n 


^H-NMR (CDCI3) 


4.-0Fi1 

r* 17 LI X 




1 


0.97 (t, c7= 7.5 Hz, 3H), 1.41 (sextet. = 
7.5 Hz, 2H), 1.69 (quint, 7.5 Hz, 2H). 
2.19 (quint, J = 7.5 Hz, 2H), 2.85 (t, J- 
7 5 Hz 2H^ 3 00 Ct </= 7 5 Hz 2H^ 3 98 
(t, c7= 7.8 Hz, 2H), 4.64 (d, J= 6.0 Hz, 
2H), 7.23-7.39 (m, 5H), 8.46 (s, IH), 10.31 
(br t. J= 6.0 Hz, IH). 


4-052 




1 


0.98 (t, J= 7.5 Hz, 3H), 1.41 (sextet, J- 
7.5 Hz, 2H), 1.70 (quint, J= 7.5 Hz. 2H), 
2.19 (quint, J= 7.5 Hz, 2H), 2.85 (t, «/ = 
7.5 Hz, 2H), 2.93 (t, J= 7.5 Hz, 2H), 3.00 
(t </ = 7 5 Hz 2H'i 3 67 (dt J = 9 0 Hz 
6.0 Hz. 2H), 3.99 (t, J = 7.8 Hz, 2H), 
7.18-7.34 (m, 5H), 8.43 (s, IH), 10.05 (br 
t. J-= 6.0 Hz. IH), 


4-053 




3 


0.98 (t, c/= 7.5 Hz, 3H), 1.44 (sextet, </ = 
7.5 Hz, 2H), 1.57-1.65 (m, 4H), 1.68 
(quint, c/= 6.0 Hz, 2H), 1.86 (quint, J- 
6.0 Hz, 2H), 2.71 (t, J= 6.0 Hz, 2H), 2.94 
(t, J= 6.0 Hz, 2H), 4.15 (br t, 7.8 Hz. 
2H), 4.64 (d, J= 6.0 Hz, 2H), 7.22-7.38 
(m. 5H), 8.33 (s. IH), 10.31 (br t, 6.0 
Hz. IH). 


4-054 




3 


0.99 (t, J - 7.5 Hz, 3H), 1.46 (sextet, 
7.5 Hz. 2H), 1.60-1.67 (m, 4H). 1.69 
(quint, e/= 6.0 Hz, 2H), 1.86 (quint, J = 
6.0 Hz, 2H), 2.71 (t, c/= 6,0 Hz, 2H), 2.71 
(t, c7= 7.5 Hz, 2H), 2.72 (t, 6.0 Hz, 
2H), 3.66 (dt, c/= 9.0 Hz, 6.0 Hz, 2H), 4.17 
(br t, J= 7.8 Hz, 2H). 7.19-7.34 (m, 5H), 
8.29 (s, IH). 10.05 (br t. e/= 6.0 Hz, IH). 


4-055 




3 


0.98 (t, 7.5 Hz, 3H), 1.44 (sextet, 
7.5 Hz, 2H), 1.58-1.65 (m, 4H), 1.69 
(quint, J= 6.0 Hz, 2H), 1.86 (quint, 
6.0 Hz, 2H), 2.71 (t, J= 6.0 Hz, 2H), 2.94 
(t, 6.0 Hz, 2H). 4.15 (br t, J'= 7.8 Hz, 
2H). 4.59 (d. c/= 6.0 Hz, 2H), 6.99 (t. 
9.0 Hz, 2H), 7.32 (dd, J= 9.0 Hz, 6.0 Hz, 
2H). 8.32 (s. IH), 10.32 (br t. 6.0 Hz, 
IH). 


4-056 




3 


0.99 (t, J= 7.5 Hz, 3H), 1.45 (sextet, c/ = 
7.5 Hz, 2H), 1.67-1.66 (m, 4H), 1.69 
(quint, J = 6.0 Hz, 2H), 1,86 (quint, J = 
6.0 Hz, 2H), 2,71 (t, J= 6.0 Hz, 2H), 2.89 
(t, J= 7.5 Hz, 2H), 2.94 (t, J =^ 6.0 Hz, 
2H). 3.63 (dt, c7= 9.0 Hz, 6.0 Hz, 2H), 4.16 
(br t, J= 7.8 Hz, 2H), 6.97 (t, J= 9,0 Hz, 
2H), 7.20 (dd, J = 9.0 Hz, 6.0 Hz, 2H), 
8.29 (s. IH). 10.04 (br t. 6.0 Hz. IH). 



160 



wo 02/053543 PCT/JPOl/11427 



m.2 1 

o 



nBu 



No. 




n 


^H-NMR (CDCI3) 


4-057 




3 


0.99 (t, c7= 7.5 Hz, 3H), 1.45 (sextet, J = 
7.5 Hz, 2H), 1.57-1.68 (m, 4H), 1.69 
(quint, J = 6.0 Hz, 2H), 1.86 (quint, = 
6.0 Hz, 2H), 2.70 (t, J= 6.0 Hz, 2H), 2.84 
(t, c/= 7.5 Hz, 2H), 2.94 (t, c/ = 6.0 Hz, 
2H), 3.63 (dt, 9.0 Hz, 6.0 Hz, 2H), 
4.16 (br t, c/= 7.8 Hz, 2H), 6.22 (br s, 
IH), 6.76 (d, c/= 8.4 Hz, 2H), 7.06 (d, J = 
8.4 Hz, 2H), 8.29 (s, IH), 10.10 (br t, J = 
6.0 Hz, IH). 



161 



wo 02/053543 



PCT/JPOl/11427 



*2 8 



. nBu 



No. 




n 


^H-NMR (CDCI3) 


4-058 


H2N '^^^^"^^^'"^^^ 


3 


0.99 (t, 7.5 Hz, 3H), 1.45 (sextet, </= 7,5 
Hz, 2H), 1.57-1.68 (m, 4H), 1.69 (quint, 
6.0 Hz, 2H), 1.86 (quint, 6.0 Hz, 2H), 
2.70 (t, 6.0 Hz. 2H), 2.81 (t, e/= 7.6 Hz, 
2H), 2,93 (t. e/= 6.0 Hz, 2H). 3.60 (dt. 
9.0 Hz. 6.0 Hz, 2H), 4.16 (br t, J= 7.8 Hz, 
2H), 6.40 (d, 8.4 Hz, 2H), 7.05 (d, 8.4 
Hz, 2H), 8.29 (s, IH), 10.00 (br t, = 6.0 
Hz, IH). 








0.98 (t, 7.5 Hz, 3H), 1.44 (sextet, J= 7.5 
Hz, 2H), 1.56-1.68 (m, 4H), 1.69 (quint, J = 
6.0 Hz, 2H), 1.87 (quint, 6.0 Hz, 2H), 
2.71 (t, e/= 6.0 Hz, 2H), 2.94 (t, c/= 6.0 Hz, 
2H), 4.16 (br t, J= 7.8 Hz, 2H), 4.48 (d, c/ = 
6.0 Hz, 2H), 6.05 (br s, IH), 6.53 (br s, IH), 
6.74 (s, 2H), 6.87 (s, IH), 8.30 (s, IH), 10.35 
(br t. 6.0 Hz, IH). 


4-060 




3 


0.99 (t, J"= 7.5 Hz, 3H), 1.45 (sextet, </= 7.5 
Hz, 2H), 1.66.1.69 (m, 4H), 1.70 (quint, 
6.0 Hz, 2H), 1.87 (quint, J - 6.0 Hz, 2H), 
2.72 (t, J= 6.0 Hz, 2H). 2.95 (t, J= 6.0 Hz, 
2H), 4.18 (br t, J= 7.8 Hz, 2H), 4.70 (d, J = 
6.0 Hz, 2H), 7.43 (d, J = 8.1 Hz, 2H), 8.00 
(d, J= 8.1 Hz. 2H), 8.33 (s, IH), 10.44 (br t, 
J= 6.0 Hz, IH). 


4-061 




6 


0.97 (t, J= 7.5 Hz, 3H), 1.26-1.34 (m, 4H), 
1,42 (sextet, J= 7.5 Hz, 2H), 1.46-1.60 (m, 
4H), 1.65 (quint, J = 7.5 Hz, 2H), 1.80 
(quint, J- 6.0 Hz, 2H), 1.87 (quint, J= 6.0 
Hz. 2H), 2.73 (t, J= 6.0 Hz, 2H), 2.93 (br t, 
c/= 6.0 Hz, 2H), 4.12 (br t, J= 7.8 Hz, 2H), 
'4.64 (d, 6.0 Hz, 2H), 7.23-7.41 (m, 5H), 
8.38 (s, IH), 10.36 (br t, J= 6,0 Hz, IH 


4-062 


0^ 


6 


0.98 (t, J= 7.5 Hz, 3H), 1.24-1.33 (m, 4H), 
1.46 (sextet, 7.5 Hz, 2H), 1.47-1.58 (m, 
4H), 1.66 (quint, J = 7.5 Hz, 2H), 1.80 
(quint, J= 6.0 Hz, 2H), 1.86 (quint, J= 6.0 
Hz, 2H), 2.73 (t, e/= 6.0 Hz, 2H), 2.94 (t, e/= 
7.5 Hz, 2H), 2.95 (t, = 6,0 Hz, 2H), 3.67 
(dt, J= 9.0 Hz, 6.0 Hz, 2H), 4,14 (br t, 
7.8 Hz, 2H). 7.21-7.34 (m, 5H), 8.35 (s, IH). 
10.10 (br t, J= 6.0 Hz. IH). 



162 



wo t)2/053543 



PCT/JP«1/11427 



2 9 



L 

nBu 



No. 




^H-NMR (CDCla) 


4-101 




0.97 (t, J= 7.5 Hz, 3H), 1.35-1.53 (m, 4H), 
1.44 (sextet, J= 7.5 Hz, 2H), 1.60-1.78 (m, 
6H), 2.64 (t, J= 6,0 Hz, 2H), 2.88 (t, J = 
6.0 Hz, 2H), 4.09 (br t, J = 7.8 Hz, 2H), 
4.64 (d. 6.0 Hz, 2H), 7.17-7.39 (m, 5H). 
8.34 Cs. IH). 10.34 (br t. J= 6.0 Hz. IH). 


4-102 


u 


0.99 (t, J= 7.5 Hz, 3H), 1.34-1.53 (m, 4H), 
1.46 (sextet, J= 7.5 Hz, 2H). 1.62-1.80 (m, 
6H), 2.64 (t, J= 6.0 Hz, 2H), 2.89 (t, </ = 
6.0 Hz, 2H), 2.94 (t, J= 7.5 Hz, 2H), 3.67 
(dt, «/= 9.0 Hz, 6.0 Hz, 2H), 4.10 (br t, J- 
7.8 Hz, 2H), 7.18-7.34 (m, 5H), 8.31 (s, 
IH), 10.07 (br t, J= 8.0 Hz, IH). 


4-103 




0.99 (t, J= 7.5 Hz, 3H), 1.36-1.58 (m, 4H), 
1.46 (sextet, c/= 7.5 Hz, 2H), 1.59-1.74 (m, 
4H), 1.76 (quint, 6.0 Hz, 2H), 2.64 (t, J 
= 6.0 Hz, 2H), 2.89 (t. 6.0 Hz, 2H). 
2.90 (t, V= 7.5 Hz, 2H), 3.64 (dt, J= 9.0 

Tj„ fj n TTy STT^ d OQ (hr f -7=78 Hz 
xiz, o.ii n^, aXI^, ^fc.wE? \ijjr i», c/ ~- i.o xjl^, 

2H), 6.98 (t, J- 8.4 Hz, 2H). 7.21 (dt, J- 
9.0 Hz, 6.0 Hz, 2H), 8.30 (s, IH), 10.06 (br 

t, t/= 6.0 Hz, IH). 


4-104 




0.99 (t, J= 7.5 Hz, 3H), 1.37-1.52 (m, 4H), 
1.46 (sextet, J= 7.5 Hz, 2H), 1.61-1.73 (m, 
4H), 1.76 (quint, J== 6.0 Hz, 2H), 2.64 (t, J 
= 6.0 Hz, 2H), 2.82 (t, J= 7.5 Hz, 2H), 
2.88 (t, e/= 6,0 Hz, 2H), 3.61 (dt, 9.0 
Hz, 6.0 Hz, 2H), 4.09 (br t, = 7.8 Hz, 
2H), 6.64 (d, 8.4 Hz, 2H), 7.05 (d, J = 
8.4 Hz, 2H), 8.30 (s, IH), 10.02 (br t, 
6.0 Hz, IH). 


4-105 




0.99 (t, J= 7.6 Hz, 3H), 1.36-1.52 (m, 4H), 
1.45 (sextet, J= 7.5 Hz, 2H), 1.60-1.72 (m, 
4H), 1.76 (quint, J'= 6.0 Hz, 2H), 2.63 (t, J 
= 6.0 Hz, 2H), 2.85 (t, J 7.5 Hz, 2H), 
2.88 (t, J= 6.0 Hz, 2H), 3.63 (dt, J - 9.0 
Hz, 6.0 Hz, 2H), 4.10 (br t, J' = 7.8 Hz, 
2H), 6.76 (d, J= 8.4 Hz, 2H), 7.08 (d, J =^ 
8.4 Hz, 2H), 8.31 (s, IH). 10.10 (br t, J = 
6.0 Hz, IH). 



163 



wo 02/053543 



PCT/JPOl/11427 



.^3 0 



'"to 

is 



No. 






^H-NMR (CDCI3) 


4-301 






I.Ob (quint, «/ = o.U JbLz, 2H;, 1.49 
(quint, J= 6.0 Hz, 2H), 1.61-1.68 
(m, 2H), 1.69 (quint, J= 6.0 Hz, 
2H), 2.66 (t, J= 6.0 Hz, 2H), 3.03 
(t, J= 6.0 Hz, 2H), 3.30 (s, 3H), 
3.67 (t, c/= 5.4 Hz, 2H), 4.32 (t. J 
— 0.4 jlz, ^xi^ 4.54 (a, c/= 0.0 Hz, 
2H), 7.26-7.40 (m, 5H), 8.36 (s, 
IH). 10.25 (br U e/= 6.0 Hz. IK). 


4-302 




I ^OMg 


1.38 (quint, ^= 4.8 Hz, 2H), 1.49 
(quint, «r= 4.8 Hz, 2H), 1.60-1.67 
(m, 2H), 1.70 (quint, J= 6.0 Hz, 
2H), 2.66 (t, J= 6.0 Hz, 2H), 2.94 

(t, e/ — /.O Hz, 2±1^ 0.03 (t, J — 

6.0 Hz, 2H), 3.31 (s, 3H), 3.67 
(dt, </= 9.0 Hz, 6.0 Hz, 2H), 3.68 
(t, e/= 5.4 Hz, 2H), 4.33 (t, cT" = 
5.4 Hz, 2H), 7.24-7.34 (m. 5H), 
8.33 (s, IH), 9.98 (br J ^ 6.0 
Hz, IH). 


4-303 






u.yy (a, <j — 0. i Hz, bH/, 1.32- 
1.82 (m, IIH), 2.64 (t, J= 6.3 Hz, 
2H), 2.87 (t, J = 6.3 Hz, 2H), 
3.98-4.20 (br s. 2H), 4.64 (d, J = 
5.8 Hz, 2H), 7.23-7.40 (m, 5H), 
8.34 (s, IH), 10.3 (t-like). 


4-304 




uO 


(CD3OD): 1.24-1.57 (m, 2H), 
1.64-1.85 (m, 2H), 2.70 (t-like, 
2H), 2.94 (t-like, 2H), 3.06 (t, J= 
7.5 Hz, 2H), 4.41 (t, c/= 7.5 Hz, 
2H), 4.61 (s, 2H), 7.22-7.40 (m, 
7H), 8.44 (A2B2, J= 5.2 Hz), 8.26 
(d, </= 0.9 Hz, IH). 


4-305 






1.32-1,82 (m, 14H), 2.38-2.53 (m, 
4H), 2.57 (t, c/= 7.5 Hz, 2H), 2.64 
(t, c/= 6.0 Hz, 2H), 2.94 (t, J = 
6.4 Hz, 2H), 4.26 (t-Iike, IH), 
4.64 (d, J = 5.8 Hz, 2H), 7.22- 
7.39 (m, 5H), 8.34 (s, IH), 10.29 
(d, 5.8 Hz, 2H). 


4-306 






1.32-1.50 (m, 4H), 1,52-1.72 (m, 
4H), 2.17 (quint, J= 6.7 Hz, 2H), 
2.52-2.70 (m, 4H), 3.98-4.10 (m, 
2H), 4.10 (t, c/= 6.7 Hz, 2H), 4.66 
(d, c/= 5.8 Hz, 2H), 6.98 (s, IH), 
7.10 (s, IH), 7.22-7.40 (m, 5H), 
7.54 (s, IH), 8.35 (s, IH). 10,19 
(t, c/'= 5.8 Hz, IH). 
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4-307 






1.34-1.54 (m ,4H), 1.60-1.81 (m, 
4H), 1.82-1,94 (m, 2H), 2.28-2.50 
(m, 6H), 2.64 (t, J= 6.4 Hz, 2H), 
2.93 (t, J=^ 6.4 Hz, 2H). 3.70 (t. J 
= 4.5 Hz, 2H), 4.17 (t, «/= 7.5 Hz, 
2H), 4.64 (d, J = 5.8 Hz, 2H), 
7.20-7.39 (m, 5H), 8.34 (s, IH), 
10.29 (t-like, IH). 


A O A O 

4-oUo 




1 


1.30-1.42 (m, 2H), 1.42-1.62 (m, 
2H), 1.60-1.80 (m, 4H), 2.64 (t, J 
= 5.9 Hz, 2H), 2.79 (t, J= 6.1 Hz, 
2H), 3.01 (t, 7.7 Hz, 2H), 4.31 
(t, J= 7.7 Hz, 2H), 4.87 (t, J = 
5.8 Hz, 2H). 7.14-7.28 (m, 2H), 
7,30-7.42 (m, 4H). 7.57 (ddd, e/ = 
6.0, 1.9, 1.9 Hz, 2H), 8.38 (s, 
IH), 8.51 (d-like, 2H), 10.3 (t, J 
= 5.8 Hz, IH). 


4-309 






1.37-1.63 (m, 4H), 1.60-1.80 (m, 
4H), 2.66 (t, J=- 6.1 Hz, 2H), 2.81 
(t, or= 6.4 Hz, 2H), 4.64 (t, J = 
5.8 Hz, 2H), 5.44 (br s, 2H), 
1.20-7 A2 (m, 7H), 8.45 (s, IH), 
8.45-8.58 (m, 2H), 10.1 (t, J- 5.8 
Hz.lH). 


4-310 




So 


1.35-1.55 (m, 4H), 1.60-1.80 (m, 
4H). 2.68 (t, J= 5.9 Hz, 2H), 2.74 
(t, c7= 6.1 Hz, 2H), 4.62 (t, J = 
5.8 Hz, 2H). 5.42 (br s, 2H), 6.97 
(A2B2, e/= 6.1 Hz, 2H), 7.19-7.37 
(m, 5H), 8.47 (s, IH), 8.54-8.58 
(m. 2H), 10.1 (t-like. IH). 
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No. 


mm 


^H-NMR (CDClg) 


4-311 


Me O 

nBu 


0.99 (t, */= 7.4 Hz, 3H), 1.36-1.75 
(m, 12H), 2.62 (t, c/ = 5,9 Hz, 2H), 
2.88 (t, 6.3 Hz, 2H), 4.08 (brs, 
2H), 5.31 (m, IH), 7,14.7.42 (m, 
5H), 8.29 (s. IH), 10.35 (d, J= 7.5 
Hz, IH). 


4-312 


Me O 

nBu 


0.99 (t, e/= 7.4 Hz, 3H), 1.36-1.75 
(m, 12H), 2.62 (t, 5.9 Hz. 2H), 
2.88 (t, J= 6.3 Hz, 2H). 4.08 (brs, 
2H), 5.31 (m, IH), 7.14-7.42 (m. 
6H), 8.29 (s, IH), 10.35 (d. J= 7.6 
Hz, IH). - 


4-313 


/r^ MeMeO 

nBu 


0.98 (t, J= 7.1 Hz, 3H), 1.40-1.76 
(m, 12H), 1.42 (s, 6H), 2.64 (t, J = 
6.0 Hz, 2H), 2.88 (t, J = 6.5 Hz, 
2H), 3.19 (s, 2H), 4.07 (brs, 2H), 
7.16-7-26 (m, 5H), 8.33 (s, IH), 9.87 
(s. IH), 




nBu 


0.98 (t, J= 7.4 Hz, 3H), 1.39-1.76 
(m, 12H), 2.64 (t, </ = 5.9 Hz, 2H), 
2.89 (t, «/= 6.3 Hz, 2H), 3.93 (dd, J 
= 11.4. 4.5 Hz, IH), 3.97 (dd, J = 
11.4, 6.9 Hz, IH), 4.10 (brs, 2H). 
5.31 (m, IH), 7,27-7.46 (m. 6H), 
8.31 (s, IH), 10.75 (d, J= 6.3 Hz, 
IH). 


4-315 


o 

nBu 


0.98 (t, J= 7.4 Hz, 3H), 1.39-1.76 
(m, 12H), 2.64 (t, J= 6.9 Hz, 2H), 
2.89 (t, t/= 6.3 Hz, 2H), 3.93 (dd, J 
= 11,4, 4.5 Hz, IH), 3.97 (dd, c/ = 
11.4, 6.9 Hz, IH), 4.10 (brs, 2H), 
5,31 (m, IH), 7.27-7.46 (m, 5H), 
8.31 (s, IH), 10.75 (d, J= 6.8 Hz. 
IH), 


4-316 


nBu 


0.99 (t, e/= 7.2 Hz, 3H), 1.32-1.76 
(m, 12H), 2.63 (t, e/ = 5.9 Hz, 2H), 
2.89 (t, 6,0 Hz, 2H), 3.91 (d, J = 
5.7 Hz, 2H), 4,12 (brs, 2H), 5.54 (in, 
IH), 7.28-7.45 (m, 5H), 8.29 (s, IH), 
10.77 (d. 7,5 Hz. IH). 


4-317 


nBu 


0.99 (t, t7= 7.2 Hz, 3H), 1.32-1.76 
(m, 12H), 2.63 (t, c/ = 5.9 Hz, 2H), 
2.89 (t, J = 6.0 Hz, 2H), 3.91 (d, J = 
5.7 Hz, 2H), 4.12 (brs, 2H), 5.54 (m, 
IH), 7.28-7.45 (m, 5H), 8.29 (s, IH), 
10.77 (d, 7.5 Hz. IH). 


4-318 


nBu 


0.97 (t, *7= 7.4 Hz, 3H), 1.38-1.75 
(m, 12H), 2.64 (t, 6.0 Hz, 2H), 
2.88 (t, cr= 6.2 Hz, 2H), 2.99 (dd, J 
= 16.0, 6.6 Hz, 2H), 3.41 (dd, J" = 
16.0, 7.5 Hz, 2H), 4.07 (brs, 2H), 
4,88 (m, IH), 7.15-7.24 (m, 4H), 
8.32 (s. IH), 10.17 (d, = 6.0 Hz, 
IH). 
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4-319 


nBu 


0.99 (t, J - 7.2 Hz. 3H), 1.25-1.77 
(m, 12H), 2.18 (m, IH), 2.64 (t, 
6.0 Hz, 2H), 2,89 (t, J = 6.4 Hz, 
2H), 3.14 (m, IH), 4.10 (brs, 2H), 
7.16-7.30 (m, 5H), 8.33 (s, IH), 
10.12 (d. 3.6 Hz, IH). 


4-320 


nBu 


1.00 (t, 7.2 Hz, 3H), 1,30-1.55 
(m, 6H), 1.59 (s, 6H), 1.56-1.89 (m, 
6H), 2.58 (t, J= 6,0 Hz, 2H), 2.88 
(t, J - 6.3 Hz, 2H), 4.00-4.23 (m. 
2H), 7.10-7.40 (m, 5H), 7.46 (d, «7 = 
8.4 Hz, 2H), 8.23 (s. IH). 




nBu 


1.35-2.04 (m, 8H), 2.03-2.15 (m, 
2H), 2.64 (t, J= 6.0 Hz, 2H), 2.88- 
2.96 (m, 4H), 3.63-3.71 (m, 2H), 
3.78 (t, 6.0 Hz, 2H), 4.05 (dd, J 
= 6.9, 2.1 Hz, 2H), 4.18-4.27 (m, 
3H), 6.49 (dd, J= 14.1, 6.6 Hz, IH), 
7.15-7.35 (m, 5H), 8.32 (s, IH), 
10.01 (brs. IH). 


4-322 


nBu 


1.36-2.04 (m, 8H), 2.03-2.15 (m, 
2H). 2.64 (t, 6.0 Hz, 2H), 2.88- 
2.96 (m, 4H), 3.63-3.71 (m, 2H), 
3.78 (t, 6.0 Hz, 2H), 4,05 (dd, J 
= 6.9, 2.1 Hz, 2H), 4.18-4.27 (m, 
3H), 6.49 (dd, J= 14.1, 6.6 Hz, IH), 
.7.15-7.35 (m, 5H). 8.32 (s, IH), 
10.01 (brs, IH). 


4-323 




1.20-1.90 (m, 8H), 2.13-2.28 (m, 
2H), 2.55-2.72 (m, 2H), 2.82-3.02 
(m, 2H), 3.62-3.78 (m, 2H), 4.20- 
4,38 (m, 2H), 4.64 (d, J= 6.3 Hz, 
2H), 7.18-7.43 (m, 5H). 8.36 (s, IH). 


4-324 




1.20-1.90 (m. 8H), 2.12-2.28 (m, 
2H), 2,65 (t. 6.6 Hz, 2H). 2.92- 
3.02 (m, 4H). 3.60 3.78 (m, 4H), 
4.29 (t, J= 9.0 Hz, 2H), 7.10-7.40 
(m, 5H), 8.33 (s. IH). 


4-325 




1.37-1.80 (m, 8H), 2.02 (m, 2H), 
2.65 (t, J= 6.3 Hz, 2H), 2.92 (t, 
6.6 Hz, 2H), 3.77 (t, J = 5.4 Hz, 
2H), 4.04 (dd, J"= 6.9. 2.1 Hz, IH), 
4.16-4.26 (m, 3H), 4.65 (d, J - 6.0 
Hz, 2H), 6.48 (dd, J= 14.1, 6.6 hz, 
IH), 7,21-7.42 (m, 5H), 8.35 (s, IH), 
10.29 (brs» IH). 


4-326 




1.37 (m. 8H), 2.07 (m, 2H), 2.64 (t, 
e7= 6.0 Hz, 2H), 2.64 (t, J= 6.0 Hz, 
2H), 2.90-2.96 (m, 4H), 3.63-3.71 
(m, 2H), 3.78 (t, J= 6.0 Hz, 2H), 
4.05 (dd, J'= 6.9 Hz, 2.1 Hz, IH), 
4.18-4.27 (m, 3H), 6.49 (dd, J = 
14.1, 6.6 Hz, IH), 7.18-7.33 (m, 
5H), 8.32 (s, IH), 10.01 (brs. IH). 
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^H-NMR (CDCI3) 


4-327 


o 


1.38-1.81 (m, 8H). 1.88-1.96 (m, 
2H), 2.66 (t, J= 6.3 Hz, 2H), 2.93 
(t, e/= 6.3 Hz, 2H), 3,52 (t, J =^ 5.1 
Hz, 2H), 3.72 (brs, IH), 4.65 (d, J = 
6.3 Hz, 2H), 7.22-7.38 (m, 5H), 8.40 
(s. IH), 10.18 (brs, IH). 


4-328 




1.38-1.95 (m, lOH), 2.65 (t, J= 6.0 
Hz, 2H), 2.90-2.94 (m, 4H), 3.46- 
3.52 (m, 2H), 3.65-3.72 (m, 2H), 
3.91 (brs, IH), 4.34 (brs, 2H), 7.20- 
7.35 (xn, 5H), 8.37 (s, IH), 9.88 
(brs, IH). 


4-329 


o 

nBu 


0.96 (t, 6.9 Hz, 3H), 1.30-1.55 
(m, 6H), 1.55-1.82 (m, 6H), 1.97 
(ddd, J = 16.6, 12.9, 8.4 Hz, IH), 
2.60-2.73 (m, 3H), 2.84-2.96 (m, 
3H), 3.03 (ddd, J = 16.5, 9.3, 3.6 
Hz, IH), 3.93-4.20 (m, 2H), 5.67 
(q-like, IH), 7.10-7.35 (m. 3H), 7.38 
(m. IH). 8.37 (s, IH). 


4-330 




1.25-1.28 (m, 14H), 2.65 (t, c/= 6.0 
Hz, 2H), 2.80 (brs, 2H), 2.92 (t, J = 
6.0 Hz, 2H), 4.22 (m, 2H), 4.65 (d, J 
= 6.0 Hz, 2H), 7.24-7.39 (m, 5H), 
8.36 (s, IH), 10.25 (brs, IH). 


4-331 




1.37-1.90 (m, 12H), 2.64 (t, J= 6.3 
Hz, 2H), 2.80 (m. 2H), 2.90-2.96 (m, 
4H). 3.68 (q, */= 6.3 Hz, 2H), 4,23 
(brs, 2H), 7.21-7,33 (in, 5H). 8.33 
(s, IH), 9.98 (brs, IH). 


4-332 


nBu 


1.00 (t, J= 7.5 Hz, 3H), 1.33-1.54 
(m. 6H), 1.55-1.79 (m, 6H), 2.63 (t, 
6.0 Hz, 2H), 2.89 (t, «/= 6.3 Hz, 
2H), 2.98 (d, J= 7.5 Hz, 2H), 3.66 
(dd, J= 10.1, 6.3 Hz, IH), 3.79 (dd, 
J= 10.1, 3.6 Hz, IH), 4.33 (m, IH), 
7.18-7.40 (m, 5H), 8.27 (s, IH). 


4-333 


nBu 


1.00 (t, c/= 7.5 Hz, 3H), 1.33-1.54 
(m, 6H), 1.55-1.79 (m, 6H), 2.63 (t, 
t/= 6.0 Hz, 2H), 2.89 (t, J= 6.3 Hz, 
2H), 2.98 (d, e/= 7.5 Hz, 2H), 3.66 
(dd, J= 10.1, 6.3 Hz, IH), 3.79 (dd, 
0^= 10.1, 3.6 Hz, IH), 4.33 (m, IH), 
7.18-7.40 (m. 5H). 8.27 (s. IH). 
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4-501 


n-Bu 


0.95 (t, J = 7.5 Hz, 3H), 1.37 
(sextet, J"= 7.5 Hz. 2H), 1.66-1.77 
(m, 6H), 2.57 (br t, J= 6.3 Hz, 2H), 
3.27 (br t, J= 6.3 Hz, 2H), 3.92 (t, J 
= 7.5 Hz, 2H), 4.60 (d, J= 5.7 Hz, 
2H), 7.12 (s, IH), 7.23-7.40 (m, 5H), 
9.58 (br t, J= 5.7 Hz. IH), 


4-502 


n-Bu 


0,95 (t, J = 7.5 Hz, 3H), 1.37 
(sextet, c7= 7.5 Hz, 2H), 1.66-1.77 
(m, 6H), 2.56 (br t, J= 6.3 Hz, 2H), 
3.27 (br t, J- 6.3 Hz, 2H), 3.92 (t, J 
= 7.5 Hz, 2H), 4.50 (s, 2H), 5.92 (s, 
2H), 6.75 (d, J= 8.4 Hz, IH), 6.83 
(d, J= 8,4 Hz, IH), 6.88 (s, IH), 
7.13 (s, 1H)» 9.58 (br s. IH). 


4-503 


n-Bu 


0.95 (t. J = 7.5 Hz, 3H), 1.37 
(sextet, 7.5 Hz, 2H), 1.65-1.77 
(m, 6H), 2.56 (br t, J= 6.3 Hz, 2H), 
3.27 (br t, 6.3 Hz, 2H), 3.79 (s, 
3H), 3.91 (t, J= 7.5 Hz, 2H), 4.53 
(s, 2H). 6.86 (d, J = 8.4 Hz, 2H), 
7.12 (s, IH), 7.30 (d, J = 8.4 Hz, 
2H). 9.54 (br s. IH). 


4-504 


n-Bu 


0.95 (t, J = 7.2 Hz, 3H), 1.37 
(sextet, 7.2 Hz, 2H), 1.66-1.78 
(m, 6H), 2.56 (br t, J= 6.3 Hz, 2H), 
3.27 (br t, cr= 6.3 Hz, 2H), 3.92 (t, J 
= 7.2 Hz, 2H), 4.58 (s, 2H), 6.27 
(dd, c/= 3.0 Hz, 0.9 Hz, IH), 6.30 
(dd, J= 3.0 Hz, 1.8 Hz, IH), 7.13 (s, 
IH), 7.35 (dd, J==^ 1.8 Hz, 0.9 Hz, 
IH). 9.65 (br s. IH). 


4-505 


n-Bu 


0.97 (t, J = 7.5 Hz, 3H), 1.43 
(sextet, J= 7.5 Hz, 2H), 1.63-1.78 
(m, 4H), 1.87 (quint, J = 6.0 Hz, 
2H), 2.57 (t, 6.0 Hz, 2H), 2.73 
(t, J = 6.0 Hz, 2H), 3.90 (s, 3H), 
4.02 (t. J = 7.8 Hz, 2H), 7.92 (s, 
IH). 
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4-506 


0 

n-Bu 


0.96 (t, J= 7.5 Hz, 3H), 1.42 (sextet, J 
= 7.5 Hz, 2H), 1.60-1.77 (m, 4H), 1.84 
(quint, J= 6.0 Hz, 2H), 2.54 (t, J- 6.0 
Hz, 2H), 2.70 (t, r/= 6,0 Hz, 2H), 2.88 
(s, 3H), 4.02 (t, J= 7.8 Hz, 2H), 4.75 
(s, 2H), 7.17-7.40 (m, 6H). 
(minor isomer): 6 0.95 (t, J « 7.5 Hz, 
3H), 1.41 (sextet, J = 7.5 Hz, 2H), 
1.60-1.77 (m, 4H), 1.83 (quint, J= 6.0 
Hz, 2H), 2.50 (t, c7= 6.0 Hz, 2H), 2.68 
(t, V= 6,0 Hz, 2H), 2.97 (s, 3H), 4.01 
(t, J= 7.8 Hz, 2H), 4.49 (s, 2H), 7.17- 
7.40 (m. 6H). 


4-507 


o 




0.89 (t, 7-5 Hz, 3H), 1.30 (sextet, J 
= 7.5 Hz, 2H), 1.92 (quint, J= 6.9 Hz, 
2H), 2.57, 2.77 (ABq, 9.0 Hz, 2H), 
2.58, 2.76 (ABq, 7.5 Hz, 2H), 3.93 
(s, 3H), 4.30 (t, 7.5 Hz, 2H), 7.31- 
7.41 (m, 3H), 7.56 (dd. c/= 7.2 Hz, 2.4 
Hz, IH), 8.10 (s, IH). 


4-508 




"'l* 111 


0.91 (t, 7.5 Hz, 3H), 1.30 (sextet, J 
= 7.5 Hz, 2H), 1.91 (quint, J== 6.6 Hz, 
2H), 2.65, 2.80 (ABq, e/= 9.0 Hz, 2H), 
2.66, 2.79 (ABq, J = 7 .5 Hz, 2H), 4.42 
(t, c/= 7,5 Hz, 2H), 7.38-7.46 (m, 3H), 
7.57 (d, J= 7.5 Hz, IH), 8.39 (s, IH), 
14.77 (br s, IH). 


4-509 




O 

n-Bu ^<ii^ 


0.88 (t, J= 7.5 Hz, 3H), 1.27 (sextet, J 
= 7.5 Hz, 2H), 1.87 (quint, e7= 6,0 Hz, 
2H), 2.62, 2.78 (ABq, 9.0 Hz, 2H), 
2.64, 2.76 (ABq, J= 7.5 Hz, 2H), 4.35 
(t, 7.5 Hz, 2H), 4.68 (d, 6.0 Hz, 
2H), 7.21-7.41 (m, 8H), 7.53 (dd, c/ = 
6.9 Hz, 2.4 Hz, IH). 8.46 (s, IH), 
10.33 (br t, J= 6.0 Hz, IH). 


4-510 




o 

H jL 


0.90 (t, J= 7.5 Hz, 3H), 1.29 (sextet, J 
= 7.5 Hz, 2H), 1.87 (quint, c/= 6.6 Hz, 
2H), 2.62, 2.78 (ABq, J= 9.0 Hz, 2H), 
2.63, 2.76 (ABq, c/= 7.5 Hz, 2H), 2.96 
(t, J= 7.5 Hz, 2H), 3.66-3.74 (m, 2H), 
4,36 (t, J'= 7.5 Hz, 2H), 7.19-7.37 (m, 
8H), 7.53 (dd, */= 6.9 Hz, 2.4 Hz, IH), 
8.42 (s, IH), 10.06 (br J = 6.0 Hz, 
IH). 
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fir f\f\ 1 




0.98 (t, J-= 7.5 Hz, 3H), 1.37-1.50 (m, 2H), 1.60-1.70 
(m, 2H), 2.12 (s, 3H), 2.17 (s, 3H), 2.30 (s, 3H), 4.10 (t, 
e/= 7.8 Hz. 2H). 8.20 (s. IH). 8.35 (br s, IH). 


5-002 


(X 


1.00 (t, J= 7.2 Hz, 3H), 1.40-1.52 (m, 2H), 1.64-1.74 
(m, 2H), 2,17 (6, 3H), 2.34 (s, 3H). 4.14 (t. 7.8 Hz, 
2H), 7.44-7.67 (m, 3H), 7.92-7.95 (m, 2H). 8.41(s, IH), 
9.22 (br s. IH). 


O-UUo 


(X 


0.99 (t, 7.2 Hz, 3H), 1.39-1.52 (m, 2H), 1.64-1..74 
(m, 2H), 2.16 (s, 3H), 2.34 (s, 3H), 4.13 (t. J= 7.8 Hz, 
2H), 7.15-7.24 (m, IH), 7.30 (dd, 1.8, 8.4 Hz, IH), 
7.47-7.54 (m, IH), 8.12 (dt, 1.8, 7.8 Hz, IH), 8.42 (s, 
IH), 9.75 (br s. IH). 


5-004 


XX 


1.00 (t, J= 7.2 Hz, 3H), 1.40-1-52 (m, 2H), 1.63-1.74 
(m 2H), 2.17 (s. 3H), 2.34 (s, 3H), 4.13 (t. J = 7.8 Hz, 
2H), 7.12-7.18 (m, 2H). 7.93-7.97 (m, 2H), 8.37 (s, IH), 
9,16 (br s. IH). 


5-005 • 


CI 


0.98 (t, 7.2 Hz. 3H), 1.38-1.50 (m, 2H). 1.64-1.72 
(m, 2H), 2.17 (s, 3H), 2.34 (s, 3H), 4.11 (t, J = 7.8 Hz, 
2H), 7.31-7.47 (m, 3H), 7.73 (dd, J= 2.1,7.2 Hz, IH), 
8.41 (s, IH), 9.13 (br s, IH). 


5-006 


(X 

T 

Me 


0 98 (t, J= 7.2 Hz, SH), 1.38-1.50 (m, 2H), 1.61-1.72 
(m, 2H), 2.17 (s, 3H), 2.34 (s, 3H), 2.53 (s, 3H), 4.11 (t, 
J= 7 8 Hz 2H). 7.20-7.26 (m, 2H), 7.32-7.37 (m, IH), 
7 54 (d. J= 7.8 Hz, IH), 8.39 (s, IH), 8.74 (br s, IH). 


5-007 




1 00 (t, J= 7.2 Hz, 3H), 1.40-1.52 (m, 2H), 1.64-1.74 
(m, 2H), 2.17 (8, 3H), 2.34 (s, 3H). 2.42 (s, 3H), 4.13 (t. 
J= 7.8 Hz, 2H). 7.35 (m. 2H), 7.74 (m, 2H), 8.41 (s, 

n TIN O 9 1 fVvT « 1 VCS 

Irx), y.iii \DT s, xny. . 


5-008 




0 99 (t, «/= 7.2 Hz, 3H), 1.40-1.52 (m, 2H),1.64-1.74 (m, 
2H), 2.16 (s, 3H), 2.34 (s, 3H), 2.41 (s, 3H), 4.13 (t, J = 
7.8 Hz, 2H), 7.27 (d, c/= 8.1 Hz, 2H), 7.84 (d, «/= 8.1 
Hz, 2H). 8.40 (s, IH). 9.20 (br s. IH). 


5-009 




1 00 (t, eA= 7.2 Hz, 3H), 1.40-1.52 (m, 2H), 1.64-1.74 
(m, 2H), 2.17 (s. 3H), 2.35 (s, 3H), 4.13 (t, e/= 7.8 Hz, 
2H), 7.20-7.27 (m, IH), 7.41-7.48 (m, IH), 7.63-7.70 (m, 
2H^. 8.38 (s, IH), 9.19 (br s. IH). 


5-010 




0 98 (t, J= 7.2 Hz, 3H), 1.38-1.50 (m, 2H), 1.62-1.73 
(m, 2H), 2.20 (s, 3H), 2.36 (s, 3H), 4.12 (t, J= 7.8 Hz, 
2H), 7.46-7.59 (m, 3H), 7.79 (dd, 1.2, 7.2 Hz, IH), 
7 88 (dd, 1.5, 7.2 Hz, IH), 7.95 (d, c/= 8.1 Hz, IH), 8.45 
MA, J' 1.5. 7.5 Hz. IH). 8.50 (s.lH). 8.95 (br s. IH). 


5-011 




1 01 (t, J= 7,2 Hz. 3H), 1,42-1.54 (m, 2H), 1.66-1.76 
(m, 2H). 2.19 (s, 3H), 2.36 (s. 3H). 4.16 (t, 7.8 Hz, 
2H), 7.53-7.62 (m, 2H), 7.88-8.03 (m, 4H), 8.47 (s, 2H), 
9.41 (br s, IH). 
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m.3 8 



, H 
R\>N 



rxx 



Me 



N "Me 

I, 
nBu 



No. 




^H-NMR (CDCI3) 


5-012 


cr 


0.96 (t, J= 7.2 Hz> 3H), 1.35-1.47 (m, 2H), 
1.57-1.67 (m, 2H), 2.09 (s, 3H). 2,28 (s, 3H), 
3.72 (s, 2H), 4.05 (t, 7.8 Hz, 2H), 7.28-7.40 
(m, 5H), 8.22 (s. IH). 8.40 (br 3, IH). 


5-013 




0.98 (t. J = 7.2 Hz, 3H), 1.37-1,49 (m, 2H), 
1.60-1.70 (m, 2H), 2.12 (s, 3H), 2.31 (s, 3H), 
2.69 (t, 7.5 Hz, 2H), 3.04 (t, 7.5 Hz, 
2H), 4.09 (t, 7.8 Hz, 2H), 7.17-7.34 (m, 
5H), 8.23 (s, IH). 8.35 (br s. IH). 


5-014 


COaH 


0.92 (t, J = 7.2 Hz, 3H), 1.31-1.39 (m, 2H), 
1.51-1.62 (m, 2H), 2.11 (s, 3H), 2.33 (s, 3H), 
4.05 (tyJ= 7.8 Hz, 2H), 7.54-7.64 (m, 3H), 7.83 
(d, J =7.6 Hz, IH), 8.14 (s, IH), 8.99 (s, IH), 
13.06 (br s, IH). 


5-015 


nBuO- 


0.94 (t, J= 7.5 Hz, 3H), 1.35-1.49 (m, 4H), 
1.60-1.70 (m, 4H), 2.11 (s, 3H), 2,29 (s, 3H), 
4.09 (t, J= 7.8 Hz, 2H), 4.15 (t, J = 6.6 Hz, 
2H). 7.73 (br s. IH). 7.85 (br s. IH). 


5-016 


a" 


0.99 (t, J = 7.2 Hz, 3H), 1.39-1.51 (m, 2H), 
1.62-1.73 (m, 2H), 2.11 (a, 3H), 2,31 (s, 3H), 
4.13 (t, J= 7.8 Hz, 2H), 7.16-7.41 (m, 5H), 7.88 
(s, IH). 8.09 (br s, IH). 


5-017 


BnO- 


0,97 (t, 7,2 Hz, 3H), 1.36-1.48 (m,- 2H), 
1.59-1.69 (m, 2H), 2.11 (s, 3H), 2.29 (s, 3H), 
4.08 (t, J= 7.8 Hz, 2H), 5.19 (s, 2H), 7.26-7.41 
(m, 5H), 7.83 (s, IH), 7,86 (s. IH). 


5-018 


a: 


0.90 (t, J = 7.2 Hz, 3H), 1.27.1.40(m, 2H), 
1.57-1.67(m, 2H), 2.14(s, 3H), 2.31(s, 3H), 
4.09(t, J 7.8 Hz, 2H), 6.91-6.97(m, IH). 
7.28-7.34(m, IH), 7.49(br s, IH), 7.50-7.54(m, 

IH), 8.08-8. ll(m, IH), 8.10(s, IH), 8.38(br s, 

IH). 


5-019 


a" 


1.00 (t, c/= 7.2 Hz, 3H), 1.39-1.51 (m, 2H), 
1.61-1.71 (m, 2H), 2.15 (s, 3H), 2.35 (s, 3H), 
4.15 (t, 7.8 Hz, 2H), 6.98-7.03 (m, IH), 
7.25-7.30 (m, 2H), 7.41-7.45 m, 2H), 8.03 (s, 
IH). 


5-020 


M 


0.98 (t, J= 7.2 Hz, 3H), 1.42-1.75 (m, 4H), 2.12 
(s, 3H), 4.27 (t, J = 7.8Hz, 2H), 7.48-7.61 (m, 
3H), 8.04-8.09 (m, 3H),8.98 (s, IH). 10.35 (br 
s. IH). 
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S 3 9 



No. 




^H-NMR (CDClg) 


5-101 


Q^N H 

nBu 


0.97 (t, c/= 7.2 Hz, 3H). 1.36-1.49 (m, 
2H), 1.60-1.70 (m, 2H), 2.04 (s, 3H), 
2.22 (s, 3H), 4.08 (t, J= 7.5 Hz, 2H), 
4.51 (s, 2H), 6.27 (s, IH), 7.30-7.35 (m, 
2H), 7.48-7.52 (m, IH), 7.69-7.72 (m. 
IH). 


5-102 


nBu 


0.98 (t, J= 7.2 Hz, 3H), 1.37-1.49 (m, 
2H), 1.59-1.69 (m, 2H), 2.18 (s, 3H), 
2.38 (s, 3H), 4.10 (t, J= 7.8 Hz, 2H), 
7.23-7.43 (m, IH), 7.42-7.43 (m, 4H), 
8.86 (s, IH). 


5-103 


H 

O N Me 
nBu 


0.92 (t, J= 7.2 Hz, 3H). 1.25-1.37 (m, 
2H), 1.45-1.55 (m, 2H). 2.08 (s, 3H), 
2.23 (a, 3H), 3.97 (t, J= 7.8 Hz, 2H), 
7.35 (s, IH), 7.41-7.66 (n, 2H). 7.65 (br 
s, IH), 7.83-7.87 (m, 2H). 


5-104 


° O^INI-^Me 
nBu 


n ClK (i- r — 7 9 TTt ^Vt\ 1 ^9 1 zlK /tyi 
u.cio \x>f cf — /.^ xiz, uxxy, j..oo-±.f40 v.ni, 

2H), 1.59-1.70 (m, 2H), 2.00 (s, 3H), 

2.30 (s, 3H), 4.10 (t, J= 7.8 Hz, 2H), 

7.03 (s, IH), 7.28-7.44 (m, 6H), 7.79- 

7.82 (m, 4H). 


5-105 


nBu 


0.96 (t, J= 7.2 Hz, 3H), 1.37-1.49 (m. 
2H), 1.62-1.73 (m. 2H), 2.16 (s, 3H), 
2.39 (s, 3H), 4.11 (t, «7= 8.1 Hz, 2H), 
7.30 (8. IH), 7.72-7.77 (m, 2H). 7.88- 
7.94 (m, 2H). 


5-106 


nBu 


0.99 (t, J= 7.2 Hz, 3H), 1.40-1.52 (m, 
2H), 1.64-1.75 (m, 2H), 2.20 (s, 3H), 
2.37 (s, 3H), 4.15 (t, </ = 7.8 Hz, 2H), 
7.38-7.50 (m, 3H), 7.89-7.92 (m, 2H), 
9.57 (s, IH), 10.60 (br s, IH). 
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«4 0 



'■ego 

nBu 



No. 




^H-NMR (CDCla) 


6-001 


a 


0.99 (t, 7,5 Hz, 3H), 1.45 (sextet, J- 7.5 
Hz, 2H), 1.66 (quint, 7.5 Hz, 2H), 1.74 
(quint, c/= 6.0 Hz. 2H), 1.87 (quint, «/= 6.0 Hz, 
2H), 2.60 (t, J= 6.0 Hz, 2H), 2.69 (t, J= 6.0 Hz, 
2H), 4.06 (t. «/= 7.8 Hz, 2H), 7.43-7.56 (m, 3H), 
7.94 (d, J'= 6.9 Hz, 2H), 8.31 (s, IH), 9.26 (br s, 
IH). 


6-002 




0.95 (t, J= 7.5 Hz, 3H), 1.40 (sextet, 7.5 
Hz, 2H), 1.56-1.65 (m, 2H), 1.69 (quint, c/= 6.0 
Hz, 2H), 1.82 (quint, J= 6.0 Hz, 2H), 2.52 (t, J 
= 6.0 Hz, 2H), 2.62 (t, 6.0 Hz, 2H), 3.72 (s, 
2H), 3.98 (t, J= 7.8 Hz, 2H), 7.27-7.39 (m, 5H), 
8,13 (s, IH), 8.44 (br s, IH). 


6-003 




0.97 (t, c/= 7.5 Hz, 3H). 1.42 (sextet, c/ = 7.5 
Hz, 2H), 1.61 (quint. J = 7.5 Hz, 2H), 1.71 
(quint, J- 6.0 Hz, 2H), 1.84 (quint. J= 6.0 Hz, 
2H), 2.65 (t, J^ 6.0 Hz, 2H), 2.65 (t, J= 6.0 Hz, 
2H), 2.70 (t, 7.8 Hz, 2H), 3.04 (t, 7.8 Hz, 
2H), 4.02 (t, 7.8 Hz, 2H), 7.18-7.33 (m, 5H), 
S.15 (s, IH), 8.41 (br s. IH). 


6-004 




0.98 (t, J= 7.5 Hz, 3H), 1.41 (sextet, 7.5 
Hz, 2H), 1.64 (quint, J = 7.5 Hz, 2H), 1.72 
(quint, 6.0 Hz, 2H), 1.85 (quint, 6.0 Hz, 
2H), 2.57 (t, J= 6.0 Hz, 2H), 2.67 (t, J= 6.0 Hz, 
2H), 4.03 (t, J= 7.8 Hz, 2H), 4.60 (s. 2H), 7.03 
(d, J= 7.8 Hz, 2H), 7.32 (d, J - 7.8 Hz, 3H), 
8.19 (s. IH). 9.49 (br s. IH). 


6-005 




0.92 (t, e/= 7.5 Hz, 3H). 1.32 (sextet. J = 7.5 
Hz, 2H), 1.57-1,65 (m, 2H), 1.69 (quint, 6.0 
Hz, 2H), 1,82 (quint, 6.0 Hz, 2H). 2.55 (t, J 
= 6-0 Hz, 2H), 2.59 (t, J= 6.0 Hz, 2H), 3.90 (t, J 
= 7.8 Hz, 2H), 4.46 (d, J= 6.0 Hz, 2H), 5.72 (br 
s, IH), 7.24-7.32 (m, 5H), 7.95 (s, IH), 8.00 (br 
s, IH). 


6-006 


a" 


(in rf^-DMSO): 0.93 (t, = 7.5 Hz, 3H), 1.35 
(sextet, J= 7.5 Hz, 2H), 1.56 (quint, J = 7.5 
Hz, 2H), 1.60-1.70 (m, 2H), 1.71-1.80 (m, 2H), 
2.51 (t, c/= 6.0 Hz. 2H). 2.67 (t, 6.0 Hz, 2H), 
4.00 (t. 7.5 Hz, 2H). 6.96 (t, c/== 7.2 Hz, IH), 
7.27 (t. J-= 7.5 Hz, 2H). 7.43 (d. J 7.5 Hz, 
2H), 7.84 (s, IH), 8.53 (br s. IH), 9.51 (br s, 
IH). 


6-007 




0,96 (t, J= 7.5 Hz, 3H), 1.41 (sextet, J = 7.5 
Hz. 2H), 1.63 (quint, J = 7.5 Hz, 2H), 1.70 
(quint, c/= 6.0 Hz, 2H), 1.83 (quint, J = 6.0 Hz, 
2H), 2.53 (t. J= 6.0 Hz, 2H), 2.63 (t, J=e.O Hz, 
2H), 4,01 (t. 7.8 Hz. 2H), 5.19 (s, 2H), 
7.29-7.41 (m. 5H), 7.76 Cs. IH), 7.86 (br s, IH). 
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^4 1. 



No, 


MM 


^H-NMR (CDClg) 


7-noi 

1 " V V A 


nBuO-^N Me 


0.71 (t, 7.2 Hz, 3H), 1.10-1.23(m, 
2H), 1.46.1.55(m, 2H), 2.22(6, 3H), 
2.43(s, 3H), 4.28 (t, J= 6.3 Hz, 2H), 
7.20-7.29(m, 2H), 7.38-7.41(jn, IH), 
7.58-7.60(m. IH). 7.67(s. IH). 


7-002 


nBu 


0.97 (t, J = 7.2 Hz, 3H), 1.37-1,49 
(m, 2H), 1.60-1.80 (m, 2H). 2.21 (s, 
3H), 2,44 (s, 3H), 2.48 (s, 3H), 4.71 
(br s, 2H), 7.30-7.35 (m, 3H), 8.01 (s, 
IH), 8.04 (s, IH). 


7-003 


0*^N Me 
nBu 


t\ an r — fj K. XT» qtt\ i Qr/ i 
O.y/ (t, J — /.O xlZ, o±l>, i.o/-i.OU 

(m, 2H), 1.62-1.73 (m, 2H), 2.07 (s, 

3H), 2.33 (s, 3H), 4.09 (t, J= 7.8 Hz. 

2H), 6.96 (s, IH). 


7-004 


Bn 


2.07 (s, 3H), 2.28 (s, 3H), 3.88 (s. 
3H), 5.42 (br s, 2H), 7.19-7.54 (m, 
9H). 


7-005 


Bn 


1.10 (t, J= 7.5 Hz, 3H), 2.30 (s, 3H), 
2.53 (q, J= 7.5 Hz, 2H), 3.85 (s, 3H). 
6.41 (br s. 2H), 7.18-7.55 (m, 9H). 


7-006 


O 

hBuC^N CH3 


0.84 (t, J= 7.2 Hz, 3H), 1.28 (sextet, 
J= 7.6 Hz, 2H), 1.61-1.68 (m, 2H), 
2.46 (s, 3H), 4.42 (t, J= 6.6 Hz, 2H), 
4.64 (d. 5.1 Hz. IH), 6.87 (d, J = 
6.0 Hz. IH), 7.26-7.37 (m, 5H), 8.32 
(br 8, IH), 8.42 (d, J= 7.5 Hz, IH). 


7-007 


0 

nBu 


0.95 (t, J= 7.2 Hz, 3H), 1.39 (m, 2H), 
1.74 (m, 2H), 3.98 (t, J= 7.5 Hz, 2H), 
4.50 (d, J= 6.7 Hz, IH), 4.60 (d, 5.7 
Hz, IH), 5.9 (brs, IH), 6.36 (brs, 
IH), 6.56 (dd, 9.6, 3.6 Hz, IH), 
7.25-7.36 (m, 5H), 7.86 (m. IH), 8.22 
(m. 2H). 


7-008 


nBu 


0.96 (t. c/= 7.3 Hz, 3H), 1.32-1.45 
(m. 2H), 1.69-1.79 (m, 2H), 3.96 (t, J 
= 7.6 Hz, 2H). 4.44 (s, 2H), 7.19-7.30 
(m, 3H), 7.40-7.43 (m, IH), 7.59-7.62 
(m, IH). 7.66 (dd, J= 7.0 Hz, IH). 


7-009 


nBu 


0.96 (t. J= 7.3 Hz, 3H), 1.32-1.44 
(m, 2H), 1.68-1.79 (m, 2H), 3.96 (t, J 
= 7.6 Hz, 2H), 6.14 (t, J= 7.0 Hz. 
IH), 7.06-7,27 (m, 5H), 7.39 (dd. J = 
1,8. 7,0 Hz. IH). 



wo 02/()53543 



PCT/JPOl/11427 



^4 2 



No. 




»H-NMR(CDCl3) 


7-010 


H 


(in CDCI3 + CD„OD): 2.17 (quint, J= 
6.3 Hz, 2H), 2.63 (t, J= 6.3 Hz, 2H), 
3.09 (t. J:= 6.3 Hz, 2H), 8.34 (s, IH). 
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^4 3 



No. 




^H-NMR (CDClg) 


7-011 


nBu 


0.97 (t, <7= 7.5 Hz, 3H), 1.38 (sextet, J 
= 7.5 Hz, 2H), 1.76 (quint, J= 7.5 Hz, 
2H), 2.15 (quint, 6.3 Hz. 2H), 2.61 
(t, t/= 6.3 Hz, 2H), 3.06 (t, c/= 6.3 Hz, 
2H), 4.03 (t, J= 7.5 Hz, 2H), 8.39 (s, 
IH). 


7-012 


nBu 


0.96 (t, e/*= 7.5 Hz, 3H), 1.37 (sextet, J 
= 7.5 Hz, 2H), 1.67-1.86 (m, 6H), 2.54 
(t, c/= 6.3 Hz, 2H), 2.87 (t, c7= 6.3 Hz, 
2H), 3.93 (t, J= 7.5 Hz, 2H), 7.22 (s, 
IH). 


7-013 


ri'Du 


0.97 (t, «/= 7.5 Hz, 3H), 1.38 (sextet, J 
= 7.5 Hz, 2H), 1.76 (quint, 7.5 Hz, 
2H), 2.15 (quint, J= 6.0 Hz, 2H), 2.61 
(t. J= 6.0 Hz, 2H), 3.06 (t. 6.0 Hz, 
2H), 3.45-3.58 (m, IH), 4.03 (t, J= 7.5 
Hz, 2H). 8.39 (s, IH). 


7-014 


liDU 


0.98 (t, c/= 7.5 Hz, 3H), 1.41 (sextet. J 
= 7.5 Hz, 2H), 1.75-1.90 (m, 6H), 2.60 
(t, J-= 6.3 Hz, 2H), 2.87 (t, 6.3 Hz, 
2H), 4.81 (t, e/= 7.5 Hz, 2H), 7.50 (s, 

IH). 


7-015 


nBu 


0.99 (t, 7.5 Hz, 3H), 1.44 (sextet, J 
= 7.5 Hz, 2H), 1.74 (quint, 3.3 Hz, 
4H), 1.87 (quint, J= 7.5 Hz, 2H), 2.62 
(br 6.3 Hz, 2H), 2.95 (br t, */ = 
6,3 Hz, 2H), 4.51 (t, J= 7.5 Hz, 2H), 
7.53 (s, IH). 10.60 (s. IH). 


7-016 


Bu 


0.99 (t, J= 7.2 Hz, 3H), 1.43 (sextet, J 
= 7.2 Hz, 2H), 1.71-1.95 (m, 6H), 2.66 
(br t, «/= 6.3 Hz. 2H). 2.83 (t, 6.3 
Hz. 2H). 4.58 (br t, J = 7.2 Hz, 2H), 
4.79 (s, 2H), 7.61 (s, IH). 


7-017 


nBu 


0.99 (t, 7.5 Hz, 3H), 1.43 (sextet, J 
= 7.5 Hz, 2H), 1.70-1.95 (m, 6H), 2.62 
(t, c/= 6.3 Hz.' 2H), 3.01 (t, c7= 6.3 Hz, 
2H), 4.58 (t, J= 7.5 Hz, 2H), 5.05 (s, 
2H), 7.15-7.30 (m, 2H), 7.42 (dd, J = 
7.2 Hz, J= 1.8 Hz, IH), 7.48 (br s, 
IH), 7.60 (dd, J= 7.2 Hz, J= 1.8 Hz, 
IH). 


7-018 


nBu 


0 93 ft J= 7 5 Hz 3H). 1.32 (sextet, J 
= 7.5 Hz, 2H), 1.42-1.59 (m, 5H), 1.88 
(s, IH), 1.97-2.08 (m, 2H), 2.20-2.32 
(m, IH). 2.54-2.66 (m. IH), 3.06-3.19 
(m. 2H), 3.33-3.43 (m, 3H). 


7-019 


nBu 


0.98 (t, J'= 7,5 Hz, 3H), 1.43 (sextet, J 
= 7.5 Hz, 2H), 1.65 (quint, J= 7.5 Hz, 
2H), 1.71 (quint, c/= 6.0 Hz, 2H). 1.85 
(quint. e/= 6.0 Hz, 2H). 2.52 (t, J= 6.0 
Hz, 2H). 2,68 (t. e^= 6.0 Hz, 2H). 4.00 
(t. c/= 7.8 Hz. 2H), 4.53 (s, 2H), 7.02 
(s. IH), 



177 



wo 02/053543 



PCT/JPOl/11427 



^4 4 



No. 


mm 


iH-NMR (CDCI3) 


7-020 


nBu 


0.97 (t, J= 7.5 Hz, 3H), 1.43 (sextet, J 
= 7.5 Hz, 2H), 1.57-1.72 (m, 4H), 1.81 
rauint «/= 6 0 Hz. 2H). 2.45 (t. J= 6.0 
Hz, 2H), 2.65 (t, 6.0 Hz, 2H), 4.01 
(t, J= 7.8 Hz, 2H), 4.93 (s, 2H), 7.08- 
7.30 (m. 4H), 7.18 (s, IH). 


7-021 


nBu 


0.97 (t, J= 7.5 Hz, 3H), 1.43 (sextet, J 
= 7.5 Hz, 2H), 1.59-1.73 (m, 4E[), 1.81 
(quint, c/= 6.0 Hz, 2H), 2.49 (t, 6.0 
Hz, 2H), 2.66 (t, J= 6.0 Hz, 2H), 4.01 
(t, 7.8 Hz, 2H), 4.43 (s, 2H), 7.24 
(quint d. e/= 7.5 Hz, 1.5 Hz, 2H), 7.40 
(S, /.4Z vttu, 6/ — /.o XiZ, J..O xiz, 
IH). 7.60 (dd. e^= 7.5 Hz, 1.5 Hz. IH). 


7-022 


nBu 


0.96 (t. J=: 7.5 Hz, 3H), 1.42 (sextet, J 
= 7.5 Hz, 2H), 1.64 (quint, J= 7.5 Hz, 
2H), 1.70 (quint, J= 6.0 Hz, 2H), 1.84 
(quint, 6.0 Hz, 2H), 2.53 (t, J= 6.0 
Hz, 2H), 2.67 (t, 6.0 Hz, 2H), 3.99 
(t, J= 7.8 Hz, 2H), 4.12 (dt, «/= 6.0 Hz, 
1.5 Hz, 2H), 4.46 (s, 2H), 5.20 (dq, J = 
10.5 Hz, 1.8 Hz, IH), 5.33 (dq, 17.1 
Hz, 1.8 Hz, IH), 5.91-6.05 (m, IH), 7.19 


7-023 


nBu 


0.99 (t, c/= 7.5 Hz, 3H). 1.46 (sextet, J 
= 7.5 Hz. 2H). 1.68 (quint, c7= 7.5 Hz, 
2H), 1.74 {quint, 6.0 Hz, 2H), 1.88 
(quint, 6.0 Hz, 2H), 2.59 (t, «7"= 6.0 
Hz, 2H), 2.76 (t, 6.0 Hz, 2H), 4.05 
(t, e7= 7.8 Hz, 2H), 7.76 (s, IH), 10.34 
(s. IH). 
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*4 5 



I5 



No. 






^H-NMR (CDCI3) 


10-001 


0^ 


nBu 


0.99 (d, J = 7.3 Hz, 3H), 1.22- 
1.53 (m, 6H), 1.62-1.86 (m, 6H), 
2.36-2.42 (m, 6H), 2.64 (t, c/= 6.0 
Hz, 2H), 2.89 (t, J= 6.3 Hz, 2H), 
3.48 (dt. = 7.2, 6.9 Hz. 2H), 
3.72 (t, J = 4.8 Hz, 4H), 4.05- 
4.14 (m, 2H), 8.29 (s, IH), 10.1 
(t. J= 5.4 Hz, IH). 


10-002 




nBu 


0.98 {d, e/ = 7.3 Hz, 3H), 1.34- 
1.54 (m, 6H), 1.62-1.83 (m, 6H), 
2.65 (t, J= 6.0 Hz, 2H), 2.90 (t, J 
= 6.4 Hz, 2H), 4.05-4.20 (m, 2H), 
4.80 (d, J'= 5.5 Hz, 2H), 7.16 (m, 
IH), 7.35 (d, J = 7.8 Hz, IH), 
7.64 (ddd, J= 7.8, 7.8, 1.8 Hz, 
IH), 8.34 (s, IH), 8.59 (dlike, 

im, 10.6 (t. j= 5.6 Hz, iro. 


10-003 




nBu 


0.99 (d, <r= 7.3 Hz, 3H), 1.34- 
1.53 (m, 6H), 1.60-1.90 (m, 6H), 
2.64 (t, J- 6.0 Hz, 2H), 2.89.(t, J 
= 6.3 Hz, 2H), 2.94 (t, c7= 7.5 Hz, 
2H), 3.70 (dt, J = 7.5, 6.0 Hz, 
2H), 4.03-4.14 (m. 2H), 7.18-7.20 
(m, 2H), 8.29 (s, IH), 8.50-8.52 
(m, 2H), 10.1 (t. J=^ 6.0 Hz. IH). 


10-004 




nBu 


0.99 (d, c/ = 7.2 Hz, 3H), 1.34- 
1.54 (m, 6H), 1.62-1.85 (m, 6H), 
2.66 (t. 6.0 Hz, 2H), 2.91 (t, J 
= 6.3 Hz, 2H), 4.12 (t. e7= 7.3 Hz. 
2H). 4.65 (d, J = 5.8 Hz, 2H), 
7.28 (A2B2, J= 5.0 Hz, 2H), 8.53 
(s, IH), 8.54 (A2B2, = 5.0 Hz, 
9T^\ 10 R Ct ,7=5 8 Hz 1H> 


10-005 




nBu 


0,99 (d, 7.3 Hz, 3H), 1.34- 
1,54 (m, 6H), 1.60-1.82 (m, 6H), 
2.64 (t, 6.1 Hz, 2H), 2.89 (t, J 
= 6.4 Hz, 2H), 2.94 (t, c7= 7.6 Hz. 
2H), 3.68 (dt, J = 7.5, 6.3 Hz, 
2H), 4.04-4.14 (m. 2H), 7.23 (dd, 
J= 7.8, 4.6 Hz. IH). 7.59 (ddd. J 
= 7.8. 2.1. 1.5 Hz. IH). 8,29 (s, 
IH), 8.47 (dd, J = 7.8, 1.5 Hz, 
IH). 8.50 (d. e7= 2.1 Hz, IH), 
10.1 (t. 6.3 Hz. IH). 


10-006 




nBu 


0.98 (d, J = 7.3 Hz, 3H), 1.34- 
1.53 (m, 6H), 1.41 (s, 6H), 1.61- 
1.80 (m, 6H), 2.63 (t, J = 6.1 Hz, 
2H), 2.88 (t, J= 6.4 Hz, 2H), 3.16 
(s. 2H), 4.06 (br.s, 2H). 6.88-6.94 
(m, 2H), 7.11-7.16 (m. 2H). 8.32 
(s. IH). 9.83 (br.s. IH). 
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O 



h 



No. 






*H-NMR (CDClg) 


10-007 


CI 


nBu 


0.98 (d, cA= 7.2 Hz, 3H), 1.38-1.49 
(m, 6H), 1.51-1.80 (m, 6H), 2.64 (t, 
</= 6.4 Hz, 2H), 2.89 (t, 6.4 Hz, 
2H), 4.10 (br.s, 2H), 4.73 (d, J= 5.8 
Hz, 2H), 7.16-7,25 (m, 4H), 7.35 (m, 
IH). 7.46 (m, IH), 8.32 (s, IH), 10.4 
(br.s, IH). 


10-008 


OMe 


nBu 


0.98 (d, J= 7.3 Hz, 3H), 1.37-1.48 
(m, 6H), 1.51-1.79 (m, 6H), 2.63 (t, 
6,4 Hz, 2H), 2.87 (t, </= 6.4 Hz, 
2H), 3.88 (s, 3H), 4.09 (m, 2H), 4.65 
(d, 5.8 Hz, 2H), 6.85-6.93 (m, 
2H), 7.22 (dt, J = 7.6, 1.8 Hz, IH), 
7.35 (dd, c/= 7.6, 1.8 Hz, IH), 8.32 
(s. IH), 10.3 (br.s, IH). 


10-009 


Me 


nBu 


0.97 (d, 7.3 Hz, 3H), 1.38-1.50 
(m, 6H), 1.60-1.80 (m, 6H), 2.38 (s, 
3H), 2.64 (t, 6.1 Hz. 2H), 2.88 
(t, J - 6.4 Hz, 2H), 4.08 (m, 2H), 
4.63 (a, e/ = 5.5 Jtlz, Jitx), /.lD-/.zu 
(m, 3H), 7.33 (m, IH). 8.33 (s, IH), 
10.2 (br.s, IH). 


10-010 




nBu 


0.97 (d, J= 7.3 Hz, 3H), 1.36-1.60 
(m. 6H), 1.61-1.78 (m, 6H), 2.64 (t, 
c/= 6.1 Hz, 2H), 2.87 (t, c7= 6.7 Hz, 
2H), 4.08 (br.s, 2H), 4.72 (d, 5.5 
Hz, 2H), 6.84-6.92 (m, 2H), 7.20 (m, 
IH), 8.32 (s, IH). 10.2 (br.s. IH). 


10-011 




nBu 


0.99 (t, J= 7.2 Hz, 3H), 1.34-1.54 
(m, 4H), 1.47 (sextet, J = 7.2 Hz. 
2H), 1.65-1.81 (m, 6H), 2.63 (t, J = 
6.3 Hz, 2H), 2.89 (t, J = 6.3 Hz, 
2H), 3.71 (d, J= 6.3 Hz, 2H), 4.11 
(br t, c/= 7.2 Hz, 2H), 5.43 (dt, J" = 
8.1 Hz, 6.0 Hz, IH), 7.26-7.70 (m, 
5H), 8.23 (s, IH), 10.74 (d, J= 8.1 
Hz. IH). 


10-012 


CHaCOjH 


nBu 


0.99 (t, 7.2 Hz, 3H). 1.34-1.56 
(m. 4H), 1.47 (sextet. J" = 7.2 Hz. 
2H). 1.61-1.80 (m, 6H). 2.06 (s. 
3H), 2.63 (t, J= 6.3 Hz, 2H). 2.89 
(t, 6.3 Hz, 2H), 3.15 (d. «/= 6.0 
Hz, 2H), 4.12 (br t, J 7.2 Hz, 2H), 
5.25 (dt, e/= 7.8 Hz, 6.0 Hz, IH), 
7.35-7.42 (m, 5H). 8.28 (s, IH). 
10.67 (d. 8.4 Hz. IH). 
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m4 7 



6co 



No 






iR-NMR (CDClg) 


10-013 


CH3CO2H 


nBu 


1.00 (t, J = 7.5 Hz, 3H), 1.34- 
1.56 (m, 4H), 1.47 (sextet, J = 
7.5 Hz, 2H), 1.62-1.80 (m, 6H), 

2.01 (s, 3H), 2.63 (t, J= 6.0 Hz, 
2H), 2.78-3.06 (m, 4H), 2.88 (t, J 
= 6.0 Hz, 2H), 4.10 (br t, J= 7.5 
Hz. 2H), 4.35-4.45 (m, IH), 
7.18-7.30 (m, 5H), 8.24 (s, IH), 
10.25 (d. J= 7.8 Hz. IH). 


10-014 


AcHN^ 


nBu 


n ^t */ = 7 5 Hz affi 1 36- 
1.55 (m, 4H). 1.46 (sextet, J = 

7.5 Hz, 2H), 1.63-1.79 (m, 6H), 
1.97 (s, 3H), 2.64 (t, J= 6.0 Hz, 
2H), 2.89 (t, J = 6.0 Hz, 2H), 
3.70-3.81 (m, 2H), 4.09 (br t, */ = 

7.6 Hz, 2H), 5.31-5.39 (ni, , IH). 
6.61 (br t, 4.5 Hz, IH), 7.28- 
7.44 (m, 5H), 8.28 (s, IH), 10.66 
Cd «/= 7 5 Hz IH). 


10-015 




nBu 


0.99 (t, J = 7.2 Hz, 3H), 1.38- 
1.57 (m, 4H), 1.47 (sextet, J = 
7.2 Hz, 2H), 1.62-1.80 (m, 6H), 
2.64 (t, = 6.0 Hz, 2H), 2.90 (s, 
3H), 2.90 (t, «r= 6.0 Hz. 2H), 3.60 
(d, </= 6.6 Hz, 2H). 4.10 (br t. 
7.2 Hz, 2H), 5.38 (dt. J= 7.5 Hz, 
6.0 Hz, IH), 7.35-7.43 (m, 5H), 
8.29 (s, IH), 10.75 (d. 9.0 Hz, 
IH). 


10-016 


CI 


nBu 


0.99 (d, c/= 7,3 Hz, 3H), 1.34- 
1.54 (m, 6H), 1.62-1.82 (m, 6H), 
2.65 (t, J= 6.0 Hz, 2H), 2.90 (t, J 
= 6.3 Hz, 2H), 4,06-4.17 (m, 2H), 
4.68 (d, J= 6.4 Hz, 2H), 7.16 (dd, 
er= 8.5, 2.4 Hz, IH), 7.28 (d, J = 
8.5 Hz, IH). 7.41 (d. J'= 2.4 Hz. 
IH), 8.32 (s, IH). 10.5 (t, J =^ 6.4 
Hz. IH). 


10-017 




nBu 


1.01 (t, 7.3 Hz, 3H), 1.35- 
1.57 (m, 6H), 1,65-1.85 (m, 6H). 
2.69 (t. J= 6.0 Hz, 2H), 2.94 (t, J 
= 6.2 Hz, 2H), 4.08-4.20 (m, 2H), 
6.33 (s, IH), 6.48 (dd, J= 3.4, 1.8 
Hz, IH), 6.68 (d, J^= 3.4 Hz, IH), 
7.46 (m, IH), 8.35 (s, IH), 12.8 
(s. IH). 
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4 8 



to 



No. 






^H-NMR (CDCI3) 


10-018 


HN^ 


nBu 


1.00 (t, ./= 7.6 Hz, 3H), 1.37-1.57 (m, 
4H), 1.47 (sextet, J = 7.5 Hz, 2H), 
1.61-1.80 (m, 6H), 2.62 (t, J'= 6.0 Hz! 
2H), 2.88 (t, 6.0 Hz, 2H), 2.94 (t, 
7.5 Hz, 2H), 3.23-3.33 (m, IH), 
3.45-3.55 (m, IH), 4.09 (br t, c/= 7.5 
Hz, 2H), 4.40-4.50 (m, IH), 4.53 (d, J 
= 6.0 Hz, 2H), 5.14-5.30 (m, 2H), 
5.52 Cbr s, IH), 5.82-5.96 (m, IH), 
7.17-7,28 (m, 5H), 8.25 (s, IH), 10.18 
(d, J= 7.5 Hz, IH). 


10-019 




nBu 


1.00 (t, J- 7.5 Hz, 3H), 1.40 (s, 9H), 
1.41-1.55 (m, 4H), 1.47 (sextet, = 
7.5 Hz, 2H), 1.64-1.80 (m. 6H), 2.62 
(t, J= 6.0 Hz, 2H), 2.88 (t. J- 6.0 
Hz, 2H), 2.88-3.00 (m, 2H), 3.18-3.28 
(m, IH), 3.38-3.48 (m, IH), 4.09 (br 
t, V= 7.5 Hz, 2H), 4.37-4.47 (ra. IH), 
5.11 (br s, IH), 7.22-7.32 (m, 5H), 
8.25 (s, IH), 10.13 (d, «7 = 7.8 Hz, 
IH). 


10-020 




nBu 


1.00 (t, c/= 7.2 Hz, 3H), 1.36-1.81 (m, 
12H), 2.62 (t, J= 6.0 Hz, 2H), 2.74- 
3,04 (m, 6H), 3.21-3.37 (m, 2H), 4.09 
(br t, e/= 7.2 Hz, 2H), 4.44-4.53 (m, 
IH), 5.06-5.17 (m, 2H), 5.08-5.95 (m, 
IH), 7.18-7.29 (m, 5H), 8.25 (s, IH), 
10.17 (br s, IH). 


10-021 


HN^ 


nBu 


1.00 (t, e7= 7.2 Hz, 3H), 1.36-1.62 (m, 
4H), 1.47 (sextet, 7.2 Hz, 2H), 
1.61-1.79 (m, 6H), 2.63 (t, J= 6.0 Hz, 
2H), 2.88 (t, c/= 6.0 Hz, 2H), 2.95- 
3.11 (m, 2H), 3.49-3.59 (m, IH), 
3,68-3.76 (m, IH), 4.10 (br t, J"= 7.2 
Hz, 2H), 4.51-4.64 (m, IH), 7.17-7.85 
(m, lOH), 7.92 (br s, IH), 8.27 (s, 
IH). 10.45 (d, J= 7,5 Hz, IH). 


10-022 




nBu 


1.00 (t, 7.5 Hz, 3H), 1.36-1.57 (m, 
4H), 1.48 (sextet, J = 7.5 Hz, 2H), 
1.60-1.80 (m, 6H), 2.65 (t, J- 6.0 Hz, 
2H), 2.89 (t. J= 6.0 Hz, 2H), 2.96- 
3.12 (m, 2H), 3.46-3.56 (m, IH), 
3.70-3.79 (m, IH), 4.11 (br t, «/= 7.5 
Hz, 2H), 4.51-4.63 (m, IH), 7.17-7.39 
(m, 6H), 8.17 (d, J =^ 8.1 Hz. IH), 
8.28 (s, IH), 8,37 (br s, IH), 8.69 (d, 
J = 3.9 Hz, IH), 9.07 (br s, IH), 
10.52 (d, J= 7.2 Hz. IH). 
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^4 9 



is 



No. 






iR-NMR (CDCI3) 


10-023 




nBu 


1 m n T~ 7 R TTy SH'i 1 39-1 59 (m. 
4H). 1.50 (sextet, 7,5 H^;, 2H), 
1.63-1.8B (m, 6H), 2.68 (t, 6.0 Hz, 
2H), 2.94 (t, J= 6.0 Hz, 2H), 4.17 (br 
t, 7,5 Hz, 2H), 7.46-7.61 (m, 3H), 
8.11 (d, t/= 7.2 Hz, 2H), 8.42 (s, IH), 
13.76 (br s. 1H>. 


10-024 


H- 


nBu 


11.0 »7 yif e/ — f *^ XIZ, OXX/f ±.0 i -x.ao V."*» 

4H), 1.47 (sextet, J = 7.2 Hz, 2H), 
1.63-1.81 (m, 6H), 2.64 (t, J= 6.0 Hz. 
2H), 2.90 (t, c/= 6.0 Hz. 2H), 4.11 (t, 
J= 7.2 Hz, 2H), 5.69 (br s, IH), 8.30 
(s. IH), 9.63 (br s, IH). 


10-025 


NH 


nBu 


1.00 (t, </= 7.5 Hz, 3H), 1.37-1.84 (m, 

(t, e7= 6.0 Hz, 2H), 4.13 (br t, 7.5 
Hz, 2H), 7.50-7.53 (m, 3H), 8.00-8.08 
(m. 2H), 8.37 (s, IH), 13.04 (br s, 
IH). 


10-026 


5 


nBu 


1.00 (t, 7.2 Hz, 3H), 1.38-1.57 (m, 
4H), 1.48 (sextet, 7.2 Hz. 2H), 
1 87 Cm 6H) 2 68 (t. J- 6.0 Hz. 
2H), 2.94 (t, c7= 6.0 Hz, 2H), 4.16 (br 
t, J= 7.2 Hz, 2H), 7.40-7.56 (m, 3H), 
7.95 (d, c7= 7.2 Hz, 2H), 8.42 (s, IH), 
14.37 (br s. IH). 


10-027 




nBu 


0.99 (t, 7.2 Hz, 3H), 1.38-1.56 (m. 
4H), 1.47 (sextet, J" = 7.2 Hz, 2H), 
1.63-1.82 (m, 6H), 2.62 (t, J= 6.0 Hz, 
2H), 2.90 (t, </= 6-0 Hz, 2H), 4.11 (br 
t, e/= 7.2 Hz. 2H), 6.12 (br s. IH), 
7.39-7.51 (m, 3H), 7.75-7.79 (m, 2H). 
8.12 (s. IH). 


10-028 




nBu 


1.01 (t, cr= 7.5 Hz, 3H), 1.37-1.58 (m, 
4H), 1.48 (sextet, J = 7.2 Hz. 2H), 
1.60-1.82 (m, 6H), 2.60 (t, c7= 6.0 Hz, 
2H), 2.91 (t, J= 6.0 Hz, 2H), 4.06 (s, 
3H), 4.17 (br t, J ^ 7.5 Hz, 2H), 
7.36-7.56 (m, 3H), 7,52-7.57 (m, 2H). 
8.23 (s. IH). 12.43 (br s. IH). 


10-029 




nBu 


1.01 (t. J= 7.5 Hz, 3H), 1.37-1.55 (m, 
4H), 1.40 (t, J'= 6.9 Hz. 3H), 1.48 
(sextet. J= 7.6 Hz, 2H), 1.60-1.83 
(m, 6H). 2.60 (t. J= 6.0 Hz, 2H), 2.91 
(t, c/= 6.0 Hz, 2H), 4.17 (br t, J= 7.5 
Hz, 2H), 4.30 (q, J = 6.9 Hz, 2H), 
7.32-7.40 (m. 3H), 7.51-7.61 (m, 2H), 
1 8.23 (s. IH). 12.44 (br s. IH). 
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^50 

O 



No. 






^H-NMR (CDCI3) 


10-030 


n 


1 


1.37-1.53 (m, 4H), 1.56 (d, ^= 7.2 Hz, 
3H), 1.61-1.79 (m, 4H), 2.65 (t, J =^ 6.0 

(quint, c7= 6.9 Hz, IH), 5,42 (br s, 2H), 
6.98 (d, J= 5.1 Hz, 2H), 7.25-7.41 (m, 
6H), 8.43 (s, IH), 8-58 (br s, 2H), 10.11 
(d. 7.8 Hz. IH). 


10-031 






1.37-1.80 (m, 8H), 2.67 (t, J - 6.0 Hz, 
2H), 2.74 (t, 6.0 Hz, 2H), 3.07 (br t, J 
= 6.0 Hz, IH), 3.94 (t, e/ = 6,0 Hz, 2H), 

6.99 (d, J^= 5.4 Hz, 2H), 7.29-7.42 (m, 
5H), 8.44 (s, IH), 8.57 (d, 5.4 Hz, 

2H), 10.50 (d, c/= 7.5 Hz, IH). 


10-032 


fix 


nBu 


0.96 (t, J = 7.5 Hz, 3H), 1.37-1.58 (m, 
6H), 1.60-1.80 (m, 6H), 1.92-2.05 (m, 
IH), 2.62-2.73 (m, IH), 2.66 (t, J= 6.0 
Hz, 2H), 2.84-2,95 (m, IH), 2.89 (t, = 
6 0 Hz 2ro 2 99-3 09 (m IH). 3.95-4.16 
(m, 2H), 5.68 (q, </ = 7.5 Hz, IH), 7.15- 
7.29 (m, 3H), 7.36-7.40 (m, IH), 8.37 (s, 
IH^. 10.25 (d, «/= 8.4 Hz, IH). 


10-033 




nBu 


0.96 (t, «/= 7,5 Hz, 3H), 1.35-1.56 (m, 
6H), 1.59-1.79 (m, 6H), 1.91-2.04 (m, 
IH) 2 62-2 72 (m. IH). 2.66 (t. e7 = 6.0 
Hz, 2H). 2.84-2.95 (m, IH), 2.89 (t, J = 
6.0 Hz, 2H), 2.99-3.09 (m, IH), 3.98-4.18 
(m, 2H), 5.68 (q, J= 7.5 Hz, IH), 7.15- 
7.26 (m, 3H), 7.36-7.40 (m, IH), 8.37 (s, 
IH), 10.25 (d, J= 8.1 Hz. IH). 


10-034 


Me 


nBu 


1.00 (t, 7.5 Hz, 3H), 1.38-1.56 (m, 
4H), 1.48 (sextet, J= 7.5 Hz, 2H), 1.63- 
1.83 (m, 6H), 2.65 (t, J= 6.0 Hz, 2H), 
2.91 (t, c/= 6.0 Hz, 2H), 3.29 (s, 3H), 
4.13 (t, J= 7.5 Hz, 2H), 6.82 (t, c/= 7.5 
Hz, IH), 6.90 (d, 8.7 Hz, 2H). 7.22- 
7.27 (m, 2H), 8.34 (s, IH), 11.48 (br s, 
IH). 


10-035 


a 


nBu 


0.99 (t, J= 7.2 Hz, 3H), 1.20-1.53 (m, 
12H), 1.59-1.80 (m, 8H), 1.95-2.01 (m. 
2H), 2.63 (t, e/= e.O.Hz, 2H), 2.88 (t, 
6.0 Hz, 2H), 3.91-4.02 (m, IH), 4.09 (br 
t, J-= 7.2 Hz, 2H), 8.30 (s, IH), 9.88 (d, J 
= 7.5 Hz. IH). 


10-036 


cr 


nBu 


0.99 (t, 7-2 Hz, 3H), 1.13-1.30 (m, 
2H), 1.36-1.83 (m, 21H), 2.66 (t, 6.0 
Hz, 2H), 2.88 (t, J= 6.0 Hz. 2H), 3.28 (t, 
J= 6.0 Hz, 2H), 4.10 (br t, «/ = 7.5 Hz, 
2H). 8.31 (s. IH). 9.98 (br s. IH). 



184 



wo ()2/()53543 



PCT/JPOl/11427 



^5 1 



No. 






^H-NMR (CDCI3) 


10-037 


Me 


nBu 


0.99 (t, J= 7.2 Hz, 3H), 1.36-1.53 (m, 
6H), 1.62-1.81 (m, 6H), 2.64 (t. 6.0 
Hz, 2H), 2.89 (t, 6.0 Hz. 2H). 2.98 
(d, 3.6 Hz, 3H), 4.10 (br t, c/= 7.2 
Hz. 2H). 8.31 (s. IH), 9,85 (br s, IH). 


10-038 


Et 


nBu 


0.99 (t, 7.2 Hz, 3H), 1.24 (t, 7.2 
Hz, 3H), 1.34-1.54 (m, 4H), 1.47 
(sextet, 7.2 Hz, 2H), 1.63-1.80 (m, 
6H), 2.64 (t, 6.0 Hz, 2H), 2.89 (t, 
6,0 Hz, 2H), 3.42-3.51 (m. 2H), 4.10 (br 
t, J= 7.2 Hz. 2H), 8.31 (s, IH). 9.90 (br 
s. 1H>. 


10-039 


iPr 


nBu 


0.99 (t, 7.2 Hz, 3H), 1.26 (d, 6.9 
Hz, 6H). 1.34-1.52 (m, 4H), 1.47 
(sextet; cr= 7.2 Hz, 2H), 1.60-1.80 (m, 
6H), 2.65 (t, e/= 6.0 Hz, 2H), 2.88 (t, J'= 
6.0 Hz, 2H), 4.09 (br t. J= 7.2 Hz, 2H), 
4.25 (sextet, J - 6.6 Hz, IH). 8.31 (s, 
IH). 9,82 (br s, IH). 


10-040 


tBu 


nBu 


0.99 (t, 7.5 Hz, 3H), 1.35-1.56 (m, 
6H), 1.47 (s, 9H), 1.61-1.79 (m, 6H), 
2,62 (t, 6.0 Hz, 2H), 2.88 (t, 6.0 
Hz. 2H). 4.09 (br t, </ = 7.5 Hz, 2H), 
8.30 (s. IH). 9.92 (br s. IH). 


10-041 




nBu 


0.99 (t. J= 7.5 Hz, 3H), 1.01 (s, 9H). 
1.36-1.57 (m, 6H), 1.62-1.80 (m, 6H), 
2.64 (t, «/= 6.0 Hz, 2H). 2.89 (t, e7 = 6.0 
Hz, 2H), 3.27 (t, c/= 6.0 Hz, 2H). 4.12 
(br t. c/= 7.5 Hz. 2H). 8.32 (s, IH), 1010 
(br s. IH). 


10-042 




nBu 


0.99 (t, J= 7.5 Hz. 3H), 1.38-1.54 (m, 
6H), 1.62-1.83 (m, dH;, ^.b/ (^t, J — b.U 
Hz, 2H). 2.92 (t, J= 6.0 Hz, 2H), 4.14 
(br t. J = 7,5 Hz, 2H), 7,16-7.30 (m, 
2H), 7.47-7.56 (m, IH), 7.96 (td, */= 7.8 
Hz, 1.5 Hz, IH), 8.38 (s, IH), 13.37 (br 
s. IH), 


10-043 




nBu 


1.02 (t, c/= 7.2 Hz, 3H), 1.40-1.58 (m, 
6H). 1.67-1.85 (m, 6H), 2.69 (t, J = 6.0 
Hz, 2H), 2.94 (t, ^= 6.0 Hz, 2H), 4.18 
(br t, c/ = 7.2 Hz, 2H), 7.25-7.32 (m, 
IH), 7.47-7.55 (m, IH), 7.80 (dt, J = 9.6 
Hz, 2.4 Hz, IH), 7.89 (t, J = 7.8 Hz, 
IH), 8.41 (s. IH). 13.84 (br s, IH). 


10-044 




nBu 


1.01 (t, J= 7.5 Hz, 3H), 1.39-1.62 (m, 
6H), 1.65-1.89 (m. 6H), 2.69 (t, J = 6.0 
Hz, 2H), 2.94 (t, 6.0 Hz. 2H). 4.17 
(br t, t7= 7.5 Hz, 2H). 7.20 (t, J= 9.0 
Hz, 2H), 8.11-8.16 (m. 2H). 8.42 (s, 
IH). 13.79 (br s, IH). 



185 



wo «2/()53543 



PCT/JP«1/11427 



^5 2 



O 




No. 






^H-NMR (CDCI3) 


10-045 




nBu 


0.99 (t, 7.5 Hz, 3H), 1.38-1.54 (m, 
6H), 1.62-1.83 (m, 6H), 2.63 (t, cT" = 6.0 

JrlZ, Zl±), Z.VX (Zy e/ — O.U JCIZ, ^XXji <k*X^ (DT 

t, 7.5 Hz, 2H), 6.96 (t, «/ = 7.8 Hz, 
2H), 7.34-7.44 (m, IH), 8.29 (a, IH), 
13.18 Cbr s. IH). 


10-046 


\ o 

Ay- 


nBu 


1.02 (t, J= 7.2 Hz, 3H). 1.39-1.56 (m, 
6H), 1.67-1.85 (m, 6H), 2.69 (t, J= 6.0 
Jtlz, ^ri), ^,y4 ^^t, »/ — o.U xiz, aJo.^, 4.x f vor 
t, ./= 7.2 Hz, 2H), 7.32 (dt, J"= 9.0 Hz, 
1.2 Hz, IH), 7.86-8.01 (m, 2H), 8.41 (s, 
IH). 13.88 (br s, IH). 


10-047 






1.02 (t, J= 7.2 Hz, 3H), 1.42-1.57 (m, 
6H), 1.63-1.82 (m, 6H), 2.66 (t, J = 6.0 
idLz, -^±1^ is.yo v.t* «/— o.uxiz, ^11^ 4.±o ^or 
t, 7.2 Hz, 2H). 8.25 (s, IH), 13.37 (br 
s. IH). 


10-048 


F3Q 0 


nBu 


1.03 (t, J= 7.5 Hz, 3H), 1.40-1.55 (m, 
6H), 1.68-1.87 (m, 6H), 2.70 (t, 6.0 
Hz, 2H). 2.96 (t, 6.0 Hz, 2H), 4.20 (br 
t, J'= 7.5 Hz, 2H), 8.08 (s, IH), 8.41 (s, 

1X1^, 0.0/ vS, ^xX/, Xt.OVJ &, J.Xi^. 


10-049 




nBu 


0.99 (t, c7= 7.5 Hz, 3H), 1.01-1.34 (m, 
6H), 1.18 (d, t/= 6.9 Hz, 3H), 1.37-1.57 
(m, 8H), 1.62-1.88 (m, 9H), 2.63 (t, 
6.0 Hz, 2H), 2.88 (t, J = 6.0 Hz, 2H), 
3.99-4.10 (m, 2H), 4.05-4.21 (m, IH), 
8.30 (s, IH), 9.88 (d, J= 9.0 Hz. IH). 


10-050 




nBu 


0.99 (t, 7.5 Hz, SH), 1.01-1.32 (m, 
6H), 1.18 (d, J- 6.6 Hz, 3H), 1.34-1.52 
(m, 8H), 1.62-1.86 (m. 9H), 2.63 (t, J = 
6.0 Hz, 2H), 2.88 (t, J = 6.0 Hz, 2H). 
4.01-4.11 (m, 2H), 4.05-4.22 (m, IH), 
8.30 (s, im, 9.88 (d, c/= 8.4 Hz, IH). 


10-051 




nBu 


0.99 (t, t/= 7.2 Hz, 3H), 1.36-1.55 (m, 
4H). 1.48 (sextet, 7.2 Hz, 2H), 1.65- 
1.82 (m, 6H), 2.65 (t, c7 = 6.0 Hz, 2H), 
2.90 (t, c7= 6.0 Hz, 2H), 4.16 (br t, J = 
7.2 Hz, 2H), 4.97 (d, J= 4.2 Hz, 2H), 
7.47-7.63 (m, 3H), 8.02-8.06 (m, 2H), 
8.31 (s. IH). 10.81 (br s, IH). 


10-062 


OH 

cr 


nBu 


0.99 (t, J= 7.5 Hz. 3H), 1.28-1.55 (m, 
12H), 1.59-1.80 (m. lOH). 1.99 (br s, 
IH), 2.64 (t, J= 6.0 Hz, 2H), 2.89 (t, 
6.0 Hz, 2H), 3.47 (d, 6.3 Hz, 2H), 
4.11 (br t, J= 7.5 Hz, 2H), 8.30 (s, IH), 
10.27 (br 8. IH). 



186 



wo 02/053543 



PCT/JPOl/11427 



^5 3 









CO 


No. 






iR-NMR (CDCI3) 


10-053 


cr 


nBu 


0.99 (t. J= 7.5 Hz, 3H), 1.35-1.80 (m, 
14H^ 1 46 (sextet J" = 7 5 Hz 2H). 
2.00 (br s, 4H), 2.64 (t, J= 6.0 Hz, 
2H), 2.88 (t, 6.0 Hz, 2H), 3.94 (d, J 
= 6.0 Hz, 2H), 4.10 (br t, c/= 7.5 Hz, 
2H), 5.63 (br s, IH), 8.31 (s, IH), 9.97 
(br s. IH). 


10-054 




nBu 


1. 00 (t, c/= 7.2 Hz, 3H). 1.35-1.79 (m. 

2.64 (t, cr= 6.0 Hz, 2H), 2.90 (t, 6.0 
Hz, 2H), 3.79 (d, 6.0 Hz, 2H), 4.13 
(br J= 7.2 Hz, 2H), 5.52-5.59 (m, 
IH), 7.26-7.45 (m, 5H), 8.32 (br s, 
IH). 10.80 (br s, IH). 


10-055 




nBu 


0.98 (t, 7.6 Hz, 3H), 1.36-1.79 (m, 
lOH), 1.45 (sextet, J= 7.5 Hz, 2H), 

Hz, 2H), 3.03 (dd, 6.0 Hz, 2.4 Hz, 
2H), 4.10 (br t, J= 7.5 Hz, 2H), 5.47 
(q, 6.6 Hz, IH), 7.31-7.50 (m, 5H), 
8.28 (s. IH). 10.82 (d. «/= 7.5 Hz. 1H>. 


10-056 


rf" 


nBu 


0.96 (t, «f = 7.5 Hz, 3H), 1.38-1.79 (m, 
12H), 2.66 (t, 6.0 Hz, 2H), 2.89 (t. 

6.0 Hz, 2H), 3.04, 3.21 (ABx, J = 
16 2 Hz 3 0 Hz. 2H) 4.07 (br J — 
7.5 Hz, 2H), 4.74-4.80 (m, IH), 5.56 
(dd, 7.2 Hz, 5,1 Hz, IH), 7,20-7.30 
(m, 3H), 7.34-7.39 (m, IH), 8.35 (s, 
IH). 10.43 (d. 7.2 Hz, IH). 


10-057 




nBu 


0.96 (t, c/= 7.5 Hz, 3H), 1.35-1.81 (m, 
12H), 2.66 (t, c/= 6.0 Hz, 2H), 2.90 (t, 
6.0 Hz. 2H), 3.04, 3.21 (ABx, J = 
16.2 Hz. 3.0 Hz, 2H), 4.07 (br t, J =^ 
7,5 Hz, 2H), 4.77 (sextet, J = 3.0 Hz, 
IH), 5.56 (dd, 7.2 Hz, 5.1 Hz, IH), 
7.23-7.32 (m, 3H), 7.35-7.39 (m, IH), 
8.35 (s. im. 10.44 (d. J= 7.5 Hz, IH). 


10-058 




nBu 


0,96 (t. 7.5 Hz, 3H), 0.99 (t, J= 7.5 
Hz, 3H), 1.35-1.53 (m, 4H), 1.46 
(sextet, c/= 7.5 Hz, 2H), 1.64-1.79 (m, 
6H), 1.85-1.98 (m, 2H), 2.61 (t, J= 6.0 
Hz, 2H), 2.88 (t, J= 6.0 Hz, 2H), 4.11 
(br t, J*= 7.5 Hz, 2H), 5.08 (q, J = 7.5 
Hz. IH), 7.18-7.40 (m, 5H), 8.27 (s, 
IH). 10.40 (d. «7= 7.8 Hz. IH). 



187 



wo «2/053543 



PCT/JPOl/11427 



^5 4 

O 

H J 



No. 






^H-NMR (CDCI3) 


10-059 




nBu 


0.96 (t, 7.5 Hz, 3H), 0.99 (t, J'= 7.5 
Hz, 3H), 1.35-1.52 (m, 4H), 1.46 
(sextet, tr= 7.5 Hz, 2H), 1.61-1.79 (m, 
6H), 1.84-1.98 (m, 2H), 2.61 (t, «/= 6.0 
Hz, 2H), 2.88 (t, J= 6.0 Hz, 2H), 4.10 
(br t, 7.5 Hz, 2H), 5.08 (q, </= 7.5 
Hz, IH), 7.18-7.40 (m, 5H), 8.27 (s, 
IH), 10.40 (d. 7.8 Hz. IH). 


10-060 




nBu 


0.96 (t, «/= 7.2 Hz, 3H), 1.35-1.56 (m, 
4H), 1.42 (sextet, J = 7.2 Hz, 2H), 
1.59-1.80 (m, 6H), 2.67 (t, 6.0 Hz, 
2H), 2.90 (t, 6.0 Hz, 2H), 3.04 (s, 
3H), 3.28-3.43 (m, 2H), 3.97-4.09 (m, 
2H), 5.68 (td, J = 4.5 Hz, 1.5 Hz, IH), 
5.90 (dd, J = 7.5 Hz, 4.6 Hz, IH), 
7.18-7.35 (m, 4H), 8.35 (s, IH), 10.64 
Cd. c/= 8.4 Hz, IH), 


10-061 


OMs 


nBu 


0.96 (t, -/= 7.5 Hz, 3H), 1,35-1.56 {m, 
4H), 1.42 (sextet, J = 7.5 Hz. 2H), 
1.61-1.81 (m, 6H), 2.67 (t, J- 6.0 Hz, 
2H), 2.90 (t, J = 6.0 xlz, ^Jti}, O.04 Qs, 
3H), 3.28-3.44 (m, 2H), 3.92-4.09 (m, 
2H), 5.58 (td, 4,5 Hz, 1.5 Hz, IH), 
5.90 (dd, J = 7.5 Hz, 4.5 Hz, IH), 
7.20-7.35 (m, 4H), 8.35 (s, IH), 10.64 
(d, J= 8.4 Hz, IH). 






nBu 


0.97 (t, J"= 7.2 Hz, 3H), 1.36-1.54 (m, 
6H), 1.61-1.80 (m, 6H), 2.66 (t, J= 6.0 
Hz, 2H), 2.90 (t, 6.0 Hz, 2H), 2.95, 
3.34 (ABx. J= 7.8 Hz, 2H), 3.98-4.10 
(m, 2H). 4.23 (q, c7= 7.2 Hz, IH), 5.65 
(t, 7,2 Hz, IH), 7.19-7.32 (m, 4H), 
8.39 (s. IH), 10.36 (d, c/=: 8.4 Hz. IH). 


10-063 




nBu 


0.97 (t, J'= 7.5 Hz, 3H), 1.36-1.54 (m, 
6H), 1,61-1,81 (m, 6H), 2,66 (t, c/= 6.0 
Hz, 2H). 2.90 (t, J= 6.0 Hz, 2H), 2.95, 
3,34 (ABx, J= 7.5 Hz, 2H), 3.98-4.10 
(m. 2H), 4.23 (q, </= 7.2 Hz, IH), 5.65 
(t, c/= 7.2 Hz, IH), 7.19-7.32 (m, 4H), 
8.39 (s, IH). 10.36 (d. 8.4 Hz, IH). 


10-064 


OH 


nBu 


0.99 (t, 7.2 Hz, 3H), 1.36-1.52 (m, 
6H). 1.63-1.80 (m, 6H), 1.99 (br s, 
IH). 2.62 (t. J= 6.0 Hz, 2H). 2.88 (t. J 
= 6.0 Hz. 2H), 3.36 (s, 3H). 3.45, 3.58 
(ABx, J = 5.4 Hz. 4.2 Hz, 2H), 4.02- 
4,21 (m, 2H), 4.33-4.41 (m, IH), 5.03 
(d, J= 5.1 Hz, IH), 7,26-7.35 (m, 3H), 
7.42-7.46 (m, 2H), 8.25 (s, IH), 10.62 
(d. .7= 7.8 Hz. IH). 



188 



WO«2/(»53543 PCT/JPOl/11427 

^5 5 




No. 






^H-NMR (CDCI3) 


10-065 


^ OMe 
CI 


Bu 


1.00 (t, -/= 7.2 Hz, 3H), 1.35-1.53 (m, 
6H), 1.61-1.80 (m, 6H), 2.62 (t, J= 6.0 

3.57 (ABx, c/= 5.4 Hz, 4.2 Hz, 2H), 
3.34 (s, 3H), 4.12 (br t, J = 7.2 Hz, 
2H), 4.76-4.85 (m, IH), 5.36 (d, J = 
5.4 Hz, IH), 7.26-7.35 (m, 3H), 7.45- 
7.49 (m, 2H), 8.24 (s, IH), 10.53 (d. J 
= 8.1 Hz. IH). 


10-066 


Et 


Bu 


0.95 (t. J= 7.5 Hz. 3HX 2), 0.99 (t, J= 

7.5 xlZ, Qlly, l.OO-i.itf '^•OO 

(t, 6.0 Hz, 2H), 2.88 (t, 6.0 Hz, 
2H), 3.92-4.05 (m, IH). 4.10 (br t, J ^ 
7.2 Hz, 2H), 8.31 (s. IH), 9.76 (d. 
7.5 Hz. IH). 


10-067 


OMe 

a/ 


Bu 


0.98 (t, c/= 7.6 Hz, 3H), 1.34-1.51 (m, 

r> T_T\ 1/5 1 1 n Ck /■r^ /2TT^ *> Q 7' — ft n 

ori^ l.ol-I./y o-"-^, ^.oz \z, */ — o.u 
Hz, 2H), 2.88 (t, J= 6.0 Hz, 2H), 3.31, 
(s. 3H), 3.79-3.90 (m, 2H), .4.11 (br t, J 
= 7.5 Hz, 2H), 5.87-5.94 (m. IH), 
7.45-7.62 (m, 3H), 8.05-8.09 (m, 2H), 
8.26 (s, IH). 10.80 (d, J= 7.8 Hz, IH). 


10-068 






1.35 (quint, J = 6.0 Hz, 2H), 1.48 
(quint. J= 6.0 Hz, 2H), 1.68 (d, e/ = 
6.9 Hz, 3H), 1.61-1.76 (m, 4H), 2.64 
(t, J= 6.0 Hz, 2H), 3.04 (t, 6.0 Hz, 
2H), 3.31 (s, 3H), 3.70 (t, J= 5.4 Hz, 
2H), 4.26-4.42 (m, 2H), 5.31 (quint, J 
= 7.2 Hz, IH), 7.22-7.44 (m, 5H), 8.32 
(s. IH). 10.29 (d. J= 7.8 Hz. IH). 


10-069 






0.98-1.54 (m, 8H), 1.18 (d, J= 6.6 Hz, 
3H), 1.61-1.85 (m, IIH), 2.65 (t, J = 
6.0 Hz, 2H), 3.04 (t. 6.0 Hz, 2H), 
3.31 (s, 3H). 3.70 (t, 6.0 Hz, 2H), 
4.00-4.14 (m, IH), 4.25-4.43 (m, 2H), 
8.33 (s. IH). 9.81 (d. J= 8.7 Hz. IH). 


10-070 


MeO^ 
OMs 


nBu 


1.00 (t, J= 7.2 Hz, 3H), 1.34-1.53 (m, 
6H), 1.63-1.80 (m, 6H), 2.62 (t, J= 6.0 
Hz, 2H), 2.83(s, 3H), 2.88 (t, J= 6.0 
Hz, 2H), 3.22, 3.50 (ABx, J = 4.8 Hz. 
2H). 3.32 (s, 3H), 4.02-4.21 (m, 2H), 
4.68-4.78 (m. IH), 5.86 (d, J= 6.9 Hz, 
IH). 7.32-7.49 (m, 5H), 8.23 (s. IH). 
10.50 (d, 9.6 Hz, IH). 



WO«2/053543 PCT/JI»«1/11427 

^5 6 









CO 


No. 


R' 




^H-NMR (CDCI3) 


10-071 


MeO^ 


nBu 


0.99 (t, J = 7.2 Hz, 3H), 1.33- 
1.50 (m, 6H), 1.62-1.79 (m, 6H), 
2.60 (t, J= 6.0 Hz, 2H), 2.86 (t, J 
= 6.0 Hz, 2H), 3.38, 3.68 (ABx, J 
= 4.8 Hz, 2H), 3.36 (s, 3H), 4.01- 
4.19 (m, 2H). 4.60-4.69 (m, IH). 

7.45 (m, 5H), 8.20 (s, IH), 10,25 
(d, J'= 7.2 Hz. IH). 


10-072 


OH 


nBu 


0.99 (t, J = 7.2 Hz, 3H), 1.35- 

1.62 (m, 6H), 1.62-1.80 (m, 6H), 

2.63 (t, 6.0 Hz, 2H), 2.89 (t, J 
= 6.0 Hz, 2H), 3.77, 3.87 (ABx, J 
= 6.6 Hz, 4.8 Hz, 2H), 4.11 (br t, 
J= 7.2 Hz, 2H), 4.25 (quint, J = 
4.8 Hz, IH), 5.07 (d,y= 6.0 Hz, 

(m, 2H), 8.27 (s, IH), 10.70" (d. 
= 5.4 Hz. IH). 


10-073 


HO^ 


nBu 


0.99 (t, J = 7.2 Hz, 3H), 1.38- 
1.54 (m, 6H), 1.61-1.80 (m, 6H), 
2.63 (t, J= 6.0 Hz, 2H), 2.89 (t, J 
= 6.0 Hz, 2H), 3.77, 3.87 (ABx, J 
= 6.6 Hz, 4.5 Hz, 2H), 4.08-4.16 
(m, 2H), 4.25 (quint, J"= 6.0 Hz, 
IH), 5.07 (d, J = 5.4 Hz, IH), 
7.23-7.36 (m, 3H), 7.44-7.49 (m, 

6.6 Hz, IH). 


10-074 




nBu 


1.01 (t, J = 7.5 Hz, 3H), 1,32- 
1.54 (m, 4H), 1.46 (sextet, J = 
7.5 Hz, 2H). 1.61-1.78 (m, 6H), 
2.57 (t, J= 6.0 Hz, 2H), 2.86 (t, J 
= 6.0 Hz, 2H), 4.03-4.22 (m, 2H), 
4.12, 5.32 (ABx, 12.0 Hz, 1.5 
Hz, 2H), 4.60 (dd, J= 9.0 Hz, 1.5 
Hz, IH), 6.32 (d, e/= 1.5 Hz, IH), 
7,24-7.32 (m, 3H), 7.38-7.42 (m, 
2H), 8.09 (s, IH), 10.97 (d, 
8.7 Hz. IH). 


10-075 


0 


nBu 


1.01 (t. J = 7.5 Hz, 3H), 1.35- 

1.56 (m, 4H), 1.45 (sextet, J = 
7.5 Hz, 2H). 1.61-1.79 (m, 6H), 

2.57 (t, J= 6.0 Hz, 2H), 2.86 (t, J 
= 6.0 Hz, 2H), 4.02-4.23 (m, 2H), 
4.12, 5.32 (ABx, J= 9.9 Hz, 1.5 
Hz, 2H), 4.56-4.63 (m, IH), 6.32 
(d, 1.8 Hz, IH), 7.24-7.32 (m, 
3H), 7.38-7.42 (m, 2H), 8.09 (s, 
IH), 10.97 (d. c/= 8.7 Hz. IH). 
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No. 






^H-NMR (CDClg) 


10-076 


OH 


nBu 


4H), 1.45 (sextet, .7' = 7.5 Hz, 2H), 
1.63-1.79 (m, 6H), 2.63 (t, J= 6.0 Hz, 
2H), 2.89 (t, J = 6.0 Hz, 2H), 3.55, 
3.77 (ABx, 6.0 Hz, 5.1 Hz, 2H), 
3.73 (br s, IH), 4.03-4.19 (m, 2H), 
4,43-4,52 (m, IH), 5.10 (d, J= 6.0 Hz, 
IH), 7.26-7.37 (m, 3H), 7.46-7.60 (m, 
2H), 8.25 (s. IH), 10.67 (d, «/= 8.1 Hz. 
IH). 


10-077 


^ O-TBDMS 

cue 

OH 


hBu 


0.98 (t. c/= 7.5 Hz, 3H), 1.33-1.51 (m, 
6H), 1.62-1.79 (m, 6H), 1.90 (br s, 
IH), 2.61 (t, J= 6.0 Hz, 2H), 2.88 (t, J 
= 6.0 Hz, 2H), 3.73, 3.82 (ABx, 6.0 
Hz, 4.5 Hz, 2H), 4.01-4.19 (m, 2H), 
4.26 (sextet, 4.5 Hz, IH), 5,10 (d, 
J = 5.4 Hz, IH), 7.24-7.33 (m, 3H), 
7.43-7.48 (m, 2H), 8.22 (s, IH), 10.71 
(d, J- 7.5 Hz, IH). 


10-078 


OH 


nBu 


0.05 (s, 3H), 0.06 (s, 3H), 0.93 (s, 9H), 
0.99 (t, 7,5 Hz, 3H), 1.33-1.50 (m, 
6H), 1.62-1.79 (m. 6H), 2,05 (br s, 
IH), 2.61 (t, 6.0 Hz, 2H), 2.88 (t. J 
- 6.0 Hz, 2H), 3.73, 3.82 (ABx, J= 6.0 
Hz, 4.5 Hz, 2H), 4.02-4.20 (m, 2H), 
4.27 (sextet, c7= 4,5 Hz, IH), 5.10 (d, 
J = 4.8 Hz, IH), 7.22-7.34 (m, 3H), 
7.44-7.47 (m, 2H), 8.22 (s, IH), 10,72 
(d. J= 8.1 Hz. IH). 


10-079 




nBu 


0.97 (t, c/= 7.5 Hz, 3H), 1.37-1.52 (m, 
6H), 1,61-1.80 (m, 6H), 2.03 (s, 3H), 
2.67 (t, c7= 6.0 Hz, 2H), 2.91 (t, J= 6.0 
Hz, 2H), 3.06, 3.40 (ABx, 9.0 Hz, 
7,2 Hz, 2H), 3.74 (quint, 7.5 Hz, 
IH), 3.99-4.21 (m, 2H), 5.46 (t, e/= 6.9 
Hz, IH), 7.22-7.29 (m, 3H), 7.33-7.38 
(m, IH), 8.33 (8, IH). 10.60 (d, J= 6.3 
Hz. IH). 


10-080 




nBu 


0.97 (t, c/= 7.5 Hz, 3H), 1.37-1.54 (m, 
6H), 1.61-1.78 (m, 6H), 2.01 (s, 3H), 
2.67 (t, 6.0 Hz, 2H), 2.91 (t, 6.0 
Hz, 2H), 3.11, 3.41 (ABx, 9.0 Hz, 
7.5 Hz, 2H), 3.76 (quint, J = 7,5 Hz, 
IH), 3.99-4,23 (m, 2H), 5.48 (t, 6.6 
Hz, IH), 7.21-7.30 (m, 3H), 7.34-7.38 
(m, IH). 8.32 (s, IH), 10.64 (d, 6.0 
Hz. IH); 
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iH-NMR (CDCI3) 


10-081 




nBu 


0.97 (t, J= 7.5 Hz, 3H), 1.37-1,67 (m, 
6H), 1.62-1.81 (m, 6H), 2.02 (s, 3H), 
2.67 (t, J = 6.0 Hz, 2H), 2.71, 3.68 
(ABx, J= 15.6 Hz, 7.8 Hz, 2H), 2.91 
(t, J= 6.0 Hz, 2H), 3.92-4.07 (m, IH), 
4.11-4.27 (m, 2H), 5.60 (t, */= 9.0 Hz, 
IH), 7.21-7.35 (m, 5H), 8.31 (s, IH), 
10.66 Cd. J= 8.1 Hz. im. 


10-082 




nBu 


0.97 (t, c/= 7.5 Hz, 3H), 1.38-1.58 (m, 
6H). 1.66-1.82 (m, 6H), 2,02 (s, 3H), 
2.67 (t, 6.0 Hz, 2H), 2.71, 3.68 
(ABx, J= 15.6 Hz, 7.8 Hz, 2H), 2.91 
(t, 6.0 Hz, 2H), 3.92-4.06 (m, IH), 
4.12-4.28 (m, 2H), 6.60 (t, J= 9.0 Hz, 
IH), 7.20-7.34 (m, 5H), 8.31 (s, IH), 
10.66 (d, J= 7.8 Hz. IH). 


10-083 




nBu 


0.98 (t, J= 7.5 Hz. 3H), 1.17 (t, J= 7.5 
Hz, 6H), 1.37-1.56 (m, 4H), 1.44 

(sextet, t/= 7.5 Hz, 2H), 1.63-1.80 (m, 
6H), 2.43 (quint, e/= 7.2 Hz, IH), 2.67 
(t, J= 6.0 Hz, 2H), 2.70, 3.71 (ABx, J 
= 15.6 Hz, 7.8 Hz, 2H), 2.91 (t. 6.0 
Hz, 2H), 3.98-4.06 (m, IH), 4.13-4.21 
(m, 2H), 5.60 (t, J = 9.0 Hz, IH), 
7.22-7.37 (m, 5H), 8.31 (s, IH), 10.65 
(d. J= 7.5 Hz. IH). 


10-084 




nBu 


0.98 (t. J= 7.2 Hz, 3H), 1.38-1.52 (m, 
6H), 1.62-1.80 (m, 6H). 2.64 (t, 6.0 
Hz, 2H), 2.90 (t. J-^ 6.0 Hz, 2H), 3.94, 
4.14 (ABx, J= 12.0 Hz, 6.0 Hz, 2H), 
4.08-4.18 (m, 2H), 5.76-5.82 (m, IH), 
7.47-7.53 (m, 2H), 7.57-7.63 (m, IH), 
8.08-8,11 (m, 2H), 8.29 (s, IH), 11.13 
(d. J=^ 6.6 Hz, IH). 


10-085 


CM" 

o 


nBu 


0.98 (t, J= 7.5 Hz, 3H), 1.37-1.56 (m, 
6H), 1.61-1.80 (m, 6H), 2.65 (t, J= 6.0 
Hz, 2H), 2.90 (t, J= 6.0 Hz, 2H), 3.94, 
4.14 (ABx, c/= 12.0 Hz, 6,0 Hz, 2H), 
4.08-4.18 (m, 2H), 5.77-5.83 (m, IH), 
7.48-7.53 (xn, 2H), 7.57-7.65 (m, IH), 
8.08-8.12 (m, 2H), 8.30 (s, IH). 11.14 
{d, J= 6.6 Hz, IH). 


10-086 


^ CI 
o 


nBu 


0.98 (t, c/= 7.5 Hz, 3H), 1.38-1.53 (m, 
6H), 1.65-1.81 (m. 6H), 2.64 (t. c/= 6.0 
Hz, 2H), 2.89 (t, J= 6.0 Hz, 2H), 3.89, 
4.11 (ABx, 11.4 Hz, 6.1 Hz. 2H), 
4 08-4.19 (m, 2H), 6.01-6.08 (m, IH), 
7.45-7.53 (m, 2H), 7.57-7.63 (m, IH), 
8.04-8.08 (m, 2H), 8.28 (s, IH), 10.92 
(d. 7.5 Hz. IH). 
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is 
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R' 




^H-NMR (CDCI3) 


10-087 


o 


nBu 


0.98 (t. J= 7.5 Hz, 3H), 1.36-1.51 (m, 
6H), 1.62-1.79 (m, 6H), 2.64 (t, 6.0 
Hz, 2H), 2.89 (t, J= 6.0 Hz. 2H), 3.90, 
4.11 (ABx. J= 11.4 Hz. 5.1 Hz, 2H), 
4.08-4.19 (m, 2H), 6.00-6.08 (m, IH), 
7.45-7.53 (m, 2H), 7.56-7.63 (m, IH), 
8.03-8.07 (m, 2H), 8.28 (s, IH), 10.92 
(d. J= 7.8 Hz, IH). 


10-088 


o 


nBu 


0,98 (t, J= 7.5 Hz, 3H), 1.38-1.54 (m, 
6H), 1.64-1.80 (m, 6H), 2.66 (t, J= 6.0 
Hz, 2H), 2.91 (t, e/= 6.0 Hz, 2H), 4,17 
(br t, J= 7.5 Hz, 2H), 5.58 (s, IH), 
7.10 (s, IH), 7.42-7.49 (m, 2H), 7.53- 
7.59 (m, IH), 7.77-7.82 (m, 2H), 8.31 
(s, IH), 12.52 (br 6. IH). 


10-089 


s 


nBu 


0.99 (t, J= 7.5 Hz, 3H), 1.37-1.56 (m, 
6H), 1.60-1.81 (m, 6H), 2.63 (t, = 6.0 
Hz, 2H), 2.89 (t, J= 6.0 Hz, 2H), 3.91 
(d, J= 6.0 Hz, 2H), 4.12 (br t, e/= 7.5 
Hz, 2H), 5.51-5.58 (m, IH), 7.27-7.48 
(m, 5H), 8.29 (s, IH), 10.77 (d, «/= 8.1 
Hz. IH). 


10-090 


CI 


nBu 


0.98 (t, J= 7.5 Hz, 3HX 2/5), 0.99 (t, J 
= 7.5 Hz, 3H X 3/5), 1.36-1.79 (m, 
12H). 2.61 (t, t/= 6.0 Hz, 2HX2/5), 
2.62 (t, 6.0 Hz, 2HX 3/5), 2.87 (t, J 
= 6.0 Hz, 2HX2/5), 2.88 (t, J= 6.0 Hz, 
2HX3/5), 3.52, 4.15 (ABx, J= 11.1 
Hz, 4.2 Hz, 2H), 4.10-4.20 (m, 2H), 
4.83-4.91 (m, lHX3/5), 4,98-5.08 (m, 
1HX2/5), 5.30 (d, 5.4 Hz, IHx 
2/5), 5.44 (d, J= 5.4 Hz, IH X 3/5), 
7.28-7.38 (m, 3H), 7.46-7.53 (m, 2H). 
8.16 (s, IHX 2/5), 8.23 (s, IH X 3/5), 
10.46 (d, J= 8.4 Hz, 1HX2/5), 10.72 
(d, J= 8.4 Hz, IHX 3/6). 


10-091 


^ 0-TBDMS 

o 


nBu 


-0.12 (s, 3H), -0.11 (s, 3H). 0.74 (s, 
9H), 0.98 (t, J= 7.5 Hz, 3H). 1.36-1.53 
(m, 6H), 1.62-1.78 (m, 6H), 2.62 (t, J= 
6.0 Hz, 2H), 2.88 (t, 6.0 Hz, 2H). 
3.96-4.10 (m, 2H), 4.11-4,22 (m, 2H), 
5.80-6.88 (m, IH). 7.43-7.49 (m, 2H), 
7.53-7.61 (m, IH), 8.05-8.09 (m, 2H), 
8.26 (s. IH), 10.81 (d. J =^ 7.5 Hz. IH). 
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^H-NMR (CDCI3) 


10-092 


O-TBDMS 

T 
o 


nBu 


-0.12 (s, 3H), -0.11 (s, 3H), 0.74 (s, 
9H), 0.98 (t, 7.5 Hz, 3H), 1.37-1.52 
(m, 6H), 1.62-1.78 (m, 6H), 2.62 (t, J= 
6,0 Hz, 2H), 2.88 (t, t/= 6.0 Hz, 2H). 
^ QR.zt 10 I'm SH'i 4 10-4 23 fm. 2^. 
5.80-5.87 (m, IH), 7.43-7.49 (m, 2H), 
7.53-7.61 (m, IH), 8.05-8.09 (m, 2H), 
8.26 (8, IH). 10.80 (d. 7.5 Hz, IH). 


10-093 




nBu 


0.99 (t, J= 7.2 Hz. 3H), 1.37-1.52 (m, 
6H), 1.63-1.81 (m, 6H), 2.63 (t. J= 6.0 
Hz, 2H), 2.89 (t, J= 6.0 Hz, 2H). 3.66, 
3.77 (ABx, J= 11.1 Hz, 5.1 Hz, 2H), 
4 OR. 4 IR (m 2H'i 4 44-4 53 (m. IH). 
5.10 (d, «/= 6.0 Hz, IH), 7.25-7.37 (m, 
3H), 7.46-7.49 (m, 2H), 8,28 (s, IH), 
10.69 (d, c7= 7.8 Hz. IH). 


10-094 


CCI3 

cm! 


nBu 


1.00 (t, J=^ 7.2 Hz, 3H), 1.38-1.52 (m, 
6H), 1.63-1.80 (m, 6H), 2.63 (t, J= 6.0 
TTt 9TT^ 9 Ct ,7" = 6 0 Hz 2H) 4 11 
(br t, 7.2 Hz, 2H), 4.34-4.42 (m, 
IH), 4.48-4.57 (m. 2H), 5.03 (d, 
4.8 Hz, IH), 7.26-7.37 (m, 3H), 7.41- 
7.46 (m, 2H), 8.26 (s, IH). 10.62 (d, J 
= 7,5 Hz. IH). 


10-095 


CCIs 

T 

OH 


nBu 


0,99 (t, J"= 7.2 Hz, 3H), 1.38-1.52 (m, 
6H), 1,62-1.79 (m, 6H), 2.63 (t, J= 6.0 
Hz, 2H), 2.89 (t, J= 6.0 Hz, 2H), 4,11 
(br t, J'= 7.2 Hz, 2H), 4.34-4,42 (m, 
IH), 4.48-4.57 (m, 2H), 5.03 (d, J = 
4,5 Hz, IH), 7.26-7.37 (m, 3H), 7.41- 
7.46 (m, 2H), 8.24 (s, IH), 10,60 (d, J 
= 7.5 Hz. IH). 


10-096 




nBu 


0.99 (t. er= 7.2 Hz, 3H), 1.38-1.51 (m, 
6H), 1.64-1.78 (m, 6H), 2.65 (t,.c7= 6.0 
Hz, 2H), 2.90 (t, 6.0 Hz, 2H), 4,15 
(br t, c/= 7.2 Hz, 2H), 4.93 (d, 4.5 
Hz, 2H), 7.14-7.21 (m, 2H), 8.04-8,10 
(m. 2H). 8.30 (s. IH). 10.79 (br s. IH). 


10-097 


CI 


nBu 


0.98 (t, J= 7.5 Hz, 3H), 1.36-1.50 (m, 
6H), 1.62-1.78 (m, 6H), 2.59 (t, 6.0 
Hz, 2H), 2.86 (t. e/= 6.0 Hz, 2H), 3.76, 
4.15 (ABx, J= 11.7 Hz, 4.5 Hz, 2H), 
4.00-4.13 (m, 2H), 4,98-5.07 (m. IH), 
5.30 (d, J= 8.1 Hz, IH), 7.24-7.37 (m, 
3H). 7.49.7.53 (m, 2H), 8.16 (s, IH), 
10.46 (d. 8.7 Hz, IH). 
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10-098 


OHC'° 


nBu 


1.01 (t, J- 7.2 Hz, 3H). 1.38-1.52 (m, 
6H), 1.63-1.81 (m, 6H), 2.62 (t, J= 6.0 

Hz, 2H), 2.89 (t, J= 6.0 Hz, 2H), 3.47, 
3.65 (ABx, J= 11.1 Hz, 5.1 Hz, 2H), 
4.08-4.19 (m, 2H), 4.83-4.92 (m, IH), 
6.28 (d, 6.6 Hz, IH), 7.29-7.39 (m, 
3H), 7.44-7.53 (m, 2H), 8.17 (s, IH), 
8.23 (s. IH). 10.64 (d. J= 8.7 Hz. IH). 


10-099 


^ CI 
CI 


nBu 


0.99 (t, 7.6 Hz, 3H), 1.38-1.52 (m, 
6H). 1.62-1.79 (m. 6H), 2.59 (t, c/= 6.0 
Hz. 2H), 2.86 (t, J= 6.0 Hz, 2H). 3.76, 
4.15 (ABx, 11.4 Hz, 4.5 Hz, 2H), 
3.99-4.13 (m, 2H), 4.98-5.07 (m, IH), 
5.30 (d, 7.8 Hz, IH), 7.24-7.41 (m, 
3H), 7.50-7.53 (m, 2H), 8.16 (s, IH), 
10.46 (d, J= 8.4 Hz, IH). 


10-100 


OHC'° 


iiBu 


1.01 (t, c/= 7.5 Hz, 3H), 1.40-1.53 (m, 
6H), 1.64-1.80 (m, 6H), 2.62 (t, J= 6.0 
Hz, 2H), 2.89 (t, J= 6.0 Hz, 2H), 3.47, 
3.65 (ABx, J= 11-1 Hz, 5.1 Hz, 2H), 
4.08-4.18 (m, 2H), 4.83-4.92 (m, IH), 
6.28 (d, 6.3 Hz, IH), 7.30-7.38 (m, 
3H), 7.45-7.49 (m, 2H). 8.17 (s, IH), 
8.23 (s. IH). 10.64 (d. 9.0 Hz, IH). 


10-lUx 






1.21-1-52 (m, 8H), 1.59-1.79 (m, 8H), 
1.94-1.99 (m, 2H), 2.09 (quint, J = 6.0 
Hz, 2H), 2.64 (t, c/= 6.0 Hz, 2H), 2.92 
(t, e/= 6.0 Hz, 2H), 3.78 (t, J= 6.0 Hz. 
2H), 3.93-4.03 (m, IH), 4.05 (dd, = 
6.6 Hz, 2.1 Hz, IH), 4.20 (dd, J= 14.1 
Hz, 2.1 Hz, IH), 4.25 (br t, <7"= 7.5 Hz, 
2H), 6.49 (dd, J = 14.4 Hz, 6.9 Hz, 
IH), 8.31 (s. IH). 9.86 (d, 7.8 Hz, 
IH). 


10-102 


a 




1.30-1.54 (m, 8H). 1.60-1.78 (m, 8H), 
1.87-2.00 (m, 4H), 2.65 (t, J= 6.0 Hz, 
2H), 2.93 (t, 6.0 Hz, 2H), 3.53 (t, J 
= 6.0 Hz, 2H), 3.91-4.02 (m, IH), 4.34 
(br t, J = 7.5 Hz, 2H), 8.37 (s, IH), 
9.77 (d. </= 7.2 Hz, IH). 


10-103 


a" 


nBu 


0.99 (t, J= 7.5 Hz, 3H), 1.39-1.55 (m, 
4H), 1,49 (sextet, J = 7.5 Hz, 2H), 
1.68-1.83 (m, 6H), 2.67 (t, J= 6.0 Hz, 
2H), 2.92 (t, J=- 6.0 Hz, 2H), 4.18 (br 
t, 7.5 Hz, 2H), 7.21 (t, J = 7.5 Hz. 
IH). 7.55 (t, ^= 7.5 Hz, IH), 7.64 (d, J 
= 8.1 Hz, IH), 8.32 (d, 8.1 Hz, IH), 
8.36 (s. IH). 12.41 (br s, IH). 
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10-104 


o 


nBu 


0.99 (t, J = 7.2 Hz, 3H), 1.38- 
1.52 (m, 6H), 1.63-1.80 (m, 6H), 
2.65 (t, c/= 6.0 Hz, 2H), 2.90 (t, J 
= 6.0 Hz, 2H), 3.88 (s, 3H), 4.14 
^Di L, </ — / jciz, zjti^, fi.yx v.ci> — 
4.5 Hz, 2H), 6.97 (d, J= 8.4 Hz, 
2H), 8.03 (d, J = 8.4 Hz, 2H), 
8.80 (s, 1H\ 10.80 (br s, IH). 


10-105 




nBu 


0.99 (t, J = 7.2 Hz, 3H), 1.36- 
1.53 (m, 4H). 1.47 (sextet, J = 
7.2 Hz, 2H), 1.63-1.80 (m, 6H), 
2.65 (t, J= 6.0 Hz, 2H), 2.90 (t, J 
= 6.0 Hz, 2H), 4.15 (br t, J= 7.2 
Jtlz, -6x1;, 4.yi (^d, 4/ — 4.0 ±iz, Zrt^ 
7.64 (d, t/= 8.7 Hz, 2H), 7.90 (d, 
= 8.7 Hz, 2H), 8.29 (a, IH), 
10.79 (br s. IH). 


10-106 


a 




1.30-1.53 (m, 8H), 1.58-1.79 (m, 
8H), 1.96-2.02 (m, 2H), 2.65 (t, J 
= 6.0 Hz, 2H), 3.03 (t, c/= 6.0 Hz, 
2H), 3.31 (s, 3H), 3.69 (t, 5.4 
Hz, 2H), 3.92-4.03 (m, IH), 4.33 
^l, 6/ — xiz, zjn;, o.o^ xn^, 
9.83 (d, 7.2 Hz, IH). 


10-107 






1.35-1.42 (m, 2H), 1.43-1.52 (m, 
2H), 1.62-1.79 (m, 4H), 2.70 (t, J 
= 6.0 Hz. 2H), 3.06 (t, c/= 6.0 Hz, 
2H), 3.31 (s, 3H), 3.74 (t, c/= 5.4 
Hz, 2H), 4.40 (d, J'= 5.4 Hz, 2H), 
4.97 (d, 4.5 Hz, 2H), 7.50 (t, J 
= 7.5 Hz, 2H), 7.61 (t, c^= 7.5 Hz, 
IH), 8.05 (d, J = 7.5 Hz, 2H), 
8.33 (s, IH), 10.75 (br s. IH). 


10-108 




nBu 


0.99 (t, J - 7.2 Hz, 3H). 1.38- 
1.52 (m, 6H). 1.68-1.79 (m, 8H), 
1.95-2.07 (m, 2H), 2.20-2.33 (m, 
2H), 2.63 (t, J = 6.0 Hz, 2H), 
2.82-2.94 (m, 2H), 2.88 (t, J= 6.0 
Hz, 2H), 3.55 (br a, 2H), 3.96- 
4.07 (m, IH), 4.10 (br t, J = 7.2 
Hz, 2H), 7.23-7.40 (m, 5H), 8.27 
Cs, IH), 9.97 (br s, IH). 


10-109 


CH3C02H 


nBu 


1.00 (t, J = 7.5 Hz, 3H), 1.37- 
1.50 (m, 6H), 1.63-1.79 (m, 6H), 
1.81-1.97 (m, 2H), 2.04 (s, 3H), 
2.15-2.24 (m. 2H), 2.68 (t. 6.0 
Hz, 2H), 2.89 (t, 6.0 Hz, 2H). 

3.01 (t, 10.2 Hz. 2H), 3.33- 
3.41 (m, 2H), 4.09 (br t, 7.5 
Hz, 2H), 4,10-4.25 (m, IH), 8.26 
(s. IH). 10.21 (d. 7.2 Hz, IH). 
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No. 






^H-NMR (CDCI3) 


10-110 




nBu 


0.99 (t, */= 7.5 Hz, 3H), 1.36-1.58 (m, 
4H), 1.46 (sextet, J = 7.5 Hz, 2H), 
1.62-1.79 (m, 8H), 1.97-2.11 (m. 2H), 
2.11 (s. 3H). 2.64 (t, 6.0 Hz, 2H), 
2.89 (t, J - 6.0 Hz, 2H), 2.92-3.02 (m, 
IH), 3.21-3.31 (m, IH), 3.75-3.81 (m, 
IH), 4.09 (br t, J= 7.6 Hz, 2H), 4.11- 
4.23 (m, 1H>, 4.37-4.43 (m, IH), 8.29 
(s. IH), 10.08 (d, c/= 7.5 Hz, IH). 


10-111 


Ok 


iiBu 


0.99 (t, J= 7.2 Hz, 3H), 1.36-1.57 (m, 
4H), 1.46 (sextet, 7.2 Hz, 2H). 
1.62-1.79 (m. 8H), 1.93-2.15 (m, 2H), 
2.64 (t, J= 6,0 Hz, 2H), 2.89 (t, J= 6.0 
Hz, 2H), 3.11-3.27 (m, 2H), 3.69-3.79 
(m, IH), 4.10 (bx t, J=- 7.2 Hz, 2H), 
4.19-4.30 (m, IH), 4.50-4.60 (m, IH), 
7.41 (s. 5H), 8.29 (s, IH), 10.12 (d, */= 
7.5 Hz. IH). 


10-112 


o 


nBu 


0.99 (t, c/= 7.5 Hz, 3H), 1.29 (s, 9H), 
1.35-1.79 (m, 14H), 2.00-2.09 (m, 2H), 
2.65 (t, J= 6.0 Hz, 2H), 2.89 (t, J= 6.0 
Hz, 2H), 3.09 (t, J= 11.4 Hz, 2H), 
4.06-4.35 (m, 5H), 8.30 (s, IH), 10.06 
(d. 7.5 Hz. IH). 


10-113 




nBu 


0.99 (t. J= 7,2 Hz, 3H), 1.28-1.81 (m, 
24H), 1.98-2.10 (m, 2H), 2.44-2.53 (m, 
IH). 2.65 (t, J= 6.0 Hz, 2H), 2.89 (t, J 
= 6.0 Hz, 2H), 2.89-2.99 (m, IH). 
3.15-3.28 (m, IH), 3.85-3.93 (m, IH), 
4.uy (or t, «/ — f,^ 112, Aix), 4.iu-4.^o 
(m, IH), 4.40-4.48 (m, IH), 8.30 (s, 
IH), 10.06 (d, 6.9 Hz, IH). 


10-114 




nBu 


1.02 (t, J= 7.5 Hz, 3H), 1,38-1.78 (m, 
14H), 2.07-2.20 (m, 2H), 2.65 (t, J = 
6.0 Hz, 2H), 2.81 (s, 3H), 2.90 (t, J = 
6.0 Hz, 2H), 2.94-3.01 (m, 2H). 3.70- 
3.79 (m, 2H), 4.11 (br t, c/ = 7.5 Hz, 
2H), 4.11-4.23 (m, IH), 8.29 (s, IH), 
10.11 (d. c/= 7.2 Hz, IH). 


10-115 




nBu 


0.99 (t, */= 7.2 Hz, 3H), 1.37-1.51 (m, 
6H), 1.62-1.78 (m, 8H), 2.03-2.09 (m. 
2H), 2.53 (td, «/= 11.4 Hz, 2.4 Hz, 
2H), 2.62 (t, c/= 6.0 Hz, 2H), 2.88 (t, J 
= 6.0 Hz. 2H), 3.71-3.77 (m, 2H), 
3.82-3.94 (m, IH), 4.07 (br t, </ = 7.5 
Hz, 2H), 7.52-7.65 (m, 3H), 7.76-7.71 
(m, 2H), 8.25 (s, IH), 10.00 (d, 6.9 
Hz. IH). 



197 



wo 02/053543 



PCT/JPOl/11427 
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o 


oo 


No. 






^H-NMR (CDClg) 


10-116 




uBu 


0.99 (t, */= 7.2 Hz, 3H), 1.38-1,50 (m, 
4H), 1.47 (quint, J = 7.2 Hz, 2H), 
1.64-1.82 (m, 8H), 2.01-2.09 (m, 2H). 
2.25-2.34 (m, 2H), 2.35 (s, 3H), 2.64 
(t, J= 6.0 Hz, 2H), 2.82-2.90 (m, 2H), 
2.88 (t, c7"= 6.0 Hz, 2H), 3.97-4.06 (m, 
IH), 4.10 (br t, c7"= 7.2 Hz, 2H), 8.28 
(s, IH). 9.98 (d, 7.2 Hz, IH). 


10-117 


a 




1.21-1.53 (m, 8H), 1.62-1.82 (m, 8H), 
1.95-2.00 (m, 2H), 2.20 (dt, 15.0 
Hz, 6.0 Hz, 2H), 2.65 (t, J = 6.0 Hz, 
2H), 2.94 (t, J= 6.0 Hz, 2H), 3.69 (t, J 
= 6.0 Hz, 2H), 3.92-4.02 (m, IH), 4.28 
(t, J= 7.5 Hz, 2H), 8.33 (s. IH), 9.80 
(d, J^= 6.9 Hz, IH). 


10-118 


a 




1.26-1.52 (m, 8H), 1.60-1.80 (m, 8H), 
1.94-2.00 (m, 2H), 2.19 (quint, J= 6.3 
Hz, 2H), 2.64 (t, J= 6.0 Hz, 2H), 2.90 
(t, J= 6.0 Hz, 2H), 3.06 (s, 3H), 3.92- 
4.01 (m, IH), 4.27 (t, 7.5 Hz, 2H), 
4.38 (t, J= 6.0 Hz, 2H), 8.33 (s, IH), 
9.78 (d, 8.1 Hz, IH). 


10-119 


a 




1.25-1.52 (m, 8H), 1.59-1.79 (m, 8H), 
1,93-2.05 (m, 4H), 2.32 (s, 3H), 2.63 
(t, J= 6.0 Hz, 2H), 2.88 (t, J= 6.0 Hz, 
2H), 2.98 (t, 6.9 Hz, 2H), 3.91-4.01 
(m, IH), 4.15 (t, J= 7.2 Hz. 2H), 8.30 
Cs. IH), 9.82 (d, J= 7.5 Hz, IH). 


10-120 


a 




1.25-1.52 (m, 8H), 1.58-1.80 (m, 8H), 
1,93-2.03 (m, 4H), 2.64 (t, J= 6,0 Hz, 
2H), 2.91 (t, J= 6.0 Hz, 2H), 3.48 (t, J 
= 6.0 Hz, 2H), 3,92-4.03 (m, IH), 4.20 
(t, 7.5 Hz, 2H), 8.32 (s. IH), 9.81 
(d. e/= 6.9 Hz, IH). 


10-121 


a 


CHaCOaH 1 


1.27-1.53 (m, 8H), 1.60-1.81 (m, 8H), 
1.92-2.01 (m, 2H), 2.05 (s, 3H), 2.20- 
Z.Zu (m, Zri), 22. bb {tf e/ — b.U rtz, Z'tiyt 
2.90 (t, J = 6.0 Hz, 2H), 2.98 (br s. 
2H). 3.90-4.00 (m, IH). 4.27-4.35 (m, 
2H), 8.40 (s, IH), 9.50 (d, c/= 7.5 Hz, 
IH). 


10-122 


a 




1.24-1.52 (m, 8H), 1.62-1.79 (m, 8H), 
1.88-2.03 (m, 4H), 2.03 (s, 3H), 2.65 
(t, «/= 6.0 Hz, 2H), 2.89 (t, J= 6.0 Hz, 
2H), 3.24-3.30 (m, 2H), 3.97-4.05 (m, 
IH), 4.22 (br J = 7.5 Hz, 2H), 6.72 
(br s, IH), 8.35 (s, IH), 9.81 (d, 7.8 
Hz. IH). 
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No. 






^H-NMR CCDCIq) 


10-123 




nBu 


0.99 (t, e/= 7.2 Hz, 3H), 1.37- 
1,52 (m, 6H), 1.60-1.72 (m, 6H), 

I. 71-1.80 (m, 2H), 2.07-2.17 (m, 
2H), 2.65 (t, */= 6.0 Hz, 2H), 2.89 
(t, 6.0 Hz, 2H), 3.17 (t, c/ = 

II. 1 Hz, IH), 3.37 (t, c/= 11.1 
Hz, IH), 3.92-3.99 (m, IH), 
4.03-4.12 (m, 2H), 4.22-4.37 (m, 
2H), 8.28 (s, IH), 10.17 (d. J = 
7.2 Hz. IH). 


10-124 


Ok 




1.29-1.51 (m, 8H), 1.65-1.77 (m. 
8H), 1.92-2.05 (m, 4H), 2.65 (t, J 
= 6,0 Hz, 2H), 2.93 (t, 6.0 Hz, 
2H), 3.45 (br s, 2H), 3,97-4.05 
(m, IH), 4.32 (br t, = 7.5 Hz, 
2H), 7.42-7.55 (m, 3H), 7.89 (br 
s, IH), 7.90-7.96 (ni, 2H), 8.37 (s, 
IH). 9.90 (d. e/= 7.8 Hz. IH). 








1.25 (s, 9H), 1.28-1.51 (m, 8H), 
1.60-1.78 (m, 8H), 1.85-2.00 (m, 
4H), 2,64 (t, J= 6.0 Hz, 2H), 2.90 
(t, J = 6.0 Hz, 2H), 3.23 (br s, 
2H), 3-96-4.04 (m, IH), 4.22 (br 
t, or= 7.5 Hz, 2H), 7.12 (br s, 
IH), 8.35 (s, IH), 9.89 (d, J= 7.5 
Hz, IH). 


10-126 




CT H 


1.27-1,52 (m, 8H), 1.57-1.80 (m, 
14H), 1.83-2.01 (m, 6H), 2.55- 
2.65 (m, IH), 2.64 (t, J= 6.0 Hz, 
2H), 2.89 (t, J ^ 6.0 Hz, 2H), 
3.25-3.29 (m, 2H), 3.95-4.04 (m, 
IH), 4.22 (br t, «7= 7.5 Hz, 2H), 
6.73 (br s, IH), 8.34 (s, IH), 9.85 
(d. 8.1 Hz, IH). 


10-127 


a 


H 


1.29-1.52 (m, 8H), 1.61-1.79 (m, 
8H), 1.91-2.02 (m, 4H), 2.66 (t, J 
= 6.0 Hz, 2H), 2.91 (t, J= 6.0 Hz, 
2H), 3. 34 (br s. 2H). 3.97-4.04 
(m, IH), 4.27 (br t, J = 7.5 Hz, 
2H). 8.39 (s, IH), 8.67 (br s, IH), 
9.76 (d. J=^ 8.1 Hz. IH). 


10-128 




nBu 


1.00 (t, </= 7.5 Hz, 3H), 1.40- 
1.54 (m, 6H), 1.68-1.81 (ni, 6H), 
2,67 (t, J= 6.0 Hz, 2H), 2.92 (t, J 
= 6.0 Hz, 2H), 4.15 (br t, 7.5 
Hz, 2H), 7.18 (d, c/== 7.5 Hz, IH), 
7.53 (t, J= 7.5 Hz, IH), 8.33 (d, J 
= 7.5 Hz, IH), 8.34 (s, IH), 12.69 
(br s. IH). 
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/feiTi 

No. 






^H-NMR (CDCI3) 


10-129 


0CHF2 


nBu 


1.00 (t, J= 7.2 Hz, 3H). 1.37-1.54 (m, 
6H), 1.65-1.81 (m. 6H), 2.67 (t, J= 6.0 
Hz, 2H), 2.92 (t, ^= 6.0 Hz, 2H), 4.17 (br 
t, 7.2 Hz, 2H), 6.22 (s, IHX 1/5), 6.39 
(s, IHX 1/5), 6.47 (s, IHX 1/5), 6.64 (s, 
IHX 1/5), 6.88 (s, lHxi/5), 7.01-7.10 
(m, IH), 7,18-7.27 (m, 2H), 8.36 (s, IH), 
8.60 (dd, 7.8 Hz, 1.8 Hz, IH), 12.59 
(br s. IH). 


10-130 


0CF3 


nBu 


1.00 (t, «7= 7.5 Hz, 8H), 1.37-1.53 (m, 
4H), 1.47 (sextet, J= 7.5 Hz, 2H), 1.65- 
1.82 (m, 6H), 2.67 (t, J =^ 6.0 Hz, 2H), 
2.92 (t, c/= 6.0 Hz, 2H), 4.18 (br t. = 
7.5 Hz, 2H), 7.08 (td, 8.4 Hz, 1.8 Hz, 
IH), 7.26-7.34 (m, 2H), 8.36 (s, IH), 8.64 
(dd, c7= 9.0 Hz, 1.8 Hz. IH), 12.76 (br s, 
IH). 


10-131 




nBu 


1.00 (t, t/= 7.5 Hz, 3H), 1.38-1.54 (m, 
4H), 1.47 (sextet, J= 7.5 Hz, 2H), 1.61- 
1.82 (m, 6H), 2.68 (t, J= 6.0 Hz, 2H), 
2.93 (t, J= 6.0 Hz, 2H). 4.16 (br t, «/" = 
7.5 Hz, 2H), 7.41 (s, IH), 8.34 (s, IH), 
13.49 (br s. IH). 


10-132 




nBu 


1.01 (t, J= 7.5 Hz, 3H), 1.38-1.52 (m, 
4H), 1.48 (sextet, J=^ 7.5 Hz, 2H), 1.63- 
1.85 (m, 6H), 2.68 (t, J= 6.0 Hz, 2H), 
2.94 (t, J= 6.0 Hz, 2H), 4.17 (br t, c/ = 
7.5 Hz, 2H), 7.27-7.32 (m, IH), 7.36-7.42 
(m, 2H), 7.57-7.61 (m, 2H), 7.71 (s, IH), 
8.37 (s, IH), 13.52 (br s, IH). 


10-133 




nBu 


1.01 (t, J - 7.5 Hz, 3H). 1.40-1.55 (m, 
4H), 1.49 (sextet, 7,6 Hz, 2H), 1.65- 
1.81 (m, 6H), 2.68 (t, J =^ 6.0 Hz, 2H), 
2.93 (t, 6.0 Hz, 2H), 4.19 (br J = 
7.5 Hz, 2H), 7.38-7.52 (m, 4H), 7.78 (t. J 
= 8.1 Hz, IH), 8.09 (d, 8.1 Hz, 2H), 
8.33 (d, J= 8.1 Hz, IH), 8,40 (s, IH), 
12.61 (br s, IH). 


10-134 


a 




1.28-1.52 (m, 8H), 1.63-1.80 (m, 8H), 
1.92-2.01 (m, 4H), 2.64 (t, J= 6.0 Hz. 
2H), 2,90 (t, J = 6.0 Hz, 2H), 2.94 (s, 
3H), 3.08 (q, e/= 5.4 Hz, 2H), 3.94-4.02 
(m, IH), 4.29 (br t. 7.5 Hz, 2H), 5.84 
(br t, 7.5 Hz, IH), 8.35 (s, IH), 9.72 
(d. 7.5 Hz. IH). 
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No. 






^H-NMR (CDCla) 


10-135 


a 


o.-,o J 


1.29-1.50 (m, 8H), 1.63-1.78 (m. 8H), 
1.86-2.00 (m, 4H), 2.61 (t, J= 6.0 Hz, 
2H), 2.79-2.90 (m, 2H), 2.86 (t, J= 6.0 
Hz, 2H), 3.95-4.03 (m, IH), 4.24 (br t, 
J= 7.5 Hz, 2H), 6.19 (br s, IH), 7.44- 

(8. IH), 9.75 (d. c7= 7.5 Hz, IH). 


10-136 


o 


nBu 


0.98 (t, 7.5 Hz, 3H), 1.36-1.53 (m, 
4H). 1.45 (sextet, J = 7.5 Hz, 2H), 
1.64-1.77 (m, 6H), 2.31 (s, 3H), 2.62 
(t, e/= 6.0 Hz, 2H), 2.88 (t, J- 6.0 Hz, 
2H), 3.21, 3.66 (ABx, «/= 13.8 Hz, 6,0 
Hz, 2H), 4.10 (br t, = 7.5 Hz, 2H), 

K Q*> R nn (-m 1 PTN 7 4R-7 /"Tri 
O.y^-D.UU J-Jtl/, /.f4D-/.0^ V^^i 

7.55-7.62 (m, IH), 8.12-8.16 (m, 2H), 
8.27 (s, IH). 10.76 (d, 8.4 Hz, IH). 


lU-lO / 


o 


11 JL> U 


0.98 (t, 7.5 Hz, 3H), 1.36-1.52 (m, 
4H), 1.45 (sextet, J = 7.6 Hz, 2H), 
1,63-1.77 (m, 6H), 2.31 (s, 3H), 2.62 
(t, cr= 6.0 Hz, 2H), 2.88 (t, 6.0 Hz, 
2H), 3.21, 3.66 (ABx, </= 13.8 Hz, 6.0 
Hz, '2H), 4.11 (br t, V= 7.5 Hz, 2H), 
5.92-6.00 (m, IH). 7.46-7.62 (m, 3H), 
8.12-8.16 (m, 2H), 8.27 (s, IH), 10.75 
Cd, 7,8 Hz. IH). 


10-138 


o 




1.01 (d, 6.9 Hz, 6H), 1.38-1.52 (m, 
4H), 1.60-1.73 (m, 5H), 1.78 (quint, J 
= 6,0 Hz, 2H), 2.65 (t, «/= 6.0 Hz, 2H), 
2.96 (t, J= 6.0 Hz, 2H), 4.16 (br t, c/ = 
7.5 Hz, 2H), 4.97 (d, c/= 4.8 Hz, 2H), 
7.50 (t, 7.5 Hz, 2H), 7.61 (fc, c/= 7.5 
Hz, IH), 8.02-8.06 (m, 2H), 8.30 (s, 
IH), 10.79 (br s. IH). 


10-139 


0 




1.05-1.38 (m, 6H), 1.50 (br s, 2H), 
1.63-1.77 (m, lOH), 1.82-1.93 (m, IH), 
2.65 (t, e/= 6.0 Hz, 2H), 2.93 (t, 6.0 
Hz, 2H), 4.04 (br s, 2H). 4.97 (d, J 
4.5 Hz, 2H), 7.50 (t, c/= 7.5 Hz, 2H), 
7.61 (t, J= 7.5 Hz. IH), 8.02-8.06 (m, 
2H), 8.31 (s, IH). 10.79 (br s. IH). 


10-140 


a 


0 


1.31-1.51 (m, lOH), 1.57-1.79 (m, 
14H), 1.94-2.01 (m, 2H), 2.50-2.66 (m, 
8H), 3.90-4.01 (m, IH), 4.28 (br t, «/ = 
7.5 Hz, 2H), 8.30 (s, IH). 9.84 (d. = 
7.8 Hz. IH). 
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10-141 




J 


1.01 (t, J= 6.3 Hz, 6H), 1.34-1.53 (m, 
4H), 1.56-1.80 (m, 9H). 1.97-2.05 (m, 
2H), 2.17-2.27 (m, 2H), 2.62 (t, J= 6.0 
Hz, 2H), 2.81-2.89 (m, 2H), 2.87 (t, J 
= 6.0 Hz, 2H), 3.54 (3, 2H), 3.96-4.04 
(m, IH), 4.11 (br t, J = 7.5 Hz, 2H), 
7.26-7.35 {m, 5H), 8.27 (s, IH), 9.96 
(d. c/= 7.2 Hz, IH). 


10-142 




& 


1.05-1.36 (m, 8H), 1.48 (br s, 2H), 
1.64-1.88 (m, IIH), 1.96-2.05 (m, 2H). 
2.22 (t, J= 9.9 Hz, 2H), 2.63 (t, 6.0 
Hz, 2H), 2.81-2.86 (m. 2H), 2.91 (t, J 
~ R n T(t 2Wi ^ 54 (r 2W\ 3*93.4 02 
(m, 3H), 7.23-7.36 (m, 5H), 8.29 (s, 
IH), 9.96 (d, J= 7.8 Hz. IH). 


10-143 


CH3CO2H 


J 


1.02 (d, J= 6.6 Hz, 6H), 1.36-1.73 (m. 
8H), 1.77 (quint, J = 6.0 Hz, 4H), 
1.98-2.10 (m, IH), 2.05 (s, 3H), 2.21- 
9 ^0 (m 2.Wi 2 61-2 68 2HS 2.89 
(t, J= 6.0 Hz, 2H), 3.09 (t, 9.9 Hz, 
2H), 3.42-3.50 (m, 2H). 4.05-4.21 (m, 
3H), 8.25. (s, IH), 10.27 (d, 6.3 Hz, 
IH). 


10-144 


Ok 




1.01 (d, J= 6.6 Hz, 6H), 1,36-1.72 (m, 
9H), 1.76 (quint, J = 6.0 Hz, 4H), 
1.99-2.10 (m, 2H), 2.11 (s. 3H), 2.64 
(t, 6.0 Hz, 2H), 2.88 (t, J= 6.0 Hz, 
2H), 2.91-3.00 (m, IH), 3.21-3.03 (m, 
IH), 3.76-3.81 (m, IH), 4.10 (br t, J = 
7.5 Hz, 2H), 4.11-4.25 (m, IH), 4.36- 
4.44 (m, IH), 8.28 (s, IH). 10.07 (d, J 
= 7.2 Hz. IH). 


10-145 


Ck 




1,01 (d, e/= 6.3 Hz, 6H), 1.37-1.80 (m, 
13H), 2.08-2.16 (m, 2H), 2.64 (t, = 
6.0 Hz, 2H), 2.81 (s, 3H), 2.88 (t, </ = 
6.0 Hz, 2H), 2.89-2,99 (m, 2H), 3.68- 
3.76 (m, 2H), 4.05-4.16 (m, 3H), 8.27 
(s. IH). 10.10 (d, J= 7.2 Hz. IH). 


10-146 






1,01 (d. J= 6.3 Hz, 6H), 1.38-1.78 (m, 
13H), 2.08-2.15 (m, 2H), 2.64 (t, J = 
6.0 Hz, 2H), 2.89 (t, J= 6.0 Hz, 2H), 
3.11-3.21 (m, IH), 3.31-3.41 (m, IH), 
3.96 (t, 14.4 Hz, IH), 4.14 (br t, J 
= 7.5 Hz, 2H), 4.21-4.38 (m, 2H), 8.28 
(s. IH). 10.16 (d. 7.5 Hz. IH). 
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is 



No. 






^H-NMR (CDCI3) 


10-147 


"Ok 

CH3C02H 




1.06-1.40 (m, 8H), 1,49 (br s, 2H), 
1.61-1,99 (m, IIH), 2.18-2.28 (m, 2H), 
2.64 (t, J= 6.0 Hz, 2H), 2,92 (t, 6.0 
Hz, 2H), 3.04 (t, J = 10.5 Hz, 2H), 
3.38-3.44 (m, 2H), 4.05-4.20 (m, 3H), 
8.26 (s, IH), 10.23 (d, J= 7.2 Hz, IH). 


10-148 






1.02-1.33 (m, 8H), 1.45-.1.80 (m, 13H), 
1.98-2.10 (m, 2H), 2.11 (s, 3H), 2.65 
(t, J= 6.0 Hz, 2H), 2.92 (t, J= 6.0 Hz, 
2H), 2.93-3.01 (m, IH), 3.21-3.31 (m, 
IH), 3.74-3,81 {m, IH), 3.99 (br s, 
IH). 4.10-4.23 (m, 2H), 4.37-4.43 (m, 
IH), 8.29 (s. IH), 10.08 (d, J= 7.8 Hz, 
IH). 


10-149 




1 

& 


1.02-1.33 (m, 8H), 1.49 (br s, 2H), 
1.60-1.81 (m, llH), 2.08-2.15 (m, 2H), 
2.65 (t, e/= 6.0 Hz, 2H), 2.81 (s, 3H), 
2.90-3.00 (m, 4H), 3.69-3.76 (m, 2H), 
3.99 (br s, IH), 4.06-4.12 (m, 2H), 
8.28 (8, IH), 10.10 (d, J= 7.2 Hz, IH). 


10-150 


0 


J 

cr 


1.03-1.38 (m, 8H), 1.49 (br s, 2H), 
1.60-1.85 (m, llH), 2.07-2.17 (m, 2H), 
2,65 (t, J== 6.0 Hz, 2H), 2.91 (t, J= 6.0 
Hz. 2H), 3.11-3.21 (m, IH), 3.31-3.41 
(m. IH). 3.96 (d. J = 14.4 Hz. 2H), 
4.00 (br s, IH). 4.22-4.38 (m, 2H), 
8.29 (s, IH), 10.17 (d. J= 7.5 Hz, IH). 




n 


nBu 


1.00 (t, J= 7.2 Hz, 3H), 1,37-1.54 (m, 
4H), 1.47 (sextet, J = 7.2 Hz, 2H), 
1.66-1.83 (m, 6H), 2.49 (s, 3H), 2.67 
(t, t/= 6.0 Hz, 2H), 2.92 (t, e/= 6.0 Hz, 
2H), 4.16 (br t, J =^ 7.2 Hz, 2H), 6.87 
(d, 7.5 Hz, IH), 7.59 (t, J= 7.5 Hz, 
IH), 8.15 (d, c/= 8.4 Hz, IH), 8.37 (s, 
IH), 12.55 (br s, IH). 


10-152 


a 


nBu 


0.99 (t. t/= 7.2 Hz. 3H), 1.38-1.54 (m. 
4H), 1.46 (sextet, J ^ 1 .2 Hz. 2H), 

1.66- 1.83 (m, 6H), 2.67 (t. J= 6.0 Hz, 
2H), 2.92 (t, 6.0 Hz, 2H), 4.15 (t, J 
= 7.2 Hz, 2H), 6.99-7.04 (m, IH), 

7.67- 7.74 (m, IH), 8.33-8.37 (m, 2H), 
8.36 (s, IH), 12.77 (br s. IH). 


10-153 






1.36-1,43 (m, 2H), 1.47-1.55 (m, 2H), 
1.65-1.80 (m, 4H), 2.69 (t, J= 6.0 Hz, 
2H), 3.08 (t, c/= 6.0 Hz. 2H). 3.31 (s. 
3H). 3.74 (t. J= 5.1 Hz, 2H). 4.39 (t. J 
= 5.1 Hz. 2H), 7.18 (dd. c/= 7,5 Hz, 0.9 
Hz, IH), 7.54 (t, 7.8 Hz, IH), 8,33 
(dd, </= 8.1 Hz, 0.9 Hz, IH). 8,37 (s, 
IH), 12.62 (br s, IH). 



203 



WO()2/»53543 PCT/JP»1/11427 

O 



H J 



No. 




R6 


^H-NMR (CDCI3) 


10-154 




0 


1.38-1.83 (m, 14H). 2.52-2.73 (m, 
6H), 2.67 (t, 6.0 Hz, 2H), 3.02 
(br t, e/= 6.0 Hz, 2H), 4.39 (br t, 
7.5 Hz, 2H), 7.19 (dd, J= 7.5 
Hz, 0.6 Hz, IH), 7.54 (t, 7.5 
Hz, IH), 8.33 (dd. c/= 8.4 Hz, 0.6 
Hz, IH), 8.35 (s. IH), 12.58 (br s, 
IH). 


10-155 






1.37-1.55 (m, 4H), 1.67-1.86 (m, 
4H), 1.97 (quint, 6.0 Hz, 2H). 
2.68 (t, J= 6.0 Hz, 2H), 2.97 (t, J 
= 6.0 Hz, 2H), 3.60 (t, 5.7 Hz, 
2H), 4.39 (br t, J'= 7.5 Hz, 2H), 
7.20 (dd, J= 7.5 Hz, 0.6 Hz, IH), 
7.54 (t, c/= 7.8 Hz, IH), 8.33 (dd, 
J= 8.1 Hz, 0.6 Hz, IH), 8.40 (s. 
IH). 12.45 (br s, IH), 


10-156 




MsO"'"'^ — ^ 


1.39-1.46 (m, 2H), 1.47-1.56 (m, 
2H), 1.66-1.74 (m, 2H), 1.77-1.85 
(m, 2H), 2.23 (auint, J = 6.0 Hz, 
2H), 2.68 (t, */= 6.0 Hz, 2H), 2.94 
(t, 6.0 Hz, 2H), 3.10 (s, 3H), 
4.33 (t, J= 7.5 Hz. 2H). 4.40 (t, J 
= 6.0 Hz, 2H), 7.19 (dd, J= 7.5 
Hz, 0.6 Hz, IH), 7.55 (t, 7.8 
Hz, IH), 8.32 (dd, 8.4 Hz, 0.6 
Hz, IH), 8.37 (s, IH), 12.56 (br s. 
IH). 


10-157 






1.37-1.45 (m, 2H), 1.47-1.56 (m, 
2H), 1.66-1.74 (m, 2H), 1.76-1.85 
(m, 2H), 2.03 (quiut, J= 7.5 Hz, 
2H), 2.37 (s, 3H), 2.66 (t, J= 6.0 
Hz, 2H). 2.92 (t, J= 6.0 Hz, 2H), 
3.00 (t, e/= 7.2 Hz. 2H), 4.21 (t, J 
= 7.5 Hz, 2H), 7.18 (d. 7.5 Hz. 
IH), 7.54 (t, 7.5 Hz, IH), 8.32 
(d, «7= 8.4 Hz, IH), 8.35 (s, IH), 
12.59 (br s, IH). 


10-158 




N3-^ 


1.38-1.45 (m, 2H), 1.47-1.56 (m, 
2H), 1.66-1.74 (m, 2H), 1.77-1.86 
(m, 2H), 1.97-2.07 (m, 2H), 2.68 
(t, J= 6.0 Hz, 2H), 2.95 (t, 
6.0 Hz, 2H), 3,52 (t, «/= 6.0 Hz, 
2H), 4.25 (t, J= 7.5 Hz, 2H), 7.19 
(dd, J= 7.5 Hz, 0,6 Hz. IH). 7.54 
(t, J= 7.8 Hz, IH), 8.32 (dd, 
8.4 Hz, 0.6 Hz, IH), 8.36 (s, IH). 
12.58 (br s. IH). 
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is 



No. 


15 r 






10-159 






1.38-1.44 (m, 2H). 1.47-1.66 (m. 2H), 
1.65-1.74 (m, 2H). 1.76-1,84 (m, 2H), 
1.94 (quint, J= 6.6 Hz, 2H), 2.10 (s, 
3H), 2.68 (t, J- 6.0 Hz, 2H), 2.93 (t, J 
= 6.0 Hz, 2H). 3.30 (q, J= 6.0 Hz, 2H), 
4.26 (br t, 7.5 Hz, 2H), 6.63 (br t, J 
= 7.5 Hz, IH), 7.21 (dd, J= 8.1 Hz, 0.6 
Hz, IH), 7.56 (t, 7.8 Hz, IH), 8,34 
(dd, c/= 8.1 Hz, 0.6 Hz, IH), 8.39. (s, 
IH), 12.51 (br s, IH). 


10-160 




J 


1.41-1.85 (m, 8H), 2.01-2.11 (m, 2H), 
2.68 (t, e/= 6.0 Hz, 2H). 2.94 (t, J= 6.0 
Hz, 2H), 3.04 (s, 3H), 3.18 (q, J= 6.0 
Hz, 2H), 4.34 (br t, J =^ 7.5 Hz. 2H), 
5.58 (br t, e/= 7.5 Hz, IH), 7.20 (dd, J 
= 7.5 Hz, 0.6 Hz, IH), 7.55 (t, 7,8 
Hz, IH), 8.31 (dd, «/= 8.1 Hz, 0.6 Hz, 
IH), 8.39 (s, IH), 12.45 (br s, IH). 


10-16.1 




H 


1.42-1.83 (m, 8H), 2.03 (quint, 6.0 
Hz, 2H), 2.69 (t, J= 6.0 Hz, 2H), 2.93 
(t, e/= 6.0 Hz, 2H), 3.41 (q, c/= 6.0 Hz, 
2H), 4.30 (br t, 7.6 Hz, 2H), 7.22 
(dd, 7.8 Hz, 0.6 Hz, IH), 7.56 (t, J 
= 7.8 Hz, IH), 8.13 (br s, IH), 8.31 
(dd, c/= 7.8 Hz, 0.6 Hz, IH), 8.42 (s, 
IH), 12.40 (br s. IH). 


10-162 




nBu 


0.99 (t, J= 7.2 Hz, 3H), 1.39-1.57 (m, 
4H), 1.47 (sextet, J = 7.2 Hz, 2H), 
1.65-1.83 (m, 6H), 2.61 (s, 3H), 2.68 
(t, J= 6.0 Hz, 2H), 2.92 (t, J= 6.0 Hz, 
2H), 4.16 (br t, J=: 7.2 Hz, 2H), 6.86 
(d, J= 4.8 Hz, IH), 8.41 (s, IH), 8.54 
(d. J= 4.8 Hz. IH), 12.91 (br s, IH). 


10-163 


Me 


nBu 


0.99 (t, 7.5 Hz, 3H), 1.39-1.53 (m, 
4H), 1.46 (sextet, J = 7.5 Hz, 2H), 
1.65-1.82 (m. 6H). 2.47 (s, 6H), 2,67 
(t, 6.0 Hz, 2H), 2.91 (t, J= 6.0 Hz, 
2H), 4.15 (br t, J= 7.5 Hz, 2H), 6.74 (s 
IH). 8.41 (s. IH). 12.75 (br s. IH). 


10-164 


a 


OHC^ J 


1.22-1.52 (m, 8H), 1.63-1.79 (m, 8H), 
1.92-2.00 (m, 2H), 2.64 (t, J= 6.0 Hz, 
2H), 2.89 (t, J= 6.0 Hz, 2H), 2.96 (t, J 
= 7.2 Hz, 2H), 3.92-4.03 (m, IH), 4.42 
(t, e/= 7.2 Hz, 2H), 8.32 (s, IH), 9.75 
(d. J= 7.5 Hz, IH). 9.84 (s. IH). 
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^7 2 



No. 




R'' 


iH-NMR (CDCI3) 


10-165 






1.20 (d, e/= 6.6 Hz, 3H), 1.21- 
1.87 (m, 18H), 1.90-2.01 (m, 2H), 
2.55-2.73 (m, 2H), 2.85-3.02 (m, 

(m, 2H), 4.65-4.78 (m, IH), 8.36 
(s. IH). 9.77 rd. 7.5 Hz, IH). 


10-166 


a 




1.23-1.51 (m, 8H), 1.58-1.78 (m, 
8H), 1.94-2.00 (m, 2H), 2.20 (s, 
3H), 2.63 (t, 6.0 Hz, 2H). 2.88 
(t, J= 6.0 Hz, 2H). 2.93 (t, 
7.5 Hz, 2H), 3.92-4.01 (m, IH), 
4.36 (t, J= 7.5 Hz, 2H), 8.31 (s, 
IH), 9.78 (d, 8.1 Hz, IH). 


10-167 






1.38-1.43 (m, 2H), 1.44-1.52 (m, 

f>TT\ 1 £*K 1 /-m AVt\ 1 Qf^ 

2x1), l.bo-l.oo [nif 4Jtx;, i.oo-x.yo 
(m, 2H), 1.91-2.05 (m, IH), 2.63- 
2.74 (m, IH), 2.67 (t, e/= 6.0 Hz, 
2H), 2,85-2.96 (m, IH), 2.93 (t, J 
= 6.0 Hz, 2H), 2.99-3.09 (m, IH), 
3.51 (br t, 4.5 Hz, 2H), 4.22- 
4.38 (m, 2H), 5.66 (q, 7.5 Hz, 
IH), 7.19-7.38 (m, 4H), 8.43 (s, 
IH). 10.11 rd, 6.9 Hz. IH). 


10-168 






1.38-1,42 (m, 2H), 1.44-1.52 (m, 
2H), 1.64-1.80 (m, 4H), 1.91-2.08 
(m, IH), 2.11-2.21 (m, 2H), 2.62- 
2.73 (m, IH), 2.67 (t, 6.0 Hz, 
2H), 2.83-2.96 (m, IH), 2.91 (t, J 
= 6.0 Hz, 2H), 2.99-3.06 (m, IH), 
3.02 (s, 3H), 4,25 (t, J= 6.9 Hz, 
2H), 4.33 (t, c/= 6.0 Hz, 2H), 5.67 
(q, jr=: 7.8 Hz, IH), 7.16-7-26 (m, 
3H), 7.35-7.39 (m, IH), 8.39 (s, 
IH). 10.13 fd. 8.4 Hz. IH). 


10-169 


(5^ 


.-J 


1,37-1.43 (m, 2H), 1.44-1.53 (m, 
2H). 1.67-1.80 (m, 4H), 1.91-2.10 
(m, IH), 2.00-2.20 (m, 2H). 2.62- 

2.73 (m, IH), 2.67 (t, J= 6.0 Hz, 
2H), 2.84-2.96 (m, IH), 2.93 (t, J 
= 6.0 Hz, 2H), 2.98-3.08 (m, IH), 
4.25 (sextet, J = 7.5 Hz, 2H), 
4.45 (t, 7.8 Hz, IH), 4.61 (t, J 
= 5.4 Hz, IH), 5.67 (q, J = 7.5 Hz, 
IH), 7.16-7.28 (m, 3H), 7.36-7.39 
(m, IH). 8.39 (s, IH), 10.17 (d, J 
= 6.6 Hz. IH). 



206 



wo 02/053543 
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1= 



No. 






^H-NMR (CDCI3) 


10-170 






1.38-1.43 (m, 2H), 1.44.1.54 (m, 2H), 
1.67-1.82 (m, 4H), 1.91-2.06 (m, IH), 
2.06 (quint, 7.5 Hz, 2H), 2.49 (t. J 
= 7.2 Hz, 2H), 2.62-2.74 (m. IH). 2.67 
(t, J= 6.0 Hz, 2H), 2.85-2.96 (m, IH), 
2.91 (t, t/= 6.0 Hz, 2H), 2.99-3.09 (m, 
IH), 4.21 (sextet, J = 7.2 Hz, 2H), 
5.67 (q, J= 7.5 Hz, IH), 7.19-7.26 (in, 
3H), 7.35-7.39 (m, IH), 8.40 (s, IH), 
10.08 (d. 8.1 Hz, IH). 


10-171 






1.37-1.44 (m, 2H), 1.45-1.55 (m, 2H), 
1.67-1.80 (m, 4H), 1.93-2.03 (m, 3H), 
2,62-2.73 (m, IH), 2.66 (t, J= 6.0 Hz, 
2H), 2.84-2.96 (m, IH), 2.91 (t, */= 6.0 
Hz, 2H), 2.99-3.09 (m, IH), 3.50 (t, J 
= 6.0 Hz, 2H), 4.17 (sextet, «/= 7.5 Hz, 
2H). 5.67 (q, = 7.8 Hz, IH). 7.18- 
7.26 (m, 3H), 7.35-7.39 (m, IH), 8.39 
(s. IH). 10.16 (d. «/= 8.4 Hz, IH). 


10-172 






1.37-1.43 (m, 2H), 1.44-1.52 (m, 2H), 
1.63-1.78 (m, 4H), 1.83-2.02 (m, IH), 
1,87 (quint, J = 6.0 Hz, 2H), 1.95 (s, 
3H), 2,67 (t, 6.0 Hz, 2H), 2.69-2.76 
(m, IH), 2.88-2.95 (m, IH), 2.90 (t, c/= 
6.0 Hz, 2H), 2.97-3.08 (m, IH), 3.23 
(quint, 6.0 Hz, 2H), 4,19 (br t, J = 
7.5 Hz, 2H), 5.67 (q, 7.5 Hz, IH), 
6.65 (br t, 7.5 Hz, IH), 7.18-7.28 
(m, 3H), 7,36-7.39 (m, IH), o.41 (s, 
IH). 10.15 (d. J= 8.1 Hz. IH). 


10-173 






1.37-1.42 (m, 2H), 1.44-1.53 (m, 2H), 
1.63-1-78 (m, 4H), 1.90-2.02 (m, 3H), 
2.62-2.73 (m, IH), 2.67 (t, 6.0 Hz, 
2H), 2,84 (s. 3H), 2.85-2.97 (m, IH), 
2.90 (t, J= 6.0 Hz, 2H), 3.00-3.10 (m, 
2H), 4.25 (br s, 2H). 5.67 (q, c/ = 7.5 
Hz, 2H), 7.19-7.36 (m, 4H), 8.42 (s, 
IH). 10.06 (d. J= 8.1 Hz. IH). 


10-174 




0 

H 


1.38-1.43 (m. 2H),. 1.44-1.52 (m, 2H), 
1.65-1.80 (m, 4H), 1.88-2.00 (m, 3H), 
2.68 (t, 6.0 Hz, 2H), 2.69-2.76 (m, 
IH), 2.88-2,98 (m, IH), 2.91 (t, J= 6.0 
Hz, 2H), 3.00-3,10 (m, IH), 3.25-3.37 
(m, 2H), 4.24 (br s, 2H), 5.61 (q, J = 
7.5 Hz, IH), 7.18-7.39 (m, 4H). 8.42 
(br s, IH), 8.44 (s, IH), 10.05 (d, J = 
7.2 Hz. IH). 
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No. 






^H-NMR (CDClg) 


10-175 




nBvi 


0.i;y ^t, c/= Y.5 Hz, 3H), 1.02-1.28 (m, 
6H), 1.36-1.52 (m, 8H), 1.62-1.80 (m, 
8H), 1.92 (br d, </= 12.0 Hz, IH), 2.64 
(t, ^= 6.0 Hz, 2H), 2.89 (t, e/= 6.0 Hz. 1 
2H), 3.45-3.62 (m, 3H), 4.07-4.16 (m, 
2H). 8.30 (s. IH). 10.28 (br s. IH^. 1 


10-176 


0 


nBu 


U.98 (t, 7.5 Hz, 3H), 1.20-1.51 (nlj 
14H), 1.58-1.91 (m. 8H), 2.41-2.50 (m, 
IH), 2.63 (t, J= 6.0 Hz, 2H), 2.88 (t. J 
= 6.0 Hz, 2H), 4.12 (br t, J = 7.5 Hz, 
2H), 4.36 (d, J'= 5.4 Hz, 2H), 8.26 (s 
IH). 10.50 (br s. IH). 


10-177 


OH 


nBu 


0.98 (t, 7.5 Hz, 3H), 1.15 (d, e/ = 

6.6 Hz, 3H), 1.37-1.53 (m, 4H), 1.44 
(sextet, J= 7.5 Hz, 2H), 1.61-1.81 (m, 
6H), 2.66 (t, J= 6.0 Hz, 2H), 2.90 (t, J 
= 6.0 Hz, 2H), 4.09 (br t, 7.5 Hz, 
2H), 4.39-4.48 (m. IH), 4.98 (d. J^l 

2.7 Hz, IH). 7.23-7.39 (m, 5H), 8,33 
(s, IH), 10.10 (d. 7.5 Hz. im. 


10-178 


Cm. 

OH 


nBu 


0.98 (t, 7.2 Hz, 3H), 1.15 (d, = 
6.9 Hz, 3H), 1.37-1.53 (m, 4H), 1.44 
(sextet, J = 7.2 Hz, 2H), 1.62-1.80 (m 
6H), 2.66 (t, c/= 6.0 Hz, 2H), 2.90 (t, J 
= 6,0 Hz, 2H), 4.09 (br t, J ^ 7.2 Hz, 
2H), 4.39-4.49 (m, IH), 4.98 (d, = 
2.7 Hz, IH), 7.23-7.40 (m 5m 8 
(s, IH). 10.10 (d. 6.9 Hz. IH). 


10-179 


o 


nBu 


0.99 (t, </= 7.5 Hz, 3H), 1.37-1.50 (m. 
4H), 1.43 (sextet, J = 7.5 Hz, 2H), 
1.54 (d, c/= 7.5 Hz, 3H), 1,63-1.80 (m, 
6H), 2.63 (t, J= 6.0 Hz, 2H), 2.88 (t, J 
= 6.0 Hz, 2H). 4.12 (br t, 7.5 Hz, 
2H), 5.69-5.79 (m, IH), 7.45-7.51 (m, 
2H), 7.55-7.61 (m, IH), 8.05-8.09 (m, 
2H), 8.28 (s, IH), 10.73 (d, 6.9 Hz, 
IH). 1 


10-180 




nBu 


0.99 (t, e/= 7.5 Hz, 3H), 1.37-1.50 (m, 
4H), 1.43 (sextet, J = 7.5 Hz, 2H) 
1.54 (d, J= 6.9 Hz, 3H), 1.65-1.80 (m' 
6H), 2.63 (t, J= 6.0 Hz, 2H), 2.89 (t, J 
= 6.0 Hz, 2H), 4.12 (br t, J = 7.5 Hz, 
2H), 5.69-5.79 (m, IH), 7.45-7.51 (in, 
2H), 7.55-7.61 (m, IH), 8.05-8.09 (m, 
2H), 8.28 (s, IH), 10.73 (d, «/= 7.2 Hz, 
IH). 



208 
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No. 






^H-NMR (CDCI3) 


11-001 




nBu 


1,01 (t, 1.2 Hz, 3H), 1.42-1.54 (m, 
2H), 1.65-1.79 (m, 2H), 1.79 (a, 6H), 
2.13 (s, 3H), 2.41 (s, 3H), 4.13 (t, 
7.8 Hz, 2H), 7.16-7.22 (m, 2H), 7.26- 
7.33 (m, 2H), 7.42-7.46 (m. 2H), 8.25 
(s. IH), 10.40 (bi s. IH). 


11-002 




Bn 


1.79 (s, 6H), 2.13 (s, 3H), 2.29 (s, 3H), 
5.50(br s, 2H), 7.09-7.47 (m, lOH), 8.35 
(s. IH). 10.35 (br s, IH). 


11-003 






1.05-1.32 (m, 4H), 1.68-1.91 (m, 7H), 
1.79 (s, 6H), 2.12 (s, 3H), 2.38 (s, 3H), 
4.01 (br s, 2H), 7.16-7.21 (m, IH), 
7.26-7.32 (m, 2H), 7,43-7.46 (m, 2H), 
8.24 (s. IH), 10.39 (br s, IH). 


11-004 


HO^ 

u 




1.00-1.30 (m, 4H), 1.55-1.90 (m, 7H), 
2.18 (s, 3H), 2.40 (s, 3H), 3.89-4.00 (m, 
2H), 4.03 (br s, 2H), 5.26-5.32 (m, IH), 
7.26-7.43 (m, 5H), 8.33 (s, IH), 10.72 
(br d. e/= 6.9 Hz. IH). 


11-005 






1.00-1.30 (m, 4H), 1.60-1.92 (m, 7H), 
2.17 (s, 3H). 2.39 (s. 3H), 3.90 (d. 
6.0 Hz, 2H), 4.04 (br s, 2H), 5.50-5.56 
(m, IH), 7.26-7.44 (m, 5H), 8.30 (s, 
IH), 10.73 (d, J =^ 8.1 Hz, IH). 


11-006 


o — ■ 




1.00-1.30 (m, 4H), 1.56-1.88 (m, 7H), 
1.90-2.00 (m, 2H), 2.18 (s, 3H), 2.39 (s, 
3H), 2.71 (t, c/ = 8.1 Hz, 2H), 3.46 

7.14-7.30 (m, 5H), 8.32 (s. IH). 9.98 (br 
s. IH). 


11-007 






0.99 (t. e/= 7.5 Hz, 3H), 1.39-1.51 (nx, 
2H), 1.62-1.73 (m, 2H), 2.18 (s, 3H), 
2.42 (s, 3H). 3.89-4.00 (m, 2H). 4,12 
(dd, J= 9.0 Hz, c7= 5.1 Hz, 2H), 5.26- 
5.32 (m, IH), 7.26-7.43 (m, 5H), 8.32 
(s, IH), 10.72 (br d, 6.9 Hz, IH). 


11-008 




nBu 


1.00 (t, J= 7.5 Hz, 3H), 1.41-1.53 (m, 
2H), 1.64-1.74 (in, 2H), 2.16 (s, 3H), 
2.41 (3, 3H), 3.91 (d, 5.7 Hz, 2H), 
4.13 (t, 7.5 Hz, 2H), 6.50-5.67 (m, 
IH). 7.28-7.45 (m. 5H), 8.30 (s, IH), 
10.73 (br d. e/= 8.1 Hz, IH). 


11-009 






0.84 (d, J= 6.6 Hz, 6H). 1.06-1.85 (m, 
21H), 2.17 (s. 3H). 2.38 (s. 3H), 4.00 
(br s, 2H), 4.09-4.18 (m, IH). 8.31 (s, 
IH), 9.77 (d. J= 7.5 Hz. IH). 
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No. 






»H-NME (CDCI3) 


11-010 




& 


0.60-0.65 (m, 2H), 0.77-0.84 (m, 2H), 
a. 05-1.26 (m, 5H), 1.59-1.85 (m, 6H), 
2.18 (s. 3H), 2.38 (s, 3H), 2.89-2.98 (m, 
IH). 4.00 (br s, 2H), 8.32 (s. 1H)» 9.89 
(br s. IH). 


11-011 






0.86-2.19 (m, 15H), 2.19 (s, 3H), 2.38 
(s, 3H), 2.72-2.91 (m, 2H), 3.94 (br s, 
2H), 5.37-5.44 (m, IH), 7.0G-7.16 (m, 
3H), 7.34-7.37 (m, IH), 8.38 (s, IH), 
10.22 (br d, J= 8.7 Hz. IH). 


11-012 


Me 


1 

o' 


0.92 (t, J= 7.5 Hz. 3H), 0.95 (d, 6.6 
Hz, 3H), 1.06-1.85 (m, .14H), 2.18 (s. 
3H). 2.39 (s, 3H), 3.20-3.29 (m, IH), 
3.34-3.42 (m, IH), 4,03 (br s, 2H), 8.32 
(s, IH), 9.95 (br s, IH). 


11-013 


>r 




0.98 (s, 9H), 1.07-1.23 (m, 5H), 1.62- 
1.83 (m, 6H), 2.18 (s, 3H), 2.39 (s, 3H), 
3.26 (d, 6.0 Hz, 2H), 4.03 (br s, 2H), 
8.33 (s. IH). 10.06 (br s. IH). 


11-014 


CP 


Cr 


1.05-1,23 (m, 5H), 1.62-1.87 (m. 6H), 
2.18 (s, 3H), 2.39 (s, 3H), 4.00 (br s, 
2H), 4.62 (d, J= 5.4 Hz, 2H), 6.25-6.31 
(m, 2H), 7.35 (s, IH), 8.34 (s, IH), 
10.23 (br s, IH). 


11-015 


or 


Me 


0.88 (d, J= 6.9 Hz, 3H), 0.93 (t, 7.5 
Hz, 3H), 1.16-1.30 (m, IH), 1.35-1.48 
(m, IH), 1.89-2.00 (m, IH), 2.19 (s, 
3H), 2.39 (s, 3H), 4.03 (br s, IH), 4.64 
(d, J= 6.0 Hz, 2H), 7.20-7.38 (m, 5H), 
8.37 (s. IH). 10.30 (br s, IH). 


11-016 




Me 


0.90 (t. J= 7.2 Hz, 3H). 0.95 (t, c/= 7.5 
Hz, 3H), 1.17-1.32 (m, IH), 1.35-1.49 
(m, IH), 1.88-2.00 (m, IH), 2.18 (s, 
3H), 2.39 (s, 3H), 2.93 (t, J' = 7.5 Hz, 
2H), 3.62-3.69 (m, 2H), 4.06 (br s, 2H), 
7.17-7.31 (m, 5H), 8.33 (s, IH), 10.03 
(br s, IH). 


11-017 




V 


0.98 (s, 9H), 2.18 (s, 3H), 2.40 (s, 3H), 
4.34 (br s, 2H), 7,20-7.37 (m, 5H), 8.34 
(s. IH). 10.31 (br s, IH). 


11-018 






0.99 (s, 9H), 2.17 (s, 3H), 2.39 (s, 3H), 
2.91 (t, J= 7.5 Hz, 2H), 3.63-3.70 (m, 
2H), 7.16-7.81 (m, 5H), 8.30 (s, IH), 
10.01 (br s. IE). 


11-019 






2.19 (s, 3H), 2.53 (s, 3H), 4.63 (d, J = 
5,7 Hz, 2H), 5.34 (s, 2H), 6.33 (m, 2H), 
7.21-7.37 (m, 6H), 8.38 (s, IH), 10.18 
(br s. IH). 
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^7 7 



O 




No. 






^H-NMR (CDCI3) 


11-020 




J 

a 


2.19 (s, 3H), 2.53 (a, 3H), 2.92 (t, J 
= 7.5 Hz, 2H), 3.62-3.69 (m, 2H), 
5.34 (a, 2H). 6.35 (m, 2H). 7.17- 
7.32 (m, 5H), 7.35 (t, J= 1.5 Hz, 
IH), 8.34 (s. IH), 9.92 (br s. IH), 


11-021 






0.45-0.66 (m. 4H), 1.08-1.18 (m, 
IH), 2.19 (s, 3H), 2.45 (s, 3H), 4.11 
(d, J= 6.9 Hz, 2H), 4.64 (d, 5.7 
Hz, 2H), 7.20-7.38 (m, 5H). 8.36 (s, 
IH), 10.31 (br s. IH). 


11-022 






0.47-0.61 (m, 4H), 1.09-1.17 (m, 
IH). 2.19 (a, 3H), 2.45 (s, 3H), 2.93 
(t. J= 7.8 Hz, 2H), 3.63-6.70 (m, 
2H). 4.12 (d. J= 6.9 Hz, 2H). 7.17- 
7.32 (m, 5H), 8.33 (s, IH), 10.03 
(br s. IH). 


11-023 


H 


nBu 


1.00 (t, c7= 7.5 Hz, 3H), 1.40-1.63 
(m, 2H), 1.63-1.73 (m, 2H), 2.18 (s, 
3H), 2.42 (s, 3H), 4.13 (t, = 8.1 
Hz, 2H), 5.73 (br s, IH), 8.31 (s, 
IH), 9.62 (br s. IH). 


11-024 






1.05-1.26 (m, 6H), 1.66-1.77 (m, 
4H), 1.83-1.92 (m, IH), 2.19 (s, 
3H), 2.41 (s, 3H), 4.08 (br s, 2H), 
4.97 (d, 4.5 Hz, 2H), 7.50 (t, J= 
7.5 Hz, 2H), 7.61 (t, J = 7,6 Hz, 
IH). 8,02-8.06 (m, 2H), 8.32 (s, 
IH), 10,78 (br s, IH). 


11-025 




Bn 


2.19 (s, 3H)> 2.33 (a, 3H), 4.98 (d, J 
= 4.5 Hz, 2H), 5.52 (br s, 2H), 7.14 
(d, 7.5 Hz, 2H), 7.29-7.36 (m, 
3H), 7.50 (t, J= 7.6 Hz, 2H), 7.61 
(t, c/= 7.5 Hz, IH), 8.03 (d, J'= 7.5 
Hz, 2H), 8.41 (s, IH), 10.74 (br a, 
IH). 
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No. 




R3 


^H-NMR (CDCI3) 


12-001 






1.04 (t, «/ — 1.0 xlz, oxl;, i.4Z-l.o4 
(m, 2H), 1.67-1.78 (m, 2H), 2.28 (s, 
3H), 2.94 (t, J= 7.3 Hz, 2H), 3.65- 
3.72 (m, 2H), 4.12-4.18 (m, 8H), 8.29 
(s. IH). 9.91 (t. 5.5 Hz, IH). 


12-002 






1.04 (t, J= 7.3 Hz, 3H), 1.43-1.55 
(m. 2H), 1.70-1.80 (m, 2H), 2.44 (s, 

4.18 (t, «/'= 7.9 Hz, 3H), 6.55 (m, IH), 
6.90-6.94 (m, IH), 7.19-7.46 (m, 8H), 
8.50 (s, IH), 8.79 (brs, IH), 10.14 (t, 

5.8 Hz, IH). 


12-003 




Et 


0.98 (t, 7-5 Hz, 3H), 1.16 (t, = 
7.5 Hz, 3H), 1.38-1.51 (m, 2H), 
1.60-1.72 (m, 2H), 2.43 (s, 3H), 2.53 
(quint, e/= 7.5 Hz, 2H), 4.09 (t, J = 
7.8 Hz, 2H), 4.64 (d, 6.0 Hz, 2H), 
7.20-7.38 (m, 5H), 8.38 (s, IH), 10.30 
(br s. IH). 


12-004 




Et 


1.00 (t, J= 7.5 Hz, 3H) , 1.16 (t, «7 = 
7.5 Hz, 3H), 1.40-1.52 (m, 2H), 
1.61-1.73 (m, 2H), 2.43 (s, 3H). 2.52 
(quint, 7.6 Hz, 2H), 2.94 (t, = 
7.8 Hz, 2H), 3.63-3.70 (m, 2H), 4.11 
(t, J = 7.8 Hz, 2H), 7.17-7.32 (m, 
5H), 8.35 (s. IH). 10.04 (br s. lH). 
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No, 


mm. 


^H-NMR (CDCI3) 


13-001 


O 


0.99 (t, J'= 7.5 Hz, 3H), 1.08 (t, «/= 7.6 
Hz, 3H), 1.19 (t, = 7.5 Hz, 3H)» 
1.38-1.50 (m, 2H), 1.53-1.72 (m, 4H), 
2.50 (quint, «/= 7.5 Hz, 2H), 2.62-2.68 
(m, 2H), 4.06 (m, 2H), 4.64 (t, J= 6.0 
Hz, 2H), 7.23-7.37 (m, 5H), 8.40 (s, 
IH), 10.32 Cbr s, IH). 


13-002 


r***^ 0 


1,01 (t, 7.2 Hz, 3H), 1.09 (t, c/= 7.5 
Hz, 3H), 1.19 (t, J = 7.5 Hz, 8H), 
1.40-1.52 (m, 2H), 1.54-1.73 (m, 4H), 
2.50 (quiut, 7.5 Hz, 2H), 2.62-2.68 
(m, 2H), 2.93 (t, J = 7.8 Hz» 2H), 
3.63-3.70 (m, 2H), 4.04-4.10 (m, 2H), 
7.18-7.32 (m, 5H), 8.37 (s, IH), 10.06 
(br s, IH). 


13-003 


o 


0.98 (t, </= 7.2 Hz, 3H), 1.08 (t, e/= 7.2 
Hz, 3H), 1.38-1.50 (m, 2H), 1.53-1.72 
(m, 4H), 2.19 (s,3H), 2.62-2.68 (m, 
2H), 4.04-4.10 (m, 2H), 4.64 (d, J- 5.7 
Hz, 2H), 7.21-7.38 (m, 5H), 8.35 (s, 
IH), 10.30 (br s. IH). 


13-004 




1.00 (t, </= 7.5 Hz, 3H), 1.08 (t, J-=^ 7.5 
Hz, 3H), 1.40-1.52 (m, 2H), 1.53-1.72 
(m, 4H), 2.18 (s, 3H), 2.62-2.68 (m, 
2H), 2.93 (t, J- 7.6 Hz, 2H), 3.63-3.70 
(m, 2H), 4.04-4.10 (m, 2H), 7.18-7.32 
(m. 5H), 8.31 (s. IH). 10.03 (br s, IH). 


13-005 


Me Oo«J-N 


0.98 (t, J= 7.3 Hz, 3H), 1.38-1.53 (m, 
6H), 1,62-1.72 (m, 6H), 2.54 (s, 3H), 
2.62 (t, e7= 6.1 Hz, 2H), 2.83 (t, c/= 6.4 
Hz, 2H), 4.10 (t, J = 7.9 Hz. 2H), 
7.21-7.38 (m, 2H), 7.55 (d, J= 7.6 Hz, 
IH), 8.38 (s, IH), 8.79 (br s, IH)' 


13-006 


^ — ^Me 


0.97 (t, J= 7.3 Hz, 3H), 1.38-1.53 (m, 
6H), 1.62-1.75 (m, 6H), 2.62 (t, e/= 6.1 
Hz, 2H), 2.83 (t, e/= 6.1 Hz, 2H), 4.10 
(t, e/= 7.9 Hz, 2H). 7.32-7.47 (m, 3H), 
7.72-7.75 (m, IH), 8.39 (s, IH), 9.18 
(br s, IH). 


13-007 


H 


2H), 1.72-1.82 (m, 2H), 4.03 (t, J= 7.3 
Hz, 2H), 5.21 (s, 2H), 7.06 (d, J= 2.1 
Hz, IH), 7.23-7.40 (m, 8H), 7.95 (s, 
IH), 8.15 (br 3, IH). 


13-008 




0.96 (d, c7= 7.3 Hz. 3H), 1.36-1.56 (m, 

fiTTN 1 »=ifl 1 71 (m APr^ 1 71-1 ftl (m 

Oily, JL.DO- J.. 1 X ^-tl^, X. / X-X.OX ^Ul, 

2H), 2.57 (t, J= 6.0 Hz, 2H), 2.85 (t, J 
= 6.3 Hz, 2H), 3.08-3,20 (m, 2H), 3.18 
(t, c/= 5.0 Hz, 2H), 3.92 (t, J= 5.0 Hz, 
2H), 4.06 (tlike, 2H), 6.87-7.00 (m, 
5H). 


13-009 




0.98 (t. J= 7.5 Hz, 3H), 1.22 (t, J= 7.5 
Hz, 3H), 1,36-1.51 (m, 2H). 1.61-1.72 
(m, 2H), 2.19 (s, 3H). 2.73 (quint, 
7.5 Hz, 2H), 4.08 (t, 7.8 Hz, 2H), 
4.64 (d, J= 6.0 Hz, 2H), 7.20-7.39 (m, 
5H), 8.35 (s. IH), 10.03 (br s, IH). 
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No. 


mm. 


'H-NMR (CDCI3) 


13-010 


^^o^^ ' 


1.00 (t, J= 7.5 Hz, 3H), 1.23 (t, J= 7.6 Hz, 
3H), 1.40-1.52 (m, 2H), 1.61-1.73 (m, 2H), 
2.19 (s, 3H), 2.73 (quint, J= 7.5 Hz. 2H), 
2.93 (t, J= 7.5 Hz, 2H), 3.63-3.70 (m, 2H), 
4,08 (t, 7.5 Hz, 2H), 7.17-7.32 (m, 5H), 
8.31 (s. IH). 10.03 (br s. IH). 


13-011 


0 


0,98 (t, 7.5 Hz, 3H), 1.06 (t, J= 7.5 Hz, 
3H), 1.38-1.60 (m, 2H), 1.61-1.77 (m, 4H), 
2.66 (t, 7.8 Hz, 2H), 4.05 (t, J= 7.8 Hz, 
2H), 4.64 (d, J - 6.0 Hz, 2H), 6.28 (d, c/ = 
7.8 Hz, IH), 7.20-7.40 (m, 5H), 8.44 (d, c/= 
7.8 Hz. IH), 10.21 (br s, IH). 


13-012 




1.00 (t, J= 7.6 Hz, 3H), 1.06 (t, e/= 7.5 Hz, 
3H), 1.39-1.55 (m, 2H), 1.61-1.77 (m, 4H). 
2.66 (t, 7.8 Hz, 2H). 2.93 (t, 7.8 Hz, 
2H), 3.62-3.70 (m, 2H), 4.06 (t, 7.8 Hz, 
2H). 6.27 (d, J= 7.5 Hz, IH), 7.18-7.32 (m, 
5H), 8.41 (d, c/= 7.5 Hz, IH), 9.95 (br s, 
IH). 


13-018 


CI O^XJ 


0.98 (t, J= 7.3 Hz, 3H), 1.37-1.49 (m, 2H), 
1.76-1.86 (m, 2H), 4.08 (t, 7.3 Hz, 2H), 
7.26 (d, J= 2.4 Hz, IH), 7.32-7.54 (m, 8H), 
7.76-7.79 (m, IH), 8.92 (d, J= 2.4 Hz, IH), 
9.29 (s, IH). 


13-014 


Me Oq^n^ 


0.99 (t, 7.3 Hz, 3H), 1.38-1.60 (m, 2H), 
1.60 (d, 7.0 Hz), 1.77-1.87 (m, 2H), 4.09 
(dt, 7.1, 3.7 Hz, 2H), 5.32 (dt, 7.3, 
7.0 Hz, IH), 7.21-7 AS (m, 5H), 7.69 (d, J = 
2.7 Hz, IH), 8.83 (d, 2.7 Hz, IH), 10,29 
(d, «/= 7.9Hz). 


13-015 




0.98 (t, c/= 7.3 Hz, 3H), 1.37-1.49 (m, 2H), 
1.76-1,86 (m, 2H), 2.54 (s, 3H), 4.06 (t, 

7.3 Hz, 2H), 7.18-7.59 (m, 4H), 8.70 <d. 

2.4 Hz, IH), 8.84 (br s, IH). 


13-016 


MeO 


0.98 (t, */= 7.3 Hz, 3H), 1.38-1.46 (m. 2H), 
1.57 (d, J-= 7.0 Hz, 3H), 1.70-1.80 (m, 2H), 
3.97 (dt, J= 4.3, 7.0 Hz, 2H), 5.29 (q, J = 

7.3 Hz, 2H), 7.21-7.40 (m, 5H), 7.69 (d, 

2.4 Hz, IH), 8.62 (d, ^= 2.4 Hz, IH), 10.08 
(d, J== 7.3 Hz. IH), 


13-017 


Me 0 ^'^][^ 


0.99 (t, J= 7.3 Hz, 3H), 1.37-1.49 (m, 2H), 
1.59 (d, J= 7.0 Hz, 3H), 1.77-1.87 (m, 2H), 
4.00-4.15 (m, 2H), 5.31 (dt, </= 7.6, 7.3 Hz, 
IH), 7.21-7.43 (m, 3H), 7.65 (d, J= 2.7 Hz. 
IH), 8.61 (d, 2.7 Hz, IH). 10.19 (d, c/ = 
7.6 Hz. IH). 


13-018 


MeO . 


0.99 (t, J= 7.3 Hz, 3H), 1.38-1.50 (m, 2H). 
1.60 (d, c/= 7.0 Hz), 1.77-1.87 (m, 2H), 4.09 
(dt, J= 7.1, 3.7 Hz, 2H), 5.32 (dt, J= 7.3, 
7.0 Hz, IH), 7,21-7.48 (m, 5H), 7.69 (d, J = 
2.7 Hz. IH), 8.83 (d, 2.7 Hz, IH), 10.29 
(d. J= 7.9 Hz). 
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13-019 


.OMe 


0.90 (t, J- 7.2 Hz, 3H), 1.23-1.71 (m, 12H), 
2.41 (br t, 6.0 Hz, 2H), 2.68 (br t, J = 
6.0 Hz, 2H), 3.27 (s, 3H), 3.70-4.00 (m, 
2H), 4.01 (s, 3H), 7.11-7.61 (m, 6H). 


13-020 




0.99 (t, J= 7.2 Hz, 3H), 1.08 (t, 7.5 Hz, 
3H). 1.39-1.73 (m, 6H), 2.18 (s, 3H). 2.63- 
2.69 (m. 2H). 3.89-3.99 (m, 2H), 4.08 (s. 
2H), 5,26-5.32 (m, IH), 7.27-7.43 (m, 6H), 
8.31 (s. IH), 10.72 (d, 5.7 Hz. IH). 


13-021 




0.99 (t, J= 7.5 Hz, 3H), 1.23 (t, J= 7.5 Hz, 
3H), 1.39-1.52 (m, 2H), 1.63-1.74 (m, 2H), 
2.19 (s, 3H), 2.74 (q, J= 7.5 Hz, 2H), 3.89- 
4.00 (m, 2H), 4.09 (s, 2H), 5.26-5.32 (m, 
IH), 7.26-7.43 (m, 5H), 8.32 (s, IH), 10.72 
(d. 7.2 Hz. IH). 


13-022 




1.00 (t, c/= 7.5 Hz, 3H), 1.19-1.26 (m, 2H), 
1.45 (sextet. J- 7.5 Hz, 2H), 1.52-1.62 (m, 
IH), 1.72 (quint, «/"= 7.5 Hz, 2H), 1.81-1.87 
(m, IH), 1.92-2.07 (m, 2H), 3.40 (br s,lH), 
3-47 (br s, IH), 3.89-3.99 (m, IH), 4.17- 
4.26 (m, IH), 4.57-4.71 (m, 2H), 7.20-7.38 
(m. 5H). 8.44 (s, IH), 10.30 (br s, IH). 


13-023 


\/ ^ 


1.01 (t, J= 7.5 Hz, 3H), 1.18-1.30 (m, 4H), 
1.43-1.60 (m, 2H), 1.64-1.81 (m, 2H), 1.78 
(s, 6H), 1,89-2.05 (m, 2H), 3.33 (br s,lH), 
3.47 (br s, IH), 3.92-4.01 (m, IH), 4.21- 
4.31 (m, IH), 7.24-7.32 (m, 3H), 7.43-7.46 
(m. 2H), 8,33 (s. IH). 10.42 (br s, IH). 


13-024 




1 00 ^t «/= 7 5 Hz 1 17-1.26 (m. 2H), 
1,39-1.60 (m, 4H), 1.55 (d, 3.0 Hz, 3H), 
1.68-1,85 (m, 2H), 1.90-2.07 (m, 2H), 3.37 
(br 8,1H), 3.47 (br a, IH), 3.88-4.01 (m, 
IH), 4.17-4.30 (m, IH), 5.30 (quint, 7.5 
Hz, IH), 7.18-7.41 (m. 5H). 8.40 (s, IH). 
10.34 (d. 7.8 Hz, IH). 


13-025 


HO 


1.41-2.10 (m, 9H), 3.39 (br s.lH), 3.49 (br 
s, IH), 3.89-3.99 (m, 3H), 4.20-4.30 (m, 
IH), 5.29 (q, 6.0 Hz, IH), 7.26-7.43 (m. 
5H), 8.40 (s, IH), 10.71 (d, J= 7,2 Hz, IH). 


13-026 




1,01 (t, J- 7,5 Hz, 3H), 1.20-1.31 (m, 2H), 
l!41-l,'55 (m, 2H), 1.70-1.88 (m, 4H), 1.90- 
2.08 (m, 2H), 3.38 (br s.lH). 3.48 (br s, 
IH), 3.90 (d, J= 4.8 Hz, 2H), 3.95-4.02 (m, 
IH), 4.20-4.31 (m, IH), 5.50-5,58 (m, IH), 
7,26-7.44 (m, 5H). 8.39 (s, IH), 10.74 (d, J 
= 7.8 Hz, IH). 


13-027 




1.00 (t, J= 7.5 Hz, 3H). 1,08 (t, c/= 7.5 Hz, 
3H), 1.40-1.72 (m, 6H), 2.17 (s, 3H), 2.63- 
2.68 (m, 2H), 3.90 (d, 5,7 Hz, 2H), 4.11 
(br s, 2H), 5.54 (s, IH), 7.26-7.44 (m. 5H), 
8.30 (s. IH), 10.74 (br d. 7.8 Hz, IH). 
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No. 




^H-NMR (CDCI3) 


13-028 


o 


1.00 (t, 7.5 Hz, 3H), 1.23 (t, 7.5 Hz, 
3H), 1.41-1.53 (m, 2H), 1.65-1.78 (m, 2H). 
2.18 (s, 3H), 2.74 (quint, c/ = 7.8 Hz, 2H), 
3.90 (d, J-^ 5.7 Hz, 2H), 4.11 (br s, 2H), 
5.50-5.57 (m, IH), 7.26-7.44 (m, 5H), 8.30 
(s, IH). 10.74 (br d, 7.5 Hz. IH). 


13-029 




0.70 (t, e7= 7.2 Hz, 3H), 1,11 (sextet, 
7.2 Hz, 2H), 1.54 (quint, «/= 7.2 Hz, 2H), 
1.61 (s, 3H), 1.81 (s, 3H), 3.70-3.86 (m, 
2H), 5.34 (quint, 7.2 Hz, IH), 7.17-7.58 
(m, lOH), 8.43 (s, IH), 10.41 (d, c/= 7.8 Hz, 
IH). 


13-030 




0.72 (t, c/= 7.5 Hz, 3H), 1.12 (sextet, c/ = 
7.5 Hz, 2H), 1.57 (quint, J = 7.5 Hz, 2H), 
1.78 (s, 3H), 1.82 (s. 6H), 3.81 (t, 8.4 
Hz, 2H), 7.16-7.57 (m, lOH), 8.37 (s, IH). 
10.49 (br s. IH). 


13-031 




0.70 (t, eA= 7.2 Hz, 3H), 1.10 (sextet, J- 
7.2 Hz, 2H), 1,54 (quint, 7.2 Hz, 2H), 
1.83 (s, 3H), 3.76-3.86 (m, 2H), 3.91-4.03 
(m, 2H), 5.29-5.36 (m, IH), 7.16-7,57 (m, 
lOH), 8.48 (s, IH), 10.82 (d, 6.6 Hz, 
IH). 


13-032 




0.70 (t, J= 7.2 Hz, 3H), 1.01 (s, 9H), 1.11 
(sextet, J= 7.2 Hz, 2H), 1.54 (quint, c7'= 7.2 
Hz, 2H), 1,83 (s, 3H), 3,29 (t, ^= 4.8 Hz, 
2H), 3.80 (t, c/= 7.2 Hz, 2H), 7.20-7.67 (m, 
2H), 7.50-7.60 (m. 3H), 8.46 (a. IH), 10.15 
(br s, IH), 


13-033 




0.71 (t, </= 7.5 Hz. 3H), 1.11 (sextet, J- 
7.5 Hz, 2H), 1.56 (quint, 7.5 Hz, 2H), 
1.82 (s, 3H), 3.81 (dd, e/ = 6.0 Hz, 3.6 Hz, 
2H), 3.93 (d, c/= 6.0 Hz, 2H), 5.53-5.61 (m, 
IH), 7.19-7.57 (m, lOH), 8.44 (s, IH), 10.83 
(d. or= 8.4 Hz. IH). 


13-034 




0,99 (t, J ^ 7.2 Hz, 3H), 1.45 (sextet, J = 
7.2 Hz, 2H), 1.58 (d, 7.2 Hz, 3H), 1.64- 
1.77 (m, 4H), 1.83-1.92 (m, 2H), 2.60 (t, 
6.0 Hz, 2H), 2.74 (t, 6.0 Hz, 2H), 4.00- 
4.10 (m, 2H), 5.30 (quint, 7.2 Hz, IH), 
7.19-7.42 (m, 5H), 8.23 (s, IH), 10.34 (d, J 
= 7.5 Hz, IH), 


13-035 




0.98 (t, J - 7.5 Hz, 3H), 1.44 (sextet, J = 
7.5 Hz. 2H), 1.60-1.70 (m, 2H), 1.69-1.80 
(m, 2H), 1.83-1.93 (m, 2H), 2,62 (t, c7= 6.0 
Hz, 2H), 2.75 (t, c/= 6.0 Hz, 2H), 3.89-3.98 
(m, 2H), 4.00-4.08 (m, 2H), 5.25-5.32 (m, 
IH), 7.27-7.43 (m, 5H), 8.27 (s, IH), 10.75 
(d. c7= 5.4 Hz, IH), 


13-036 




0.99 (t, 7,2 Hz, 3H), 1.45 (sextet, J = 
7.2 Hz, 2H), 1.62-1.78 (m, 4H), 1.83-1.93 
(m, 2H), 2.61 (t, 6.0 Hz, 2H), 2.75 (t, J = 
6.0 Hz, 2H), 3.91 (d, 6.0 Hz, 2H), 4.06 
(t, J = 7.2 Hz, 2H), 5.50-5.58 (m, IH), 
7.27-7.45 (m, 5H), 8.23 (s, IH), 10.75 (t, J-^ 
7.5 Hz. IH). 



216 



wo ()2/()53543 



PCT/JPOl/11427 



S8 3 



No. 



13-037 




^H-NMR (CDClg) 



0.99 (t, c/= 7.2 Hz, 3H), 1.18-1.51 (m, 8H), 
1.61-1.77 (m, 6H), 1.83-1.92 (m, 2H), 1.96- 
2,02 (m, 2H), 2.61 (t, J= 6.0 Hz, 2H), 2.73 
(t, J= 6.0 Hz, 2H), 3.90-4.01 (m. IH), 4.03 
(t, J= 7.2 Hz, 2H), 8.24 (s, IH), 9.86 (d, 
7.5 Hz, IH). 



13-038 



0.99 (t, c/= 7,5 Hz, 3H), 1.13-1.30 (m, 2H), 
1.45 (sextet, «/= 7.5 Hz, 2H), 1.59-1.92 (m, 
15H). 2.61 (t, 6.0 Hz. 2H). 2.74 (t, J = 
6.0 Hz, 2H). 3.28 (t. J= 6.0 Hz. 2H), 4.04 
(t, J= 7.5 Hz, 2H), 8.25 (s, IH), 9.96 (br s, 

IH). : 



a„5 



13-039 




0.98 (t, 7.5 Hz, 3H), 1.44 (sextet, </ = 
7.5 Hz, 2H), 1.52-1.78 (m, lOH), 1.82-1.91 
(m, 2H), 1.99-2.11 (m, 2H), 2.61 (t, J= 6.0 
Hz, 2H), 2,73 (t, J= 6.0 Hz, 2H), 4.02 (t, J 
= 7.5 Hz, 2H), 4.36 (sextet, J= 6.6 Hz, IH), 
8.24 (s, IH). 9.91 (d, 6.9 Hz, IH) 



13-040 




0.99 (t. J= 7.2 Hz, 3H), 1.05-1.29 (m, 6H), 
1.18 (d. J= 6.6 Hz, 3H), 1.45 (sextet, J = 
7.2 Hz, 2H), 1.59-1.92 (in, IIH), 2.61 (t, 
6.0 Hz, 2H), 2.73 (t, J= 6.0 Hz, 2H), 3.93- 
4.13 (m, 1H+2H), 8.24 (s, IH), 9.85 (d, J = 
8.7 Hz, IH). 



13-041 




0.99 (t, 7.2 Hz, 3H), 1.45 (sextet, J- 
7.2 Hz, 2H), 1.60-1.78 (m, 4H), i:83-1.91 
(m, 2H), 2.61 (t, 6.0 Hz, 2H), 2.75 (t, J= 
6.0 Hz. 2H), 3.70 (d, J= 6.0 Hz, 2H), 4.06 
(t, J = 7.2 Hz, 2H), 5.38-5.46 (m, IH), 
7.26-7.45 (m, 5H), 8.23 (s, IH), 10.73 (t, J = 
8.7 Hz. IH). 



13-042 




0.99 (t, e/= 7.5 Hz, 3H). 1.45 (sextet, J- 
7.5 Hz, 2H), 1.58 (d, 7.2 Hz, 3H). 1.68 
(quint. J'= 7.5 Hz. 2H), 2.82 (t, J= 6.0 Hz, 
2H), 4.00 (t, J=^ 6.0 Hz, 2H), 4.05 (t. J= 7.5 
Hz, 2H), 4.58 (s, 2H), 5.29 (quint, </ = 7.2 
Hz, IH), 7.23-7.42 (m, 5H), 8.17 (s, IH), 
10.25 (d, J= 7.5 Hz. IH). 



13-043 




0.99 (t, J= 7.2 Hz, 3H), 1.03-1.30 (m, 4H), 
1.18 (d. J= 6,6 Hz, 3H), 1.45 (sextet, J = 
7.2 Hz, 2H), 1.60-1.84 (m. 9H). 2.82 (t, J = 
6.0 Hz, 2H), 3.92-4.13 (m, 5H), 4.59 (s, 
2H), 8.18 (s, IH), 9.77 (d, 8.1 Hz, IH). 



13-044 




1.01 (t, c/= 7.5 Hz, 3H), 1.47 (sextet, J = 
7.5 Hz, 2H), 1.71 (quint, J" = 7.5 Hz, 2H), 
1.79 (s, 6H), 2.82 (t, J= 6.0 Hz, 2H), 4.00 
(t, 6.0 Hz, 2H), 4.05 (t, J= 7.5 Hz, 2H), 
4.54 (s, 2H), 7.26-7.34 (m, 3H). 7.42-7.46 
(m. 2H)> 8.11 (s. IH). 10.34 (br s. IH). 



13-045 



0.99 (t, J= 7.5 Hz, 3H), 1.19-1.52 (m, 8H), 
1.62-1.79 (m, 8H), 1.80-1.88 (m. 2H), 1.91- 
2.02 (m, 2H), 2.71 (t, c/= 6.0 Hz, 2H), 2.93 
(t, J= 6.0 Hz, 2H), 3.93-4.02 (m, IH), 4.16 
(br t, J= 7.5 Hz, 2H), 8.29 (s, IH), 9.86 (d, 
t/= 6.9 Hz. IH). 
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No. 


mm 


^H-NMR (CDCI3) 


13-046 




1.00 (t, c7= 7.2 Hz, 3H). 1.47 (sextet, J 
= 7.2 Hz, 2H), 1.63-1.74 (m, 6H), 
1.83-1.90 (m, 2H), 2.72 (t, 6.0 Hz, 
2H), 2.96 (t, ./= 6.0 Hz, 2H), 4.23 (br 
7.2 Hz, 2H),4.96 (d, J= 4.5 Hz, 
2H), 7.50 (t, c/= 7,5 Hz, 2H), 7.61 (t, J 
= 7,5 Hz, IH), 8.04 (d, J"= 7.5 Hz, 2H). 
8.29 (s.lH). 10.79 (br s, IH). 


13-047 




0.99 (t, J*= 7.2 Hz, 3H), 1.22-1.49 (m, 
6H), 1.60-1.78 (m, 6H), 1.94-2.01 (m, 
2H), 2.82 (t, J= 6.0 Hz, 2H), 3.91-4.05 
(m, 5H), 4.60 (s, 2H), 8.18 (s, IH), 
9.79 (d, 6.3 Hz, IH). 


13-048 


OH 


0.98 (t, c/= 7.2 Hz, 3H), 1.10-1.29 (m, 
6H), 1.40-1.56 (m. 8H). 1.65-1.82 (m, 
8H), 1.93 (br t, 12.0 Hz, IH), 2.66 
(t, c/= 6.0 Hz, 2H), 2.93 (t, 6.0 Hz, 
2H), 3.78-3.87 (m, 2H), 4.00-4.12 (m, 
IH), 4.16 (br t, 7.2 Hz. 2H), 7.29 
(br s, IH), 8.00 (s, IH). 


13-049 


CI o 


0.99 (t, «/= 7.2 Hz, 3H), 1.46 (sextet, J 
= 7.2 Hz, 2H), 1.61-1.73 (m, 6H), 1.87 
(sextet, J= 6.0 Hz, 2H), 2.74 (t, 
6.0 Hz, 2H), 2.96 (t, = 6.0 Hz, 2H), 
4.19 (br t, c/= 7.2 Hz, 2H), 4.68 (d, J= 
6.0 Hz, 2H), 7.15 (dd, 8.4 Hz, 2.4 
Hz, IH), 7.23-7.29 (m, IH), 7.39 (d, J 
= 2.4 Hz, IH), 8.31 (s,lH), 10.43 (br s, 
IH). 


13-050 


CI o 
CI 


0.99 (t, c/= 7.2 Hz, 3H), 1.45 (sextet, J 
= 7.2 Hz, 2H), 1.63-1.79 (m, 4H), 1.89 
(quint, c/= 6.0 Hz, 2H), 2.63 (t, J== 6.0 
Hz, 2H), 2.76 (t, c/= 6.0 Hz, 2H), 4.05 
(t, t/= 8.1 Hz, 2H), 4.68 (d, 6.0 Hz, 
2H), 7.15 (dd, J= 8.7 Hz, 2.4 Hz, IH), 
7.25-7.29 (m, IH), 7.38 (d, 2.4 Hz, 
IH), 8.27 (s,lH). 10.44 (br s, IH). 
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^8 6 



No 


mm 


3-017 


o 

XT ^ it ^ 

Me 


3-01 8 


0 

-''V^-'-'C^C^ Me 


3-019 


O 

pk-^nV^"^® 


3-020 


o 

Phv^j^Jk^Me 
"o*^N Me 

. 6 


5-021 


CI 

nBu 


5-022 


Me O^Xj 
nBu 
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^8 7 

nBu 



No. 


Y2 




8-001 


.C(=0)-NH- 


a 


8-002 


-C(=0)-NH- 




8-003 


-C(=0)-NH- 




8-004 


-C(=0)-NH- 




8-005 


-C(=0)-NH- 




8-006 


-C(=0)-NH- 




8-007 


-C(=0)-NH- 




8-008 


-NH-C(=0)- 


Ok 


8-009 


-NH-C(=0)- 




8-010 


-NH-C(=0)- 




8-011 


-NH-C(=0)- 




8-012 


-NH-C(=0)- 




8-013 


-NH-C(=0)- 


or" 


8-014 


-NH-C(=0)- 
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ms 8 



5co 

Bn 



No. 


Y2 




8-015 


-C(=0)-NH- 


(X 


8-016 


.C(=0)-NH- 




8-017 


-C(=0)-NH- 




8-018 


.C(=0)-NH- 




8-019 


-C(=0)-NH- 








H 

u 


8-021 


-C(=0)-NH- 




8-022 


-NH-C(=0)- 




8-023 


-NH-C(=0)- 




8-024 


-NH-C(=0)- 




8-025 


-NH-C(=0)- 




8-026 


-NH-C(=0)- 




8-027 


-NH-C(=0)- 


a" 


8-028 


-NH-C(=0)- 





222 



wo 02/4)53543 



PCT/JP«1/11427 



^8 9 



O 






R9 


RIO 


n 


9-001 


(4-Cl)C6H4CH2- 


n-Bu 


3 


9-002 


(3-Cl)C6H4CH2- 


n-Bu 


3 


9-003 


(2-Cl)C6H4CH2- 


n-Bu 


3 


9-004 


('4-F)C6H4CH2- 


n-Bu 


3 


9-005 


C3-F^C6H4CH2- 


n-Bu 


3 


9-006 


^2-F'^C6H4CH2- 


n-Bu 


3 


9-007 


C4-Me')C6H4CH2- 


n-Bu 


3 




C3-Me'iC6H4CH2- 


n-Bu 


3 


9-009 


(2-Me)C6H4CH2- 


ri-Bu 


3 


9-010 


('4-MeO')C6H4CH2- 


n-Bu 


3 


9-011 


(3-MeO)C6H4CH2- 


n-Bu 


3 


9-012 


(2-MeO)C6H4CH2- 


n-Bu 


3 


9-013 


(4-Me2N)C6H4CH2- 


n-Bu 


3 


9-014 


(3-Me2N)C6H4CH2-" 


n-Bu 


3 


9-015 


('2-Me2N)C6H4CH2- 


n-Bu 


3 


9-016 


r4-MeOCOC6H4CH2- 


n-Bu 


3 


9-017 


f3-MeOCO^C6H4CH2- 

^ XwX V V</ WXX Ni/XX XJ 


n-Bu 


3 


9-018 


C2-MeOCO')C6H4CH2- 


n-Bu 


3 


9-019 


C4-CN)C6H4CH2- 


n-Bu 


3 


9-020 


(3-CN)C6H4CH2- 


n-Bu 


3 


9-021 


(2CN)C6H4CH2- . 


n-Bu 


3 


9-022 


(4N02)G6H4CH2- 


n-Bu 


3 


9-023 


(3N02)C6H4CH2- 


n-Bu 


3 


9-024 


(2N02)C6H4CH2- 


n-Bu 


3 


9-025 


(4-Cl)C6H4CH2- 


n-Bu 


4 


9-026 


(3-Cl)C6H4CH2- 


n-Bu 


4 


9-027 


(2-Cl)C6H4CH2- 


n-Bu 


4 


9-028 


(4-F)C6H4CH2- 


n-Bu 


4 


9-029 


(3-F)C6H4CH2- 


n-Bu 


4 


9-030 


(2.F)C6H4CH2- 


n-Bu 


4 


9-031 


(4-Me)C6H4CH2- 


n-Bu 


4 


9-032 


(3-Me)C6H4CH2- 


n-Bu 


4 


9-033 


(2-Me)C6H4CH2- 


n-Bu 


4 


9-034 


(4-MeO)C6H4CH2. 


n-Bu 


4 


9-035 


(3-MeO)C6H4CH2- 


n-Bu 


4 


9-036 


(2-MeO)C6H4CH2- 


n-Bu 


4 


9-037 


(4-Me2N)C6H4CH2- 


n-Bu 


4 


9-038 


(3-Me2N)C6H4CH2. 


n-Bu 


4 


9-039 


(2-Me2N)C6H4CH2- 


n-Bu 


4 


9-040 1 (4.MeOCO)C6H4CH2- 


n-Bu 


4 
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^9 0 



O 




Jl^ >^ ^ 




R1 0 


x\ 

XX 


9-041 




n-ij u. 


A 


9-042 




n- Jju. 


A 


9-043 


(4-ON)ODxl4L»rl-6- 


n-xsu 


A 

4 


9-044 


(3-CN)L'6xl40riZ- 


n-Bu 


A 

4 


9-045 


(2 CN) 06114011 2- 


n-Bu 


4 


9-046 


(4N02)C6H4CH2- 


n-Bu 


A 

4 


9-047 


(3N02)C6H4CH2- 


n-Bu 


4 


9-048 


(2N02)C6H4CH2- 


n-Bu 


4 


9-049 


(4-Cl)C6H4CH2- 


n-Bu 


5 


9-050 


(3-Cl)C6H4CH2- 


n-Bu 


5 


9-051 


(2-Cl)C6H4CH2- 


n-Bu 


5 


9-052 


(4-F)C6H4CH2- 


n-Bu 


5 


9-053 


(3-F)C6H4CH2- 


n-Bu 


5 


9-054 


(2-F)C6H4CH2- 


n-r>u 


5 


9-055 


(4-Me)C6H4CH2- 


n-Bu 


5 


9-056 


(3-Me)C6H4CH2- 


n-Bu 


5 


9-057 


(2-Me)G6H4CH2- 


n-Bu 


5 


9-058 


(4-MeO)C6H4CH2- 


n-Bu 


5 


9-059 


(3-MeO)C6H4CH2- 


n-Bu 


5 


9-060 


(2-JVleO)061140ri.:S- 


n-x>u 


o 


9-061 


(4-iVLe2rN)0Dll4011<6- 


n-±5u 


o 


9-062 


(3-Me2iN}ODJtl40xlZ- 


n-x>u 


0 


9-063 


(2-Mei&JN Job Jl4L»xlz- 


■Y\ Till 

n-uu 




9-064 


(4-MeOCO)C6H4CH2- 


n-Bu 


5 


9-065 


(3-MeOCO)C6H4CH2■. 


n-Bu 


5 


9-066 


r2-MeOCO)C6H4CH2- 


n-Bu 


5 


9-067 


(4-CN)C6H4CH2. 


n-Bu 


5 


9-068 


(3-CN)C6H4CH2- 


n-Bu 


5 


9-069 


(2CN)C6H4CH2- 


n-Bu 


5 


9-070 


(4N02)C6H4CH2- 


n-Bu 


5 


9-071 


(3N02)C6H4CH2- 


n-Bu 


5 


9-072 


(2N02)C6H4CH2- 


n-Bu 


5 


9-073 


(4-Cl)C6H4CH2- 


n-Bu 


6 


9-074 


(3-Cl)C6H4CH2- 


n-Bu 


6 


9-075 


(2-Cl)C6H4CH2- 


n-Bu 


6 


9-076 


(4-F)C6H4CH2- 


n-Bu 


6 


9-077 


(3-F)C6H4CH2- 


n-Bu 


6 


9-078 


(2-F)C6H4CH2- 


n-Bu 


6 


9-079 


(4-Me)C6H4CH2- 


n-Bu 


6 


9-080 


(3-Me)C6H4CH2. 


n-Bu 


6 
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^9 1 



O 




< b -A- # 


R9 


RIO 


n 


9"UO J. 
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{3N02)C6H4CH2CH2- 


4-pyridyl-CH2- 


5 


9-552 


(2N02)C6H4CH2CH2- 


4-pyridyl-CH2- 


5 


9-553 


(4-Cl)C6H4CH2CH2- 


4-pyridyl-CH2- 


6 


9-554 


(3-Cl)C6H4CH2CH2- 


4-pyridyl-CH2- 


6 


9-555 


(2-Cl)C6H4CH2CH2- 


4-pyridyl-CH2- 


6 


9-556 


(4-F)C6H4CH2CH2- 


4-pyridyl-CH2. 


6 


9-557 


(3-F)C6H4CH2CH2- 


4-pyridyl-CH2. 


6 


9-558 


(2-F)C6H4CH2CH2- 


4-pyridyl-CH2- 


6 


9-559 


(4-Me)C6H4CH2CH2- 


4-pyridyl-CH2- 


6 


9-560 


(3-Me)C6H4CH2CH2- 


4-pyridyl-CH2- 


6 



236 



wo 02/053543 

^10 3 



O 




/l^ 44n ^ -S- 


R9 


RlO 


n 


y-DD J. 


V^ii-ivie _^ v/DJi** vxl*lVl/xl^- 


4-tivridvl- CH2- 


6 






4-nvriH vl-PH2- 


6 


n ceo 

y-ooa 




4-nvr7H vl-PHP. 


Q 


9-0b4 




4-.nvriH v^-PH9- 


9 


9-565 


(4-JVLeZiN j 00x14 L/HZ on z- 


/I -nx7i»iH \7•^-PW9- 
f^-py niiyx- oxi^- 


a 


9-566 


/O TV/r«OTvT\r^CllT/1 PtT9PPr*> 
( a - IVL e Z rsl J O b rl 4 O xi A o ri 4 - 


A -ntrvi rlxrl - PTT 9- 

4-pyx xciyi- oxx,^* 


(t 
\J 


9-567 


(li-MeZiN )obIl40rlZU^lZ- 


4-pyriciyi-oxi^- 


C 

o 


9-568 


(4-MeUOU;obn4 0rlZOjlZ- 


A T^•^^'v^ rl-xrl -PTT9- 
4-pynayl- OXx Zi- 


D 


9-569 


( , 3 - JXO. e U O U ) o b W 4 o n / u rl Z - 


4-pyi icLyi-oxx/i- 


C 
D 


9-570 


(|2-MeUOU)ODid40xlZOxlZ- 


4-pyriciyi-oxiz- 


ft 
O 


9-571 


(4*CJN)obrl4U±lZoilZ- 
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(3-Me)C6H4CH(Me)- 


n-Bu 


3 


9-585 


(2-Me)C6H4CH(Me)- 


n-Bu 


3 


9-586 


(4-MeO)C6H4CH(Me)- 


n-Bu 


3 


9-587 


(3-MeO)C6H4CH(Me)- 


n-Bu 


3 


9-588 


(2-MeO)C6H4CH(Me)- 


n-Bu 


3 


9-589 


(4-Me2N)C6H4CH(Me)- 


n-Bu 


3 


9-590 


(3-Me2N)C6H4CH(Me)- 


n-Bu 


3 


9-591 


(2-Me2N)C6H4CH(Me)- 


n-Bu 


3 


9-592 


(4-MeOCO)C6H4CH(Me)- 


n-Bu 


3 


9-593 


(3-MeOCO)C6H4CH(Me)- 


n-Bu 


3 


9-594 


(2-MeOCO)C6H4CH(Me)- 


n-Bu 


• 3 


9-595 


(4-CN)C6H4CH(Me)- 


n-Bu 


3 


9-596 


(3-CN)C6H4CH(Me)- 


n-Bu 


3 


9-597 


(2CN)C6H4CH(Me)- 


n-Bu 


3 


9-598 


(4N02)C6H4CH(Me)- 


n-Bu 


3 


9-599 


(3N02)C6H4CH{Me)- 


n-Bu 


3 


9-600 


(2N02)C6H4CH(Me)- 


n-Bu 


3 
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A 
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4 
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n-Bu 
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rr 


9-605 


('3-F^C6H4CH(MeV 


n-Bu 


A 


9-606 


(2-F>C6H4CH^MeV 


n-Bu 


A 


9-607 


('4-Me')C6H4CHCMeV 


n-Bu 


A 


9-608 


C3-Me')C6H4CHCMe')- 


n-Bu 


A 


9-609 


(2-Me)C6H4CH(Me)- 


n-Bu 
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** 


9-610 
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A 


9-611 
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4 
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n-Bu 


4 


9-617 
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n-Bu 


4 


9-618 


(2-MeOCO)C6H4CH(Me)- 


n-Bu 


4 


9-619 


(4-CN)C6H4CH(Me)- 


n-Bu 


4 


9-620 


(3-CN)C6H4CH(Me)- 


n-Bu 


4 


9-621 


(2CN)C6H4CH(Me)- 


n-Bu 


4 


9-622 


(4N02)C6H4CH(Me)- 


n-Bu 


4 


9-623 


(3N02)C6H4CH(Me)- 


n-Bu 


4 


9-624 


(2N02)C6H4CH(Me)- 


n-Bu 


4 


9-625 


(4-Cl)C6H4CH(Me)- 


n-Bu 


5 


9-626 


(3-Cl)C6H4CH{Me)- . 


n-Bu 


5 


9-627 


(2-Cl)C6H4CH(Me)- 


n-Bu 


5 


9-628 


C4-F)C6H4CH(Me)- 


n-Bu 


5 


9-629 


(3-F)C6H4CH(Me)- 


n-Bu 


5 


9-630 


(2-F)C6H4CH(Me)- 


n-Bu 


5 


9-631 


(4-Me)C6H4CH(Me)- 


n-Bu 


5 


9-632 


(3-Me)C6H4CH(Me)- 


n-Bu 


5 


9-633 


(2.Me)C6H4CH(Me)- 


n-Bu 


5 


9-634 


(4-MeO)C6H4CH(Me)- 


n-Bu 


5 


9-685 


(3-MeO)C6H4CH(Me)- 


n-Bu 


5 


9-636 


(2-MeO)C6H4CH(Me)- 


n-Bu 


5 


9-637 


(4-Me2N)C6H4CH(Me)- 


n-Bu 


5 


9-638 


(3-Me2N)C6H4CH(Me)- 


n-Bu 


5 


9-639 


(2-Me2N)C6H4CH(Me)- 


n-Bu 


5 


9-640 


(4-MeOCO)C6H4CH(Me)- 


n-Bu 


5 
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5 
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5 


9-644 
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5 


9-645 
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5 


9-646 
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5 


9-647 
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5 


9-648 


(2N02)C6H4CH(Me)- 
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5 


9-649 


(4-Cl)C6H4CH(Me)- 
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6 


9-650 


(3-Cl)C6H4CH(Me)- 


n-Bu 


6 


9-651 


(2-Cl)C6H4CH(Me)- 


n-Bu 


6 


9-652 


(4-F)C6H4CH(Me)- 


n-Bu 


6 


9-653 


(3-F)C6H4CH(Me)- 


n-Bu 


6 


9-654 


(2-F)C6H4CH(Me)- 


n-Bu 


6 


9-655 


(4-Me)C6H4CH(Me)- 


n-Bti 


6 


9-656 


(3-Me)C6H4CH(Me)- 


n-Bu 


6 


9-657 


(2-Me)C6H4CH(Me)- 


n-Bu 


6 


9-658 


(4-MeO)C6H4CH(Me)- 


n-Bu 


6 


9-659 


(3-MeO)C6H4CH(Me)- 


n-Bu 


6 


9-660 


{2-MeO)C6H4CH(Me)- 


n-Bu 


6 


9-661 


(4-Me2N)C6H4CH<:Me)- 


n-Bu 


6 


9-662 


(3-Me2N)C6H4CH(Me)- 


n-Bu 


6 


9-663 


(2-Me2N)C6H4CH(Me)- 


n-Bu 


6 


9-664 


r4-MeOCO)C6H4CH(Me)- 


n-Bu 


6 


9-665 


r3-MeOCO)C6H4CH(Me)- 


n-Bu 


6 


9-666 


.(2-MeOCOyC6H4CH(Me)- 


n-Bu 


6 


9-667 


(4.CN)C6H4CH(Me). 


n-Bu 


6 


9-668 


r3-CN>C6H4CH(Me)- 


n-Bu 


6 


9-669 


(2CN)C6H4CH(Me)- 


n-Bu 


6 


9-670 


(4N02)C6H4CH(Me)- 


n-Bu 


6 


9-671 


(3N02)C6H4CH(Me). 


n-Bu 


6 


9-672 


(2N02)C6H4CH(Me)- 


n-Bu 


6 


9-673 


r4.CnC6H4CH(Me)- 


Bnzyl 


3 


9-674 


(3-Cl)C6H4CH(Me)- 


Bnzyl 


3 


9-675 


('2-CnC6H4CH(Me)- 


Bnzyl 


3 


9-676 


f4-F)C6H4CH(Me)- 


Bnzyl 


3 


9-677 


C3-F^C6H4CH(Me)- 


Bnzyl 


3 


9-678 


r2-F^C6H4CH(Me)- 


Bnzyl 


3 


9-679 


(4-Me)C6H4CHCMe)- . 


Bnzyl 


3 


9-680 


(3-Me)C6H4CH(Me)- 


Bnzyl 


3 
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3 
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(2-MeO)C6H4CH{Me)- 


Bnzyl 


3 


9-685 


(4-Me2N)C6H4CH(Me)- 


Bnzyl 


3 


9-686 


r3-Me2N^C6H4CH(Me)- 


Bnzyl 


3 


9-687 


(2-Me2N)C6H4CH(Me)- 


Bnzyl 


3 


9-688 


r4-MeOCO)C6H4CH(Me)- 


Bnzyl 


3 


9-689 


C3.MeOCO>C6H4CH(Me)- 


Bnzyl 


3 


9-690 


r2.MeOCO)C6H4CH(Me)- 


Bnzyl 


3 


9-691 


r4-CN^C6H4CH(Me)- 


Bnzyl 


3 


9-692 


f3-CN^C6H4CH(Me)- 


Bnzyl 


3 


9-693 


(2CN)C6H4CH(Me)- 


Bnzyl 


3 


9-694 


r4N02)C6H4CH(Me)- 


Bnzyl 


3 


9-695 


r3N02)C6H4CH(Me)- 


Bnzyl 


3 


9-696 


{'2N02)C6H4CH(Me)- 


Bnzyl 


3 


9-697 


(4-Cl)C6H4CH(Me)- 


Bnzyl 


4 


9-698 


(3-Cl)C6H4CH(Me)- 


Bnzyl 


4 


9-699 


r2-Cl^C6H4CH(Me)- 
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4 
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(4-F)C6H4CH(Me)- 
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4 


9-718 


r4N02^C6H4CH(Me)- 


Bnzyl 


4 


9-719 


(3N02)C6H4CH(Me)- 


Bnzyl 


4 


9-720 


(2N02)C6H4CH(Me)- 


Bnzyl 


4 
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4-pyridyl-CH2- 


3 


9-790 


(4N02)C6H4CH(Me)- 


4-pyridyl-CH2- 


3 


9-791 


(3N02)C6H4CH(Me)- 


4-pyridyl-CH2- 


3 


9-792 


(2N02)C6H4CH(Me)- 


4-pyridyl-CH2- 


3 


9-793 


(4-Cl)C6H4CH(Me)- 


4-pyridyl-CH2- 


4 


9-794 


(3-Cl)C6H4CH(Me)- 


4-pyridyl-CH2- 


4 


9-795 


(2-Cl)C6H4CH(Me). 


4-pyridyl-CH2- 


4 


9-796 


' (4-F)C6H4CH(Me)- 


4-pyridyl-CH2- 


4 


9-797 


(3-F)C6H4CH{Me)- 


4-pyridyl-CH2- 


4 


9-798 


(2-F)C6H4CH(Me)- 


4-pyridyl-CH2- 


4 


9-799 


(4-Me)C6H4CH(Me)- 


4-pyridyl-CH2- 


4 


9-800 


(3-Me)C6H4CH(Me)- 


4-pyridyl-CH2- 


4 
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n 


9-801 


(2-Me)C6H4CH(Me)- 


4-pyridyl-CH2- 


4 


9-802 


(4-MeO)C6H4CH(Me)- 


4-pyridyl-CH2- 


4 


9-803 


(3-MeO)C6H4CH(Me)- 


4-pyridyl-CH2- 


4 


9-804 


(2-MeO)C6H4CH(Me)- 


4-pyridyl-CH2- 


4 


9-805 


(4-Me2N)C6H4CH(Me)- 


4-pyridyl-CH2- 


4 


9-806 


(3-Me2N)C6H4CH(Me)- 


4-pyridyl-CH2- 


4 


9-807 


(2-Me2N)C6H4CH(Me)- 


4-pyridyl-CH2- 


4 


9-808 


(4-MeOCO)C6H4CH(Me)- 


4-pyridyl-CH2- 


4 


9-809 


(3-MeOCO)C6H4CH(Me)- 


4-pyridyl-CH2- 


4 


9-810 


(2-MeOCO)C6H4CH(Me)- 


4-pyridyl-CH2- 


4 


9-811 


(4-CN)C6H4CH(Me)- 


4-pyridyl-CH2- 


4 


9-812 


(3-CN)C6H4CH(Me)- 


4-pyridyl-CH2- 


4 


9-813 


(2CN)C6H4CH(Me)- 


4-pyridyl-CH2- 


4 


9-814 


(4N02)C6H4CH(Me)- 


4-pyridyl-CH2- 


4 


9-815 


(3N02)C6H4CH(Me)- 


4-pyridyl-CH2- 


4 


9-816 


(2N02)C6H4CH(Me)- 


4-pyridyl-CH2- 


4 


9-817 


(4-Cl)C6H4CH(Me)- 


4-pyridyl-CH2- 


5 


9-818 


(3-Cl)C6H4CH(Me)- 


4-pyridyl-CH2- 


5 


9-819 


(2-Cl)C6H4CH(Me)- 


4-pyridyl-CH2- 


5 


9-820 


(4-F)C6H4CH(Me)- 


4-pyridyl-CH2- 


5 


9-821 


(3-F)C6H4CH(Me)- 


4-pyridyl-CH2- 


5 


9-822 


(2-F)C6H4CH(Me)- 


4-pyridyl-CH2- 


5 


9-823 


(4-Me)C6H4CH(Me)- 


4-pyridyl-CH2- 


5 


9-824 


(3-Me)C6H4CH(Me)- 


4-pyridyl-CH2- 


5 


9-825 


(2-Me)C6H4CH(Me)- 


4-pyridyl-CH2- 


5 


9-826 


(4-MeO)C6H4CH(Me)- 


4-pyridyl-CH2- 


5 


9-827 


(3-MeO)C6H4CH(Me). 


4-pyridyl-CH2- 


5 


9-828 


(2-MeO)C6H4CH(Me)- 


4-pyridyl-CH2- 


5 


9-829 


(4.Me2N)C6H4CH(Me)- 


4-pyridyl-CH2- 


5 


9-830 


(3-Me2N)C6H4CH(Me)- 


4-pyridyl-CH2- 


5 


9-831 


(2-Me2N)C6H4CH(Me)- 


4-pyridyl-CH2- 


5 


9-832 


(4-MeOCO)C6H4CH(Me)- 


4-pyridyl-CH2- 


5 


9-833 


(3-MeOCO)C6H4CH(Me)- 


4-pyridyl-CH2- 


5 


9-834 


(2-MeOCO)C6H4CH(Me)- 


4-pyridyl-CH2- 


5 


9-835 


(4-CN)C6H4CH(Me)- 


4-pyridyl-CH2- 


5 


9-836 


(3-CN)C6H4CH(Me)- 


4-pyridyl-CH2- 


5 


9-837 


(2CN)C6H4CH(Me)- 


4-pyridyl-CH2- 


5 


9-838 


(4N02)C6H4CH(Me)- 


4-pyridyl-CH2- 


5 


9-839 


(3N02)C6H4CH(Me)- . 


4.pyridyl-CH2- 


5 


9-840 


(2N02)C6H4CH(Me)- 


4-pyridyl-CH2- 


5 
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9-841 


(4-Cl)C6H4CH(Me)- 


4-pyriayl-Orl/- 


o 


9-842 


(3-Cl)C6H4CH(Me)- 


4-pyridyl-CJ12- 


b 


9-843 


X2-CDC6H4CH(Me)- 


4-pyridyl-GH2- 


b 


9-844 


(4-F)C6H4CH(Me)- 


4-pyridyi-C112- 


b 


9-845 


f3-F^C6H4CH(Me)- 


4-pyridyl-CH2- 


b 


9^846 


<'2-F^C6H4CH(Me)- 


4-pyridyl-CH2- 


6 


9-847 


(4-Me)C6H4CH(Me)- 


4-pyridyl-CH2- 


6 


9-848 


r3-Me)C6H4CHfMe)- 


J •It /-I TT rt 

4-pyridyl-CH2- 


6 


9-849 


(2-Me)C6H4CH(Me)- 


4-pyridyl-CH2- 


6 


9-850 


r4-MeO^C6H4CH(Me)- 


4-pyridyl-CH2- 


6 


9-851 


(3-MeO)C6H4CH(Me)- 


4-pyridyl-CH2- 


6 


9-852 


(2-MeO^C6H4CH(Me)- 


4-pyridyl-CH2- 


r> 
O 


9-853 


(4-Me2N^C6H4CH(Me)- 


J •"11 /^TJ" rt 

4-pyridyl-CH2- 


r» 
D 


9-854 


r3-Me2N)C6H4CH(Me)- 


4-pyridyl-CH2- 


/5 

D 


9-855 


(2-Me2N)C6H4CH(Me)- 


4-pyridyl-CH2- 


/; 
D 


9-856 


(4-MeOCO)C6H4CH(Me)- 


4-pyridyl-OH2- 


b 


9-857 


(3-MeOCO)C6H4CH(Me)- 


4-pyridyi-OH^- 


b 


9-858 


(2-MeOCO)C6H4CH(Me)- 


^ - J 1 TT O 

4-pyridyl-OH^- 


b 


9-859 


(4-CN)C6H4CHCMe)- 


4-pyriayl-OJnl^- 


c 
O 


9-860 


(3-CN)C6H4CH(Me)- 


4-pyriayl-Ojl/- 


O 


9-861 


r2CN^C6H4CH(Me)- 


4-pyriayl-Urlz- 


b 


9-862 


(4N02)C6H4CH(Me)- 


4-pyriayi-Uxiz- 


D 


9-863 


(3N02)C6H4CH(Me)- 


4-pyriayl- uJtlz- 


b 




r?N02^C6H4CH(Me)- 


4-pyridy^CH2- 


6 


9-865 


r4-CnC6H4C(Me2)- 


n-Bu 


3 


9-866 


r3-CDC6H4C(Me2)- 


n-Bu 


3 


9-867 


r2-CDC6H4C(Me2)- 


n-Bu 


3 


9-868 


r4-F^C6H4C(Me2)- 


n-Bu 


3 


9-869 


(3-F)C6H4C(Me2)- 


n-Bu 


3 


9-870 


(2-F)C6H4C(Me2)- 


n-Bu 


3 


9-871 


(4-Me)C6H4C(Me2)- 


n-Bu 


3 


9-872 


C3-Me)C6H4C(Me2)- 


n-Bu 


3 


9-873 


(2-Me)C6H4C(Me2)- 


n-Bu 


3 


9-874 


(4-MeO^C6H4C(Me2)- 


n-Bu 


3 


9-875 


(3-MeO)C6H4C(Me2)- 


n-Bu 


3 


9-876 


(2-MeO')C6H4C(Me2)- 


n-Bu 


3 


9-877 


C4-Me2N^C6H4C(Me2). 


n-Bu 


3 


9-878 


(:3-Me2mC6H4C(Me2)- 


n-Bu 


3 


1 9-879 


(2-Me2mC6H4CfMe2)- 


n-Bu 


3 


1 9-880 


(4-MeOCO)C6H4C(Me2)- 


n-Bu 


3 
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C3-MeOCOC6H4C(Me2)- 


n-Bu 


3 




f2-MeOCO^C6H4C(Me2)- 


n-Bu 


3 


U-OoO 


r4-r:N^C6H4CrMe2V 


ii-Bu 


3 


y - oo*x 


C3-CN')C6H4C(Me2)- 


n-Bu 


3 






n-Bu 


3 




^ rr iN \_/ ^ w UXX^ V,/ ^Avxc *iy 


n-Bu 


3 


*7-00 1 


C3N02')C6H4C(Me2V 


n-Bu 


3 


CF-OOO 


C2N02'>C6H4CCMe2V 


n-Bu 


3 




C4-CnC6H4CfMe2i- 

y "X / \^ wXX TT y XTX w All f 


n-Bu 


4 




^ O V«/ i. / \J X X ^ \_/ \_ XYX c ^ y 


n-Bu 


4 


Q fiO 1 

y-oy J. 


^^-Ol^>-/t;J.x*xv^ \ ivx Ca-i ^ 


n-Bu 


4 




^'4- F"! n fiH 4 C CMe 2 V 


n-Bu 


4 


y-oy o 




n-Bu 


4 


y-csy^ 


^Zi"x; ^ V-/viAX*xVi/^xvxc*jy 


n-Bu 


4 


y-oy 0 


r4-Mp^nfiH4CrMe2V 

\^rt-IVXC y \_/ vJXX *x v^xvxc xjy 


n-Bu 


4 


y-Ot? D 


('3-Me>C6H4CCMe2V 


n-Bu 


4 


Q 51Q7 


r2"Me^C56H4CCMe2^- 


n-Bu 


4 


y-oyo 


('4-Mg C 6H 4 C CM e 2 V 


n-Bu 


4 


t7-oy *7 


<'3-MGO'^C6H4CCMe2V 

^ Ij XYX C Vj' y v«/ X X ^ Vj/ X tx ^-» y 


n-Bu 


4 




C2-MeO'iC6H4C('Me2V 


n-Bu 


4 


«J - J7\7 X 


(4-Me2N)C6H4C(Me2)- 


n-Bu 


4 




(3-Me2N)C6H4C(Me2)- 


n-Bu 


4 


9-903 


f2-Me2N)C6H4C(Me2)- 


n-Bu 


4 


9-904 


(4.MeOCO)C6H4C(Me2)- 


n-Bu 


4 


9-905 


(3-MeOCO)C6H4C(Me2)- 


n-Bu 


4 


9-906 


(2.MeOCO)C6H4C(Me2)- 


n-Bu 


4 


9-907 


(4-CN)C6H4C(Me2)- 


n-Bu 


4 


9-908 


(3-CN)C6H4C(Me2)- 


n-Bu 


4 


9-909 


(2CN)C6H4C(Me2)- 


n-Bu 


4 


9-910 


(4N02)C6H4C(Me2)- 


n-Bu 


4 


9-911 


(3N02)C6H4C{Me2)- 


n-Bu 


4 


9-912 


r2N02)C6H4C(Me2)- 


n-Bu 


4 


9-913 


C4-CnC6H4C(Me2)- 


n-Bu 


5 


9-914 


(3-Cl)C6H4C(Me2)- 


n-Bu 


5 


9-915 


(2.Cl)C6H4C(Me2)- 


n-Bu 


5 


9-916 


(4-F)C6H4C(Me2)- 


n-Bu 


5 


9-917 


(3-F)C6H4C(Me2)- 


n-Bu 


5 


9-918 


(2-F)C6H4C(Me2)- 


n-Bu 


5 


9-919 


(4-Me^C6H4CCMe2)- 


n-Bu 


5 


9-920 


(3-Me)C6H4C(Me2)- 


n-Bu 


5 
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r2-Me')C6H4CCMe2')- 


n-Bu 


5 




(4-MeO)C6R4C(Me2)' 


n-Bu 


5 






n-Bu 


5 






n-Bu 


5 


Q.Q9 K 




n-Bu 


5 


Q-Q9R 


O IVX U ^ XN y w\JXX*±W \ iVX XS£*} 


n-Bu 




c/ - 1/ -6 / 


C9.Mp2N'infiH4CfMe2V 

^ ^ - XVX G £j 3J\ J \_/ U X X W V. C ^ / 


n-Bu 


5 


Q.QOQ 


^ - xvx c v V-^ J \j u XX *± w ^ xvx c y 


n-Bu 


5 


Q.QOQ 


ra-MeOCO'iC6H4CfMe2V 

XVXtS V/ V/ V/ vf XX*x W ^xrxc A/ 


n-Bu 


5 




("9 -Mp O n C 6 H4 C ^'Me 2 V 


n-Bu 


5 


»:/" y D X 


C4-nN^C6H4nCMe2V 


n-Bu 


5 




("^ - CN'i D fiH 4 O f'Me 2'i - 

O - XN f \J C X X TX \U \ IVX ^ £i ) 


n-Bu 


5 


Q.QQQ 


£* KJ XN ^ v V> XX •* \-/ y XVX ) 


n-Bu 


5 




r'4N02'iC6H4CCMe2V 


n-Bu 


5 


y "t/oo 


^ M O 9"^ n fiH 4 n 6M p 2 V 


n-Bu 


5 


17 ~ J7 O O 


^'2N02'iG6H4CCMe2V 


n-Bu 


5 




r4-CnC6H4CfMe2V 


n-Bu 


6 




<'3-CDC6H4CnVIe2V 


n-Bu 


6 


C C O Cf 


(2-Cl)C6H4C(Me2)- 


n-Bu 


6 


9-940 


C4-F)C6H4CCMe2)- 


n-Bu 


6 


9-941 


(3-F)C6H4C(Me2)- 


n-Bu 


6 


9-942 


(2-F)C6H4C(Me2)- 


n-Bu 


6 


9-943 


(4-Me)C6H4C(Me2)- 


n-Bu 


6 


9-944 


(3-Me)C6H4C(Me2)- 


n-Bu 


6 


9-945 


(2-Me)C6H4C(Me2)- 


n-Bu 


6 


9-946 


(4-MeO)C6H4C(Me2)- 


n-Bu 


6 


9-947 


(3-MeO)C6H4C(Me2)- 


n-Bu 


6 


9-948 


(2-MeO)C6H4C(Me2)- 


n-Bu 


6 


9-949 


(4-Me2N)C6H4C(Me2)- 


n-Bu 


6 


9-950 


(3-Me2N)C6H4C(Me2)- 


n-Bu 


6 


9-951 


(2-Me2N)C6H4C(Me2)- 


n-Bu 


6 


9-952 


(4-MeOCO)C6H4C(Me2)- 


n-Bu 


6 


9-953 


(3-MeOCO)C6H4C(Me2)- 


n-Bu 


6 


9-954 


(2-MeOCO)C6H4C{Me2)- 


n-Bu 


6 


9-955 


(4-CN)C6H4C(Me2)- 


n-Bu 


6 


9-956 


(3-CN)C6H4C(Me2)^ 


n-Bu 


6 


9-957 


(2CN)C6H4C(Me2)- 


n-Bu 


6 


9-958 


(4N02)C6H4C(Me2)- 


n-Bu 


6 


9-959 


{3N02)C6H4C(Me2)- 


n-Bu 


6 


9-960 


(2N02)C6H4C(Me2)- 


n-Bu 6 
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9-961 


(4 - 1^1 J o o xi 4 o uvie ^ ; - 




Q 


9-962 




unzyx 




9-963 


(2-Ci)C6I140(Me2)- 


x>nzyi 


Q 


9-964 


(4-i* )06il4UCMez)- 


rsnzyi 


Q 

a 


9-965 


{3-r )0Dri40(MeZ;- 


jDnzyi 


Q 

0 


9-966 


(2-x' )0Dri40(JVlei£)- 


iDiizyi 


Q 


9-967 


(4-Me)u6il4U(Mez;- 


onzyi 


q 
0 


9-968 


(3-Me)C6H40(iVLez)- 


jtJnzyi 


Q 

a 


9-969 


(2-Me)06xl40(Me2)- 


Jtsnzyi 


Q 

0 


9-970 


(4-MeO)C6H4C(Me2)- 


Bnzyl 


0 
0 


9-971 


(3-MeO)C6H4G(Me2)- 


Bnzyl 


Q 


9-972 


(2-MeO)C6H4C(Me2)- 


Bnzyl 




9-973 


{4-Me2N)C6H4C(Me2)- 


Bnzyl 




9-974 


(3-Me2N)C6H4C(Me2)- 


Bnzyl 


Q 


9-975 


/in Tk /r X T\ /^ TT «4 /-t /TV T O \ 

(2-Me2N)C6H4C(Me2)- 


Bnzyl 




9-976 


(4-MeOG 0)06^140 (Me -iS)- 


, jsnzyi 


Q 


9-977 


(3-MeUUU)CDH4U(.lYleZ)- 


isnzyi 


Q 


9-978 


/rt Tv/r /^/~\\ /^/»tT /Tvyr^ ON 

(2-MeUOU)UDxl4UUYleZ;- 


Jonzyi 


Q 


9-979 


/ /I /"^ XT\ O P TU /I /"A/Tck ON 

(4-UiN;UbJrl4L/VivieZj- 


Bnzyl 




9-980 


(o-L/iN ;L/OXl4L/ViVieZ;- 


xjuzyi 


0 


9-981 


(^ZL/JN ^1-^0X141^ ^Vi e Z j - 


Bnzyl 


Q 
0 


9-982 


(4JN C/Z^UDJn4UvJ-VieZ;- 


B nzy 1 


Q 

L> 


9-983 


/ Q Tsj r\ *>^ r» CHT /I p ^iv>r o 9 ^ 
( o IN z ^ o D xi 4 o V ivi e z ^ - 


Bnzyl 


Q 
Q 


9-984 


(2N02)C6H4C(Me2)- 


Bnzyl 


3 


9-985 


(4-Cl)C6H4C(Me2)- 


Bnzyl 


4 


9-986 


(3-Cl)C6H4C(Me2)- 


Bnzyl 


4 


9-987 


(2-Cl)C6H4C(Me2)- 


Bnzyl 


4 


9-988 


(4-F)C6H4C(Me2)- 


Bnzyl 


4 


9-989 


(3-F)C6H4C(Me2)- 


Bnzyl 


4 


9-990 


(2-F)C6H4C(Me2)- 


Bnzyl 


4 


9-991 


(4>Me)C6H4C(Me2)- 


Bnzyl 


4 


9-992 


(3-Me)C6H4C(Me2)- 


Bnzyl 


4 


9-993 


(2-Me)C6H4C(Me2)- 


Bnzyl 


4 


9-994 


^4-MeO)C6H4C(Me2)- 


Bnzyl 


4 


9-995 


(3-MeO)C6H4C(Me2)- 


Bnzyl 


4 


9-996 


(2-MeO)C6H4C(Me2)- 


Bnzyl 


4 


9-997 


(4-Me2N)C6H4C(Me2)- 


Bnzyl 


4 


9-998 


(3-Me2N)C6H4C(Me2)- 


Brizyl 


4 


9-999 


(2-Me2N)C6H4C(Me2)- 


Bnzyl 


4 


9-1000 


(4.MeOCO)C6H4C(Me2)- 


Bnzyl 


4 



wo «l2/«53543 



PCT/JPOl/11427 



^1.1 4 



O 




^10 





R9 




n 


9-1001 


(3-MeOCO)C6H4C(Me2)- 


Bnzyl 


4 


9-1002 


(2-MeOCO)C6H4C(Me2)- 


Bnzyl 


4 


9-1003 


(4-CN)C6H4C(Me2)- 


Bnzyl 


4 


9-1004 


(3-CN)C6H4C(Me2)- 


Bnzyl 


4 


9-1005 


r2CN^C6H4CfMe2). 


Bnzyl 


4 


9-1006 


r4N02>C6H4C(Me2)- 


Bnzyl 


4 


9-1007 


C3N02^C6H4C(Me2)- 


Bnzyl 


4 


9-1008 


r2N02^C6H4C(Me2)- 


Bnzyl 


4 


9-1009 


r4-Cl^C6H4C(Me2)- 


Bnzyl 


5 


9-1010 


(3-CDC6H4C(Me2)- 


< Bnzyl 


5 


9-1011 


(2-Cl)C6H4C(Me2)- 


Bnzyl 


5 


9-1012 


(4-F)C6H4C(Me2)- 


Bnzyl 


5 


9-1013 


r3-F^C6H4C(Me2)- 


Bnzyl 


5 


9-1014 


(2-F)C6H4C(Me2)- 


Bnzyl 


5 


9-1015 


r4-Me^C6H4C(Me2)- 


Bnzyl 


5 


9-1016 


(3-Me)C6H4C(Me2)- 


Bnzyl 


5 


9-1017 


(2-Me)C6H4C(Me2)- 


Bnzyl 


5 


9-1018 


(4 MeO)C6H4C(Me2)- 


Bnzyl 


5 


9-1019 


(3-MeO")C6H4C(Me2)- 


Bnzyl 


5 


9-1020 


(2-MeO)C6H4C(Me2)- 


Bnzyl 


5 


9-1021 


(4-Me2N)C6H4C(Me2)- 


Bnzyl 


5 


9-1022 


r3-Me2N)C6H4C(Me2)- 


Bnzyl 


5 


9-1023 


(2.Me2N)C6H4C(Me2)- 


Bnzyl 


5 


9-1024 


fit - iVl 6 \ J ^ w y vJ XJ. *± V_/ \ iVX ^ J 


Bnzyl 


5 


9-1025 


(3-MeOCO^C6H4C(Me2)- 


Bnzyl 


5 


9-1026 


^2-MeOC01C6H4C(Me2)- 


Bnzyl 


5 


9-1027 


a-CN^C6H4C(Me2)- 


Bnzyl 


5 


9-1028 


(3-CN)C6H4C(Me2)- 


Bnzyl 


5 


9-1029 


(2CN)C6H4C(Me2)- 


Bnzyl 


5 


9-1030 


(4N02')C6H4C(Me2)- 


Bnzyl 


5 


9-1031 


{3N02)C6H4C(Me2)- 


Bnzyl 


5 


9-1032 


(2N02^C6H4C(Me2)- 


Bnzyl 


5 


9-1033 


f4-CDC6H4C(Me2)- 


Bnzyl 


6 


9-1034 


(3-Cl)C6H4C{Me2)- 


Bnzyl 


6 


9-1035 


(2-Cl)C6H4C(Me2)- 


Bnzyl 


6 


9-1036 


(4-F)C6H4C(Me2)- 


Bnzyl 


6 


9-1037 


(3-F)C6H4CCMe2)- 


Bnzyl 


6 


9-1038 


(2-F)C6H4C(Me2)- 


Bnzyl 


6 


9-1039 


(4-Me^C6H4C(Me2)- 


Bnzyl 


6 


9-1040 


(3-Me)C6H4C(Me2)- 


Bnzyl 


6 
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K -i^ itibi S 

1 U C3 ivj W 


R9 


RIO 


JX 


Q 1 n/Li 




B nzyl 


6 


Q T n/i o 
y- J. 


V^^t-lVXe y wDJnrtV^^,iVJ.t^^^- 


R n 7 vl 


a 
\j • 


y-iU4o 




Bnzyl 


fi 


y-1044 




Xjnzyx 


o 


y-io4o 


//I A/Til 9l^J^p^iH/tP/'A/^o9^- 
^4-lVle-<ilN jooxi^o^iviez^- 




ft 


y-104b 


(o-iViezjN j0t)Xl40Vlvxez^- 


r>nzyi 


o 


Q 1 O /I '7 

y-lU47 




jjii^y X 


fl 


9- 1 04o 


/>! A/Trt ^PO^p^;■H■/lP/'A/^o9^ 


Bnzyl 


o 


y- iu4y 


/Q A/^QOPO^Pfi'H■AP^^/^o9\- 


jDu Ay 1 


a 


y- 1050 




Bnzyl 


O 


y-iooi 




Bnzyl 


o 


9-1052 


( o - OXn J U b rl4 o ^vie z^- 


xsnzyi 


D 


9-1053 


(ZUiN ^L/brl40UV16Z;- 


Bnzyl 


o 


9-1054 


//i xT^^o^ p^iTj^ p/tv/To 9^ 


Bnzyl 




9-1055 


/■ Q XT O 9 \ P CTI /t P /'A/To 9 ^ 


Bnzyl 






/'9Mn9^PfiW4Pi'A/rp9^- 


B n zy 1 




Q 1 ART 


r/1 Pl^PRTT4PrMp9'i_ 


4--nvridv]-OH2- 

Tt V X i \X Y X X X Xj 


3 


y- lUoo 




4-nvviHvl-PTT2- 

*X |J Jf 1 ±U.J^ X V^XX £d 


3 


y- jLUoy 


^^9 Pl^PfiM^tPCMpS^- 


4-T^vridvl-CH2- 

" jJjrXXVAjr* V/XXA4 


3 


y- J. UDU 


^ 4 - P 6 H 4 C ^'Me 2 - 


4-iivridvl-CH2- 


3 


Q.I Ofil 


C^-F'^n6H4C('Me2V 

^ O J. J vy V.F X X Tt ^ XVX t» ^ ^ 


4-pyridyl-CH2- 


3 




^ ^ X y Vy U X X rr ^ 1 VX ^ / 


4-T>vridvl-CH2- 


3 


y- J. xjkjo 


M -M P ^ P fi H 4 C/M e 2 V 


4-Dvridvl-CH2- 


3 


9-1064 


(3-Me)C6H4C(Me2)- 


4-pyridyl-CH2- 


3 


9-1065 


(2-Me)C6H4C(Me2). 


4-pyridyl-CH2- 


3 


9-1066 


(4-MeO)C6H4CCMe2)- 


4-pyridyl-CH2- 


3 


9-1067 


(3-MeO)C6H4C(Me2)- 


4-pyridyl-CH2- 


3 


9-1068 


(2-MeO)C6H4C(Me2)- 


4-pyridyl-CH2- 


3 


9-1069 


(4-Me2N)C6H4C(Me2)- 


4-pyridyl-CH2- 


3 


9-1070 


(3-Me2N)C6H4C(Me2)- 


4-pyridyl-CH2- 


3 


9-1071 


(2-Me2N)C6H4C(Me2)- 


4-pyridyl-CH2- 


3 


9-1072 


(4-MeOCO)C6H4C(Me2)- 


4-pyridyl-CH2- 


3 


9-1073 


(3-MeOCO)C6H4C(Me2)- 


4-pyridyl-CH2- 


3 


9-1074 


(2-MeOCO)C6H4C(Me2)- 


4-pyridyl-CH2- 


3 


9-1075 


(4-CN)C6H4C(Me2)- 


4-pyridyl-CH2- 


3 


9-1076 


(3-CN)C6H4C(Me2)- 


4-pyridyl-CH2- 


3 


9-1077 


(2CN)C6H4C(Me2)- 


4-pyridyl-CH2- 


3 


9-1078 


(4N02)C6H4C(Me2)- 


4-pyridyl-CH2- 


3 


9-1079 


(3N02)C6H4C(Me2)- 


4-pyridyl-CH2- 


3 


9-1080 


(2N02)C6H4C(Me2)- 


4-pyridyl-CH2- 


3 
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JVC/ 


RIO 


n 


9-1081 


(4-C/i)ODil4L/UVie^;- 


zl-T-i wt (4 v^-^^"H'9- 


A 

*± 


9-1082 


(3-Cl)C6H4C(Me2)- 


4-pyiiciyi-vjriz- 


A 


9-1083 


(2-Cl)C6H4C(Me2)- 




A 


9-1084 


(4-F) C6H4C(Me2)- 


/l v\Tr^^/l«rl PTT9 

4 -p y ri ciy 1 - L» ji ^ - 


A 
ft 


9-1085 


(3-F)C6H4C(Me2)- 


4-pyriayl-L'Xl-^- 


/I 


9-1086 


(2-F^C6H4C(Me2)- 


4-pyriayl-L/il«6- 


4 


9-1087 


(4-Me)C6H4C(Me2)- 


• J /^ TT O 

4-pyriayl-L'Jn.^- 


4 


9-1088 


(3-Me)C6H4C(Me2)- 


4-pyTiayl-L/riz- 


A 

4 


9-1089 


(2-Me)C6H4C(Me2)- 


4-pyriayi-Oxiz- 




9-1090 


(4-MeO)C6H4C(Me2)- 


4-pyriayl-UJiz- 


4 


9-1091 


(3-MeO)C6H4C(Me2)- 


4-pyriayl-Oxlz- 


4 


9-1092 


(2-MeO)C6H4C(Me2)- 


4-pyriclyl-Ojlii- 


4 


9-1093 


(4-Me2N)C6H4C(Me2)- 


4-pyriayi-oxlii- 


A 

4 


9-1094 


(3-Me2N)C6H4C(Me2)- 


4-pyriayl-Uxlz- 


/I 
4 


9-1095 


(2-Me2N>C6H4C(Me2)- 


4-pyriay 1- OJtlz- 


4 


9-1096 


(4-MeOCO)C6H4C(Me2)- 


4-pyraayl-Oilz- 


4 


9-1097 


(3-MeOCO)C6H4C(Me2)- 


4-pyria.yJ.-Orlz- 


/I 
4 


9-1098 


(2-MeOCO)C6H4C{Me2)- 


4-pyiiCLyl-L»JnLZ- 


4 


9-1099 


(4-CN)C6H4C(Me2)- 


4-p y riCLy 1- v-y ri z - 


4 


9-1100 


(3-CN)C6H4C(Me2)- 


4-p y n ciy J. - o xi z - 


ft 


9-1101 


(2CN)C6jl4U(iVLe2)- 


*t -p y n ciy 1- XX ^ - 


A 
fr 


9-1102 


(4NU2)C6jl40(JVLeZ;- 


-p y nciy 1- o xlii - 


J. 


9-1103 


(3N02)06H40(JVleZ)- 


*t - p y nciy 1 - \-/ XX <& - 


A 
rx 




(2N02)C6H4C(Me2)- 


4-pyridyl-CH2- 


4 


9-1105 


(4-Cl)C6H4C(Me2)- 


4-pyridyl-CH2- 


5 


9>1106 


(3-Cl)C6H4C(Me2)- 


4-pyridyl-CH2. 


5 


9-1107 


(2-Cl)C6H4C(Me2). 


4-pyridyl-CH2- 


5 


9-1108 


C4-F')C6H4C(Me2)- 


4-pyridyl-CH2- 


5 


9-1109 


(3-F)C6H4C(Me2)- 


4-pyridyl-CH2- 


5 


9-1110 


(2-F)C6H4C(Me2)- 


4-pyridyl-CH2- 


5 


9-1111 


(4-Me)C6H4C(Me2)- 


4-pyridyl-CH2- 


5 


9-1112 


r3-Me^C6H4C(Me2)- 


4-pyridyl-CH2- 


5 


9-1113 


(2-Me)C6H4C(Me2)- 


4-pyridyl-CH2. 


5 


9-1114 


(4-MeO)C6H4C(Me2)- 


4-pyridyl-CH2. 


5 


9-1115 


C3-MeO)C6H4C(Me2)- 


4-pyridyl-CH2- 


5 


9-1116 


(2-MeO^C6H4C{Me2)- 


4-pyridyl-CH2- 


5 


9-1117 


r4-Me2N^C6H4C(Me2)- 


4-pyridyl-CH2- 


5 


9-1118 


f3-Me2N^C6H4C{Me2)- 


4-pyridyl-CH2- 


5 


9-1119 


(2-Me2N>C6H4C(Me2)- 


4-pyridyl-CH2- 


5 


9-1120 


(4-MeOCO)C6H4C(Me2)- 


4-pyridyl-CH2- 


5 
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O 




1 u t=> -fyj W ^ 


R9 


RlO 


n 


y- i iz J. 




4-T)vridvl-CH2- 


5 






4-DVi*idvl-CH2- 


5 


9-1123 




4.-nvridvl-CH2- 

•±- |j J' i X vx^ X vyxx*j 


5 


9-1124 


(^d-OJN ;OolT4v^vivi6^;- 


4.-nvriHvl-CH2- 


5 


9-1125 


(/OiN ^UbJtl4V-»^^ivieziy- 


4-nvritlvl-CH2- 

•i" jj jr X J. u. X vyxx^ 


5 


9-1126 


XTOoN P ^5W/iP/1\y^o9^- 
(4JN L/Z; UDJl40vAVleZr^- 


4-nvridvl-CH2- 


5 


9-1127 


/'oxT^^o^^»cTJ/l ^*/"^Aek9^_ 
(oJN\JZ;Oorl40V.iViez;- 


4-'nvriflvl-CH2- 


5 


9-1128 




4-r)vridvl-CH2- 


5 


9-1129 


(A Pl^ Pft"R AP/'Mp 9^- 


4.13 vridvl- CH2- 


6 


9-1130 


/Q Pl^Pft W/lP/A/T^a 9'^- 


4-nvridvl-CH2- 


6 


9-1131 


^ Z - L# 1 J L/ D xl '11-/ ^. iVi e ^ y - 


4-nvridvl-CH2- 


6 


9-1132 


^4-J7 ^ ODX14v-'W"16'^/ 


4«'Dvridvl-CH2- 

J'X X\X J* A ^m'XXX^ 


6 


9-1133 


/"Q T?\pft'p"4p^ivr» 9^- 


4-r)vridvl-CH2- 


6 


9-1134 


TTNPfi'WAP^MAy''^- 


4-T3vridvl-CH2- 


6 


9-1135 


//I A/TaNPCPTA P /"TV/Tia 9^- 
(4-lVie ^Ot>xl4 U v-i^Vie 


4-r» vvidvl-CH2- 

*± ~ ^ Jf X A\X J' A wXXA 


6 


9-1136 


/'Q TV/r£»'\PftTT/lP^T\/r<3 9'N_ 


4-nvridvl-CH2- 


6 


9-1137 


A/ro^Pfi■H' J.p^"^/^A9'^- 
^^z-lVie )Kj\>r\.'±\j\iyy^ ^) 


4-'nvridvl-CH2- 


6 


9-1138 


^4-iYiew ^ vyon^^w'\^lVJ.e^^- 


4-nvridvl-CH2- 

*x IJj AAVXjrA vyxXA 


6 


9-1139 


/'Q ^\/roO^Pfi'RAp^'M^»2'i- 

^ O - iVl ^wOXTftV./ \^iVl Ki£*f- 


4-T>vridvl-CH2- 


6 


9-1140 




4-oyridvl-CH2- 


6 


y-1 141 


(A ^v^c»9>J^PRH4.P^'Me2^- 


4-Dvridvl-CH2- 


6 


y-1 14Z 


/'Q Mc»9'M'infiH4P('Me2'i- 


4-pyridyl-CH2- 


6 


Q 1 1 /I Q 

y-1 14a 


r9-Mp2>J'iC6H4CfMe2V 


4-pyridyl-CH2- 


6 


9-1144 


(4-MeOCO)C6H4C(Me2)- 


4-pyridyl-CH2- 


6 


9-1145 


(3-MeOCO)C6H4C(Me2)- 


4-pyridyl-CH2- 


6 


9-1146 


r2-MeOCO)C6H4C(Me2)- 


4-pyridyl-CH2- 


6 


9-1147 


f4-CN)C6H4C(Me2)- 


4-pyridyl-CH2- 


6 


9-1148 


r3-CN)C6H4C(Me2)- 


4-pyridyl-CH2- 


6 


9-1149 


(2CN)C6H4C(Me2)- 


4-pyridyl-CH2- 


6 


9-1150 


(4N02)C6H4C(Me2)- 


4-pyridyl-CH2- 


6 


9-1151 


(3N02'^C6H4C(Me2)- 


4-pyridyl-CH2- 


6 


9-1152 


(2N02)C6H4C(Me2)- 


4-pyridyl-CH2- 


6 


9-1153 


(4-Cl)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1154 


(3-Cl)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1155 


('2-CnC6H4CH2C(Me2)- 


n-Bu 


3 


9-1156 


(4-F)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1157 


(3-F)C6H4CH2C(Me2)- 


n-B\i 


3 


9-1158 


(2-F)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1159 


C4-Me)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1160 


(3-Me)C6H4CH2C(Me2)- 


n-Bu 


3 
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Pin 

Jet JLU 


XI 


9-1161 


(2-Me)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1162 


(4-MeO)C6H4CH2CCMe2)- 


n-Bu 


3 


9-1163 


(3-MeO)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1164 


{2-MeO)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1165 


(4-Me2N)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1166 


(3-Me2N)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1167 


(2-Me2N)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1168 


(4-MeOCO)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1169 


(3-MeOCO)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1170 


C2^MeOCO)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1171 


(4-CN)C6H4CH2C(Me2). 


n-Bu 


3 


9-1172 


(3-CN)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1173 


C2CN)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1174 


(4N02)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1175 


(3N02)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1176 


(2N02)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1177 


(4-Cl)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1178 


(3-Cl)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1179 


(2-Cl)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1180 


(4-F)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1181 


(3-F)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1182 


(2-F)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1183 


(4-Me)C6H4CH2C(Me2)- 


n-Bu 


4 


oil Q/l 




11 11. 


** 


9-1185 


(2-Me)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1186 


(4-MeO)C6H4CH2CCMe2)- 


n-Bu 


4 


9-1187 


(3-MeO)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1188 


(2.MeO)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1189 


(4-Me2N)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1190 


(3-Me2N)C6H4CH2C(Me2). 


n-Bu 


4 


9-1191 


(2-Me2N)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1192 


(4-MeOCO)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1193 


{3-MeOCO)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1194 


(2-MeOCO)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1195 


(4-CN)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1196 


(3-CN)C6H4CH2C(Me2). 


n-Bu 


4 


9-1197 


(2CN)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1198 


(4N02)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1199 


(3N02)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1200 


(2N02)C6H4CH2C(Me2)- 


n-Bu 


4 
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vfk it*n ^ -S- 


R9 


RIO 


n 


9-1201 


('4-CDC6H4CH2C(Me2)- 


n-Bu 


6 


9-1202 


C3-CDC6H4CH2C(Me2)- 


n-Bu 


5 


^ ~ J. i£i V O 


C2-Cl'iC6H4CH2CCMe2V 


n-Bu 


5 


C7 " JL ^ v 'i 


C4-F^C6H4CH2CCMe2V 


n-Bu 


5 


Q 1 9n*\ 


C.'^-F>nBH4CH2CCMe2V 


n-Bu 


5 


Q 1 «>nft 




n-Bu 


5 


Q 1 9n7 


^4-Mp^^^6H4CH2CfMe2V 


n-Bu 


5 


y- JL ^uo 


r^-Mp^06H4CH2C^Me2V 


n-Bu 


5 




r9-Mp^ri6H4CH2CfMe2V 

^^"IVxC / Vi/OXX Tt WXi 


n-Bu 


5 




^'d. - M P n fi H 4 OH 2 GYM e 2"* - 


n-Bu 


5 


y- 1 ii« J. 1 


^ -M P n fiH 4 n H 2 C CMe 2"^ - 


n-Bu 


5 


Q 1919 

y- JL^ 


r'9-Mp 0^^(16114011 2 CfMe2V 

^^-IVX c y tl XX*x WXX ^ v \_i.vx ^ f 


n-Bu 


5 


Q 1 9 1 Q 

y- Xi£ X o 


<'i±-Mp2N^06H40H2CfMe2V 


n-Bu 


5 




n-Mp9N^C6H4CH2C('Me2V 


n-Bu 


5 


Q, 1 9 1 ^ 
c/- X ^ X O 


f2-Me2N^C6H4CH2CCMe2)- 


n-Bu 


5 


~ J. Z< X O 


r4-MeOCO')C6H4CH2C(Me2)- 


n-Bu 


5 


Q-1 9 1 7 


(3-MeOCO)C6H4CH2C(Me2)- 


n-Bu 


5 


Q-1 91 R 

t7 - ± Z< JL O 


(2-MeOCO)C6H4CH2C(Me2)- 


n-Bu 


5 




(4-CN)C6H4CH2C(Me2)- 


n-Bu 


5 




{8-CN)C6H4CH2C(Me2)- 


n-Bu 


5 


0-1991 


(2CN)C6H4CH2C(Me2)- 


n-Bu 


5 


9-1222 


(4N02)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1223 


(3N02)C6H4CH2C(Me2)- 


n-Bu 


5 


9-1224 


(2N02)C6H4CH2C(Me2)- 


n-Bu 


5 


9-1225 


(4-Cl)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1226 


C3-Cl)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1227 


(2.Cl)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1228 


r4-F)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1229 


{'3-F)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1230 


(2-F)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1281 


(4-Me)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1232 


(3-Me)C6H4CH2C{Me2)- 


n-Bu 


6 


9-1233 


(2-Me)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1234 


(4-MeO)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1235 


(3-MeO)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1236 


(2-MeO)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1237 


r4-Me2WC6H4CH2C(Me2)- 


n-Bu 


6 


9-1238 


(3-Me2mC6H4CH2C(Me2)- 


n-Bu 


6 


9-1239 


^2-Me2N)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1240 


(4-MeOCO)C6H4CH2C(Me2)- 


n-Bu 


6 
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O 




Mn JO?- q. 




R 1 n 


n 


9-1241 


(3-MeOCO)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1242 


(2-MeOCO)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1243 


(4-CN)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1244 


(3-CN)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1245 


(2CN)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1246 


(4N02)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1247 


(3N02)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1248 


(2N02)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1249 


(4-Cl)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1250 


(3-Cl)C6H4CH2C(Me2)- 


Bnzyi 


3 


9-1251 


(2-Cl)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1252 


(4-F)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1253 


(3-F)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1254 


{2-F)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1255 


(4-Me)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1256 


(3-Me)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1257 


(2-Me)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1258 


(4-MeO)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1259 


(3-MeO)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1260 


(2-MeO)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1261 


(4-Me2N)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1262 


(3-Me2N)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1263 


(2-Me2N)C6H4CH2C(Me2)- 


Bnzyl 


3 


y- J.-6b4 




Bnzyl 


Q 
Q 


9-1265 


(3-MeOCO)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1266 


(•2-MeOCO)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1267 


(4-CN)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1268 


(3-CN)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1269 


(2CN)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1270 


(4N02)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1271 


(3N02)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1272 


(2N02)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1273 


(4-Cl)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1274 


(3-Cl)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1275 


(2-Cl)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1276 


(4-F)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1277 


(3-F)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1278 


(2-F)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1279 


(■4-Me)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1280 


(3-Me)C6H4CH2C(Me2)- 


Bnzyl 


4 
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AU a T/J W ^ 


R9 


RIO 


n 




/'9.Me^06H4CH2CCMe2V 

y^M" lyx c / v> \J X X ^* A X v/ ^ j.»x ^ da j 


Bnzvl 


4 




^ft " IVXC V/ / \J \JX\. VyXX W V-LVXC .£4 / 


Bnzyl 


4 


Q T O Q Q 


^o-ivxe w yODXx*±v-'XX^ v-/v,-i■VJ.t;£i^- 


Buzyl 


4 


Q 1 O Q /I 


V^^-lVie y v^DXxfi Vj'XX^V^ ylVxC^y- 


B nzyl 


4 


Q 1 r> Q K 


V.Tt-lV16 ZIN } 00X140X1^ w^iVXCAi^- 




4 


f\ 1 n Q c 


/'Q Tvyr o 9 >J^ 0^1^/10.^9 P/"M'p9'^ - 


JUL** J* JL 


4 


y-izo / 


*M'ci9Kr^PATT4rTT9ri'Mp9^- 
v^z-i.viez»iM ^ o XT ft xjl ^ V/ \^j.vxc ^y- 


Bnzyl 


4 


a 1 O Q Q 


/'/t A/ro^p^^Pfi'H'A^■H*9^/'Mp9^- 
v4-iVie v_/ iw/ v^^\^DXxftv^xi-&\^v-"A"^/ 




4 


n T o Q n 


O - iVi e \J O ^ V-* O XI ft Xj. \-/ V- JLVX t3 


jL>xxAijr X 


4 


y-izyu 


^9 1V/^c»np^^PfiW/tP^T9P<'Mp9'\- 


Buzyl 


4 


Q TOOT 


/'yt p^J^Pfi■H■d.p■^^9p/'Mp9'i- 


Bnzyl 


4 




/Q P^sJ^PATT/tP'H■9P.^'Mp9^- 
^o-V-/IN ^ v^oxift VXx^ w v^vxt? /^l/- 


Bnzyl 


4 


Q TOGO 

y- izyo 


/'9 P"^J^ P <^TT4 P"R 9 P <'Mp 9^ - 


Bnzyl 


4 


y- izy4 


r 4TsI n 9 ^ P fi "R 4 PTT 9 P f'M p 2 V 


Bnzyl 


4 


y-1295 


/'QKTn9NPA'PT4PTT9 P ^Mp9^- 




4 


O 1 OQC 

y-xzyo 


r9^J^9^pfiTT4.PH2PCMG2V 


Bnzyl 


4 


y- izy / 


(A Pl^PfiTT4.P'R9PrMp2^- 


Bnzyl 


5 


Q 1 OCkQ 

y-izyo 


i'Q P1^PfiTTilP"PT9P^'Mp2^- 


Bnzyl 


5 


y- jLzy y 


/'9 Pl^Pfi'RJ.p■R9P<'Mp9.^- 


Bnzyl 


5 


y- JL ouu 




Bnzyl 


6 


Q 1 '^m 

%7~ ±0\J X 


^S-F^P6H4nH2CrMe2V 

\ O X J Vpi X X X X ^ ^ X TX \S ^ J 


Bnzyl 


5 


Q- 1 Qn9 


<'9-F'^PfiH40H2CrMe2V 

^^-X y \j XX ^ V-'XX iti y^xvx c 


Bnzyl 


5 


Q-1 ^na 


<'4-Me'iC6H4CH2C(Me2)- 


Bnzyl 


5 


9-1304 


(3-Me)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1305 


(2-Me)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1306 


(4-MeO)C6H4CH2C(Me2). 


Bnzyl 


5 


9-1307 


{3-MeO)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1308 


(2-MeO)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1309 


(4-Me2N)C6H4CH2C(Me2). 


Bnzyl 


5 


9-1310 


(3.Me2N)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1311 


(2-Me2N)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1312 


(4-MeOCO)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1313 


(3-MeOCO)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1314 


(2-MeOCO)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1315 


(4-CN)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1316 


(3-CN)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1317 


r2CN)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1318 


(4N02)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1319 


(3N02)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1320 


(2N02)C6H4CH2C{Me2)- 


Bnzyl 


5 
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Xv X \J 


■11 


9-1321 


y A /^l \ r^tt A OTTO /"^ /1\ /T O \ 

(4-Cl)C6H4CH2C(Me2)- 


ijnzyl 


c 


9-1322 


(^3-Cl)C6H4CH2C{Me2)- 


Bnzyl 


b 


9-1323 


r2-Cl)C6H4CH2C(Me2)- 


Bnzyl 


b 


9-1324 


(4-F)C6H4CH2C(Me2)- 


Bnzyl 


D 


9-1325 


r3-F)C6H4CH2C(Me2)- 


Bnzyl 


b 


9-1326 


(2-F)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1327 


(4-Me)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1328 


(3-Me)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1329 


(2-Me)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1330 


C4-MeO^C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1331 


C3-MeO^C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1332 


C2-MeO^C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1333 


r4-Me2N^C6H4CH2C(Me2)- 


Bnzyl 


ry 

D 


9-1334 


r3-Me2N')C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1335 


(2-Me2N)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1336 


(4-MeOCO)C6H4CH2C(Me2)- 


Bnzyl 


b 


9-1337 


(3-MeOC01C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1338 


(2-MeOCO^C6H4CH2C(Me2)- 


Bnzyl 


b 


9-1339 


(4-CN)C6H4CH2C(Me2)- 


Bnzyl 


b 


9-1340 


(3-CN^C6H4CH2C(Me2)- 


Bnzyl 


b 


9-1341 


f2CN)C6H4CH2C(Me2)- 


i5nzyi 


b 


9-1342 


(4N02)C6H4CH2C(Me2;- 


£>nzyi 


b 


9-1343 


(3N02)C6H4CH2C{Mez)- 


£>nzyx 


o 


17 - X O *±*x 


(2N02)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1345 


(4-Cl)C6H4CH2C(Me2)- 


4-pyridyl-CH2. 


3 


9-1346 


('3-CnC6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 


9-1347 


C2-CnC6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 


9-1348 


(4-F)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 


9-1349 


^3-F^C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 


9-1350 


f2-F^C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 


9-1351 


(4-Me)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 


9-1352 


f3-Me^C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 


9-1353 


(2-Me)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 


9-1354 


(4-MeO)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 


9-1355 


(3-MeO)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 


9-1356 


(2-MeO)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 


9-1357 


(4-Me2N)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 


9-1358 


(3-Me2N)C6H4CH2C(Me2). 


4-pyridyl-CH2- 


3 


9-1359 


f2-Me2N)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 


9-1360 


(4-MeOCO)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 
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,10 







RIO 


n 


9-1361 


y-ii -R /r /-V i-1 /»TJ yl OTTO /TV>r<% Q^ 

(3-MeOCO)C6H4UJtlZO(Me^;- 


*± - y y i k\jLy X" v/xa*«- 


3 


9-1362 


(2-MeOCO)C6H4CH20(Mez;- 


ft-pyria.yj.- wxi^- 


Q 

XJ 


9-1363 


(4-GN)C6H4CH2C(Me2)- 


4-pyriciyi-oriz- 


o 
O 


9-1364 


(3-CN)C6H4CH2C(Me2)- 


4-pyriciyj.-oxiz- 


o 

£>• 


9-1365 


(2CN)C6H4CH2C(Me2)- 


4-pyriclyl-Oxl/- 


Q 

o 


9-1366 


C4N02)C6H4CH2C{Me2)- 


4-pyriayl-Oj±z- 


Q 


9-1367 


(3N02)C6H4CH2C(Me2)- 


4-pyridyl-OJtlz- 


Q 

o 


9-1368 


(2N02)C6H4CH2C(Me2)- 


4-pyriayl- Oxiz- 


Q 

o 


9-1369 


(4-Cl)C6H4CH2C(Me2)- 


4-pyriayi-L'XiZ- 


A 
4 


9-1370 


(3-Cl)C6H4CH2C(Me2)- 


4-pyriayi-OJ:iz- 


A 
4 


9-1371 


(2-Cl)C6H4CH2C(Me2)- 


4-pyriayi-Ojlz- 


4 


9-1372 


(4-F)C6H4CH2C(Me2)- 


4-pyriay^i-OilZ- 


4 


9-1373 


(3-F)C6H4CH2C(Me2)- 


4-pyricLyl-OrlZ- 


4 


9-1374 


(2-F)C6H4CH2CCMe2)- 


4-pyriayl-Oiiz- 


A 

4 


9-1375 


(4-Me)C6H4CH2C(Me2)- 


4-pyriayi-OJnLZ- 


4 


9-1376 


(3-Me)C6H4CH2C(Me2)- 


4-pyriciyi-o Jiz- 




9-1377 


{2-Me)C6H4CH2C(Me2)- 


4-pyria.yl-uriz- 


A 


9-1378 


(4-MeO')C6H4CH2C(Me2)- 


4-pyriclyl-Oxiz- 


/I 
4 


9-1379 


(3-MeO)C6H4CH2C(Me2)- 


4-pyriciyi-oxi-&- 




9-1380 


(2-MeO)C6H4CH2C(Me2)- 


4-pyriayi-oxi^- 




9-1381 


(4-Me2N)C6H4CH20(JVLezj- 


zt.-n wi rlvl .nW^- 


4 


9-1382 


(3-Me2N)C6H4CH20(Mez;- 


^-pyxiuy 1" wxj.^ 


4 


9-1383 


(2-Me2N)C6H4CH2U(Mez;- 




4 


9-1384 


(4-MeOCO)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


4 


9-1385 


f3-MeOCO^C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


4 


9-1386 


(2-MeOCO)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


4 


9-1387 


(4-CN)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


4 


9-1388 


(3-CN)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


4 


9-1389 


(2CN)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


4 


9-1390 


(4N02)C6H4CH2CfMe2)- 


4-pyridyl-CH2- 


4 


9-1391 


(3N02)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


4 


9-1392 


r2N02)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


4 


9-1393 


(4-Cl)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


5 


9-1394 


(3-Cl)C6H4CH2C(Me2)- 


4-pyridyl.CH2- 


5 


9-1395 


(2-Cl)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


5 


9-1396 


(4-F)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


5 


9-1397 


(3-F)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


5 


9-1398 


(2-F)C6H4CH2C(Me2). 


4-pyridyl-CH2- 


5 


9-1399 


C4-Me)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


5 


9-1400 


(3-Me)C6H4CH2C(Me2)- 


4-pyridyl-CH2. 


5 
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ffein ^ 


R9 


RIO 


n 






4-pyridyl-CH2- 


6 




r 4-Mp O'J n 6H 4 CH 2 C CMe 2 V 


4-pyridyl-CH2- 


5 




Mpn^nfiH4nH2n{'MG2V 

^ O "iVXc \-/ ^ w vJix ^± w XX ^ V,/ \^xvj.c A / 


4-TDvridvl-CH2- 


5 




^^-ivxtJ / W V>XX*±\-/XX^ v/^ivxc^y 


4-Dvridvl-CH2- 


5 


y- 14UD 


^ft-lYXcAXH ^ W tlXX*± WXX^ w\lVAC 


4-r)vridvl-CH2- 

JL 1^ Y X X VI. y X Vp/ X X ^ 


5 


y-J.4Ub 


/'Q ^^y^o9^J^^fiR4.^■H■2^^'1\/^p2'i- 

y^o-XVXc*iiN / OOXX** V/XX ^ V/ \.i.VXC ^y 


4-nvridvl-CH2- 


5 


a 1 A f\rr 

y- i4u / 




4-Dvridvl-CH2- 

*X ^ Jf 1. X U. jr X \_/XX^ 


5 




(4-J.Vie L^- L/DXX^twXX^ V^^^lYJLeA^y- 


4-nvriH v^-PH2- 
rr-^J'x X^Xj X^XXA" 


5 


9-1409 




- |J X X vl. jr X" V^XX A - 


5 


i\ 1 A t f\ 


^vyTQnp^^Pfi'H4P'H■9P./'^\/^p9'^- 

\^ ^ - iVx © V/ ^\^Dxx^ wxx^ v-zViVXc^^- 


4--nvvidvl-PH2- 

*± ^jf X X\Xjr X w XX ^ 


5 


a 1 A'i t 
9- 14X1 


^A pK^^pR■^TAP"R9P/"^/fp2^- 

^*i-\^iN ^ wDxTfi\-'xx j& wv^ivxc Aly- 


4-T5vridvl-CH2- 


5 


A ^ At O 


/' <l - P "NT ^ P fi K 4. P "FT 2 n f M e 2 ^ - 

^0">«/JlN ^ VjOXXtc\-/XX^ W^iVXC^/" 


4-Dvridvl-CH2- 


5 


y- i41a 


/'9PM^PfiTT4PH9P/'Mp2V 


4-Dvridvl-CH2- 


5 


r\ -1 A "i A 

9- 1414 


/I XT n 9 ^ P fiTT A P "H" 9 P TMp 9^ - 


*X^jfX XlXjr X \y XX A 


5 


9-1415 


^'QKT0 9^PR■H'/lPF^9 P<'Mp9V 


■i jjjfX x\xy X \^ X X A 


5 


y- i4iD 


r 9 M n 9^ p.fiH dPH 9 p nvr A - 


4-T)vridvl-CH2- 

J-/ X X VX J' X W X X ^ 


5 


y-141 / 


r/l PnPfi"RJ.PTT9P^Mp2^- 


4-r)vridvl-CH2- 


6 


9- 141o 


r'Q P1>PRW4PTT9 P^'Mp9^- 


•x JJj'X XlXjr X \^ XX £i 


6 


ri t A t c\ 

9- i4iy 


^9 p^^pfiP^zLp■H"9P/'■^/^p9'i- 


4-ri vri dvl-PH2- 


6 


9- 14ZU 




4-'nvri dvl-CH2- 


6 


9-14^1 


Tr^Pfi'H'ilPTT9Pf"IVrp9^. 


4-r)vridvl-CH2- 


6 


y-i4i6Z 


/'9-T^^PRTT4PT^9p^"^/^p9^. 


4-T5vridvl-CH2- 


6 


y- A4^o 


^4-Mo^P,fiTT4PH9PCMp2'i- 


4-Dvridvl-CH2- 

Jr X X VX X ' XX 


6 


9-1424 


(3-Me)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


6 


9-1425 


(2-Me)C6H4CH2C(Me2)- 


4-pyridyl-CH2. 


6 


9-1426 


(4-MeO)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


6 


9-1427 


(3-MeO)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


6 


9-1428 


(2-MeO)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


6 


9-1429 


(4-Me2N)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


6 


9-1430 


f3-Me2N)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


6 


9-1431 


(2-Me2N)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


6 


9-1432 


(4-MeOCO)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


6 


9-1433 


(3-MeOCO)C6H4CH2C(Me2)- 


4-pyridyi-CH2- 


6 


9-1434 


(2.MeOCO)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


6 


9-1435 


(4-CN)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


6 


9-1436 


(3-CN)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


6 


9-1437 


(2CN)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


6 


9-1438 


(4N02)C6H4CH2C(Me2)- 


4-pyridyl-CH2. 


6 


9-1439 


(3N02)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


6 


9-1440 


(2N02)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


6 



PCT/JPOl/11427 



O 
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<-7 'J — A> 

l-:?*5^;i/-2-;t=3S^V-5-T U— ;V-1.2-i^ t K D ij i^>-3-;ti;i/^>^ 
# (Combi-A)® 3 > h U T )\/'^WL 

HOC ^ I PyBOPOeq.) O 

o q,,p ^ — 5^I^^i^!^"^v^N 

qP^A^^^S.^^^^ + J ^^^^^^^ (J ^ 

n I 

nBu 

4-Sulfamyl butyryl AM resin 

(Safety catch linker. LL: 1 .09 mmoVg) '^'^^ A-02, 91% loading; LL: 0.748 mmol/g 

(Determined by I content) 




ArB(OH)2 (5 eq.) 




Methy-2-pyrrdidinone (NMP) 



OME 

o o,,p 0 9 

A^^^r^S;^ A^jvy^ 1) RNHz (2 eg.) /THF r .^^ 



nB 

A-001~A-096 



A.04-01.A.04.24 "BU ' V.^ nBu 



a) u 5^ > A-02 ® -^fiS : 4-;^ ;i/ 7 7 5 ;v y ;u AM u > (3.9 g) ©m-fb ^ ^ 
10 l/> (80 ml) ^iS-^ i-:/^;i/-5-a-H-2-:t:^V-l,2-5^t Kn l^U 

.3-*;i/#>ig (A-Ol) (4.1 g),St5 AT.iV-t^^' V7-D t:;V3^5^;i/T 5. > (3.7 ml) 

iax-fc. lots-jtjif ufc^c PyBOP (6.6 g) ^^?aT'i)n^, ^ e) t isi^F^^jfb 
fe. \yVy^mL\., 2k, THF, m^b^5^i^>, ZiIFi-^;^-c•)li^^^^5t#■rs^l 

il i t) V >(A-02) [5.2 g, 92% (3 »i7^7U^^*f)] *#fc. 
15 b) l.'S;>(A-03-01~A-03-24)©^fi!J : A-02 (150 mg) & 24fll|(D7^^3 

t^«b, ^tl^tlK: DME(2.5 ml), PdCl2(dppf) (35 mg) , T 'J - ;V 4^ -i? ^ (5 
^fi), ZiU^i^^* 'J >f ATKJgm (2M. 0.34 ml) <£Dn^fc. 80 'CT' 18 ^F^m# 
Lfe^, IxS^>*JtSlL, 7j<. THF, JV-^^;HfDy K>, :^-fb^5^U>, ZiU^ 
j^_^;i,-ejiiiJi^t^-r J; b i^'> A-03-01~A-03-24 Stffc. 
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c) A-04-01~A-04-24 : 1/ > A-03-01~A-03-24 iZ iV-;^5^;H::n 
UK> (2.0 ml), H-YT"^ h:^h V )\y (0.16 ml), N,N-i^ ^ V m \i )\/ )V 
T^y (0.1ml) S^iat:-iDx.fe. 24 Btf^itl^ bfe^, JV-^ 5^ 

04-01~A-04-24 Sfifc. 

d) i-^^;V-2-;t:3F-V-5-T U-;i/-1.2-i?b D U i?>-3-*;V7i^>^ T ^ 

A-05-01~A-05-96 (D^m : 1/ > A-04-01~ A-04-24 ©^tl^'n*^ ^ \Z 4 

^f!lL, 96>:ri^— h i-^a bfc. ^ti^nc thf (0.7 mi) ^ip;tfc^i3, t 
24 S^6D^i^>^-*^^^^^*P^fe. 24 ^KHii -5 bfe^i^l^^^S^-fb 

;i/-i,2-i^ t F n 1^ U i'>-3-*;i/3j<>^ Kg|^#: A-001~A-096 
JilT{- A-001~A-096 CD^gjitS^t* o 
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m.1 2 5 



No 


mm. 


No 


mm ■ 


A-UU 1 


o 


A-008 




A-002 


o 


A-009 


^ UN 

\ 


A-003 




A-010 


ON 

\ 


A-004 


o 0^ 


A-011 




A-005 




A-012 


O 

\ 


A-006 


o !^ 

/ ON 


A-013 


CI 

o 


A-007 


o 

,a / 


A-014 


0 



261 



WO02/<»53543 PCT/JPOl/11427 



^12 6 



No 


mm 


No 




A-015 


CI 

o s-i 

O 


A-022 


ON 

\- 




CI 

o 






A-016 


\ 


A-023 




A-017 


^ UN 


A-024 


\ 


A-018 


U N 


A-025 


o 0-^ 

\ 


A-019 




A-026 


\ 


A-020 


U IN 


A-027 


0 0-^ 

\ 


A-021 


^ 0 


A-028 


O 0^ 



262 



WOI»2/053543 PCT/JPOl/11427 



^12 7 



No 




No 


mm 


A nOQ 


O N 

\ 


A-036 

V w w 


UN 

\ 


A-030 


ON 

\ 


A-037 


O' 

Jul 

\ 


A-031 


\ 


A-038 


o' 

ON 

1 


A-032 


\ 


A-039 


O' 




^ O N 


A-040 


o' 

% Jul 




O N 

\ 


A-041 


■ \ 


A-035 




A-042 


ON 
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^12 8 
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^12 9 



No 


mm. 


No 


mm 


A-057 




A-064 


rN'^N^Y^ 

ON 

\ 


A-058 


ON 

\ 


A-065 


O rS 
^ 0*N 


A-059 


9 fY 


A-066 


o^N-' 

A 


A-060 


1 IM t ll 

ON 


A-067 


F-^ O^N^ 


A-061 


V 


A-068 


O ffS 

^n'^nVy^ 

\ 


A-062 




A-069 


Y 


A-063 


o s-\ 

F'^ 0*N^ 


A-070 
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^13 0 



No 




No 




A-071 




A-078 


O N 

\ 


A A"70 

A-U / dL 


O p 


A-OTQ 


F-^ O^N-^ 


A-073 


^ ON 

\ 


A-OoO 


\ 


A-074 


ON 

\ 




^ ON 


A-075 


ON 




O N 

\ 


A-076 


\ 


A-083 


0 ci^ci 

\ 


A-077 




A-084 


0 C'rprC' 
O-^ ON 

\ 
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3 i 


No 


mm. 


A-085 


o cix^ 

fpY-Nvy^ci 

^ ON 

\ 


A-086 


ON 

\ 




o 

F"^^ O 


A-088 


o 

s 


A-089 


^ ON 

s 


A-090 

i- 


/ 

ON 



No 


mm 


A-091 




/ 


A-092 




A-093 




A-094 




\ 


A-095 




A-096 


£^ JU 
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B^1 B-02 B-001~B094 

a) l-:/5^;i/-2-:^dpV-l,2,5,6,7,8,9,10-:t^ t \'U.>>i7 u^^ ^[b]\^V i?>-3- 
5 tlJ\^:>f^-)l^^^ V K (B-02)O^fi£ 

l-:^^;i/-2-:;r^ V -1,2,5,6,7,8,9.10-* iJ7 ^ t KD-i/i' D;t^^[Z>]1:f y > -3- 
*;1/53^>M (B-01) (416 mg^ 1.50 mmol)* h > (15 jnl){3 L > *S{b5=-:t 
=.)V (328 |xK 4.50 mmol)^JPX.s 65°C "t! 20 ^ -y: 2. o il 0;Kii&?S ^ ME 

^Si^-rSC hlCJ: I5s l-::/5=-;i/-2-;rdr V-l,2,5,6,7,8,9,10-:t ^ t HD-S/^^ D;r 
10 [Alt; U i^>-3-:i7;i'3t?r:;ui7 D ij h*(B-02)^f'f fco 

b) l-r^;i/-2-:* -1,2,5,6,7,8,9,10-:^ ^ t H D ^ D :;r ^ [Z,] K U $^>.3- 

(B-03-01~B-03-94)©^fiK 
iS^? B^-fb JV-^ y >^Jii(1.93 mmol/g)^ 96;r^Sf&n'— h 15 

mg "To ^* Ufe®■fe^ T 5 >(K-NH2)CD 50 mM ig-fbX5^ W 300 DK ^ 

15 'fb^^V>(700 DlX l-y^)V-2'yi-^V -1,2.5.6.1,8,9.10-^ i7-S'\^\'r3.iy^U:t^ 
-^7 ■^f [b]\^ V > -3-i3 Ji/^ — J^y O 0 h'(B-02)ffl 30 mg/ml i^-fb ;^ 5^ 1^ > '^t-S S 
100 Dl * 996 b iZ^tl^tltU^tzo 

^S-e is^lSSi: 5 ufe^i;:iSE:9-^lia<b'f vi^y^- hmm^M^, ^^iz 
smmUhd bfeo bi^^^MS'Jb, m'fb^^V>fi5fe?tb«?g*mEET-^@*f 
20 i) c i: {;!«}: !3 B-OOl~B-094 ft Tto 

WTt B-001~B-094 ©^ja^^-f o 
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m.1 3 2 



No 


■ mm 


No 


mm 


R-nni 

D~Uw 1 


Gj^ o 


B-008 


CI 

\ 


B-002 


'^tT^ o 

O N"^-^ 

\ 


D-uuy 


0 






B-010 








R-ni 1 


\ 


D r\r\rz 
D-UUO 


o 

O IsT^^ 


R Hi O 


CI 


R-006 


\ 


B-013 




B-007 




B-014 
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^13 3 



No 


mm. 


No 




B-015 


o 

\ 


B-022 


P 

N-i O 


B-016 








B-017 




B-024 


o 


8-018 


N"^ O 

\ 


B-025 




B-019 


r o N^^-^ 


B-026 


>N,N^ O 










B-020 








B-021 




B-028 
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m.1 3 4 



No 


mm 


No 


mm. 


B-029 


CI 

0 isr^ 


B-036 




B-030 




B-037 


o' 


B-031 


o 

u ^ 


B-038 




B-032 


^ o 

\ 


B-039 




B-033 


O 

\ 


B-040 


o' 

IN 


B-034 






V-^ In ^ 


B-035 




B-042 


o 
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^13 5 



No 


mm. 


B-043 








B-044 


\ 


B-045 


O 

\ 


B-046 




B-047 


\ 


B-048 


1 ^ ' Ll V 


B-049 


V 
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No 


mm 


B-050 




B-051 


0 


B-052 




B-053 


>=i 0 


B-054 




B-055 


[ 


N 
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mi 3 6 



No 


mm. 


B-057 


o 


B-058 


O O O N'^^ 


B-059 




B-060 




B-061 




B-062 


O N 


B-063 


A to 



No 


mm. 


B-064 


o' o 

\ 


B-065 




B-066 


\ 


8^067 


Is, 

\ 


B-068 


o 


B-069 




B-070 
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13 7 



No 


mm. 


B-071 




B-072 




B-073 


o 

\ 


B-074 








B-076 


^ o 

/ 


B-077 





No 


MM 


B-078 


\J IN ^ — ^ 

\ 


B-079 


o 


B-080 


V 


B-081 






(J Im ^ — ^ 

\ 


B-083 




B-084 
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^13 8 



No 




B-085 


0 


B-086 


o 

A 


B-087 


O — ^ 

\ 


B-088 


s 
\ 


B-089 


\ 


B-090 
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No 




B-091 


0 


B-092 




B-093 




B-094 
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U -C> 



1) R*-COCI (2 eq.) . H 



O^N-^ 2)H20 ^O^N-^ 
C-01 



3)Qr^NEl3*(C03'ho.6 C.02 
(MP-Carbonate) 



h'^^#: (C-02-01~C-02-19)©-&J5£ 
5 i^^a-^H^-fb iV.p{ ^;l/^;l/3^^U >:|tfli(3.0 mmol/g)5& 48j^SJ!&7'lx— h t 50 

mg -To ^Sbfe®■fe^ 3-T^v-i-:;^5=-;v-5,6-i^^^;i/-iJj-i^ U S^>-2-^> 

(C-Ol)CD 25 mMlI'fbP< 5=-l^>^t-SS 2 mU H^' P U K (R-COC1,0.10 mmol):&ili 
^MmTT-@*1-S c i: {3 J: t) C-02-01~C-02-19 feo 
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^13 9 



No 


mm 


No 




C-001 


F F 

^'^^ Til 

\ 


C-008 


\ 


C-002 


\ 


C-009 


CI ^o^tr^ 


C-003 




C-010 




C-004 




C-011 


CI Oq^n^ 


C-005 


0 




CI Oq^in^^ 


C-006 


CI 

\ 


C-013 




C-007 




C-014 
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^14 0 



No 




C-01 s 


S 
k 


O-O 1 O 








P-Oi 7 


\ 


O Hi P 




c-01 9 


V 



is^^jy 1 t h CBS ^miif-m^mmm^ 

t f CB2g^<*;*:3— H-rS cDNABB?!) (Munro^, Nature. 1993, 365, 61- 
65) §^ Wi^MMm^M^i^ f —-^^^ pSVL SV40 Late Promoter Expression 
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Vector (Amersham Pharmacia Biotech %t) ©37*0 ^ — ^ — Ti5E:^{C/ii;&lRl 

Abfco n^tltc^M^^^-^ LipofectAMINE ifilS (Gibco BRL tt) 

X. m^mm CHO Kl^ffliiB^StCUfeA^o-C b7>;^7ai^'S/3>b^ CB2 § 

CB2 CHO $fflfiSA^€>t@^ufc)^^iffi&> ^^'fti-^%;a.'cj« 

38,000 dpm ® [''H]CP55940 (i^^tS 0.5 nM : NEN Life Science Products %fcSi) 

tti>lZs T ^y-^-i mWW. {0.5% ^lfll^iT;vy 5 >*#tf 50mMTris-HCl^® 
m (pH7.4) . ImMEDTAs 3 mM MgCl2) ^X-. 2&'C^ 2 ^Pda-f > ^ a. 

3 > Ufe^x 1% i}< 'J 5. >j!Qf31bfc^5;^:7 -f GF/C tc:raS3ab 

fco 0.1% BSA <l:-^ty 50 mM Tris-HCliS«?ft (pH 7.4) IZXmf^'^s WL^i^> 

^ - 3 y ^ :y ^ - izx y ^ :^ y ^ -±(Dm.Mm&^^i!t>r^o 0<i^m^ 

jg-^tt 10 fM WIN55212-2 (US 5081122 IBS® :^ > ^ -< i'^^i^T^ — T. 
Research Biochemicals International 1±Sl) #^^T■eS!l^b^ ItMA^J^-^fC . 

t h CBl gg^*:iwM-ri>ie^^m{i. CBl S§«:Sg^^3^-r ^ CHO «^ 

^03^ bfe Jl^D 0 ^ *^BB0 — «©•^b'&%{i^ CB2 CP55940 (US 

4371720 i3«® * >:»-ti^ Kg^^^Td'-;^ ©$S^*PfiSbfeo 
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14 1 





Kl (nM) 




Ki (nM) 






CBI^g^*: 


CB2§g1$ 




CB1g§<*: 0B2^^{$i 


2-004 


nt 


101 


4-062 


>5000 


4 


3-010 


nt 


57 


4-101 


890 


1.5. 


3-038 


1252 


12 


4-102 


908 


1.6 


4-001 


2851 


28 


4-104 


54 


6 


4-002 


746 


17 


4-105 


91 


2.1 


4-003 


680 


44 


4-301 


1769 


8 


4-052 


1497 


24 


4-302 


>5000 


10 


4-053 


254 


6 


4-310 


512 


9 


4-054 


482 


6 


5-005 


391 


16 


4-056 


551 


8 


5-006 


390 


14 


4-061 


124 


2.5 









ii.t.: not tested 



— >>3 >CD^> y^JVT.::! U > 4 uM. SIGMA %t) ^m^iX 20^ 

>^^^—i^ 3>htzo IN Hci ?£«*n b■rSJi&*^*±^■|±fcm^ ±^4^© 

cAMPi^ Amersham Pharmacia Biotech :a:ic© EIA kit & ffi ^^ TSO^ U o 7 
15 iiAs-C^So 
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^14 2 





ICso (nM) 


3-038 


28.6 


4-001 


64.2 


4-053 


7.9 


4-054 


4.2 


4-056 


4.3 


4-061 


2.3 


4-062 


1.3 


4-101 


1.4 


4-102 


1.7 


4-104 


9.8 



m^ddY -^^T^il M^)^m\^^. 10^j@© SEBC ^ v'^;^;fe^JKJ£IS-SEI*l(40 ml) 

iz^mt^:iinz^ tJiSf^-rso iii(^5tpe> 5 Bmz lo'fi® srbc ^-rt^T^^^^m 

DTHSjSi^je 1 l^F^Bui3J:tJ' 5 n#F^^{CigPS#(10 ml/kg)^So SRBC Jilt 24 

l^^fi Welch© tt^^^ic J; D=fT^e d ^ iiA^T- t.P<0.05 © ^^^Mfe t) h 
15 iiaj^-rs d J: 2|5:^0^<b^tl®$T;ii^ilmamS5i^.-r S i: A^'e & S o 
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1 . ( I ) : 

R2 




^tl■rv^•C*) «t^^T ^ t:Kn:^>>. 7';i/'5r^;i/ 

10 ^xttM^^^nT^^^: J;t^r;^=^ u >-c^ t) ; Y^ti^j^-^^ -o-. -o - c 

(=0) -Or-C ( = 0) -0-. -0-C ( = 0) -NRb-, _o-SO 
2-. -NR'^-s -NR»>-C ( = 0) -s -NR»'-S02-> - N R - C ( = 
NH) -s -NR''-C ( = 0) -O-^ -NR^-C ( = 0) -NR^-^ -N 
R^-C (=0) -NR'^-SOa-^ -NR^-C (=S) -^ -NR*'-C ( = 

15 S) -NR'^-x -N R^- S O 2 -NR^-s - N R - C ( = NH) -NR''-^ 
-S-^ -SOz-O-^ -S O -S02-NR''-C ( = 0) -N 

Rb_^ -C ( = 0) -0-s -C ( = 0) -NR^'-s -C ( = 0) -NR"- 
C ( = 0) -s -C ( = 0) -NR^-C (=S) -X -C (=S) -NR^-s 
-C (=S) -NRb-C (=0) ~. -C ( = NH) -NR*>-, -C ( = 0) 

20 -c (=0) -NRi'-C ( = NR^) -J^tt-C ( = 0) - N R - N R ^ 
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R2tt7Jc^^ ttJ^^nr ^^•r * J:i.^t;u:^;u. ej^^tiTV-tT^fe J;v^5';i/'5r-;i/, 
5 Tf^^iy^ T)Va^iy:ij fij^^ nT l^T J; ^^:^J ;^^ V5^:r 

- h njittSG : - Y^-R = (^^is Y*{±#jg^x -0-s - S 
-SO-. -S02-^ -NH-. -C (=0) -CHa-x -C ( = 0) - 

10 NH-3^tt-NH- c ( = 0) -X'$>y) ; R " itmm^ tix i^x i> jiv^mmm^m 

-S-s -SO-s -SOz-. -NH-s -C ( = 0) -s -CHg-s 
20 -C (=0) -NH-E-Xtt-NH-C ( = 0) - f D ; Ett^J^-^Xtig 

25 <t l^7';l/:^P I' T^lz-irm/V, -O-. - S O - 

SOz-^ -NH-. -C (=0) -C (=0) -NH-E -X(*-NH-C 
( = 0) ; E{4#ig^Xttam$^^TV^■C^) J;V^7;i/drV>Tfe D ; R» 
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t) J: < ; 

fe^>Hf >^^?f$sgb. A»^R5A$7j<^x{4^^;i/-efe^J®-&?&l^<o ) f^^n 

CD > :^ f y -Y K 2 M ffi E^Mi^ = 

4 R i#5S:i : -Y»-Y2-Y3-R«^ {^^. Y^. Y\ R'^RXf 

5. Ri;bs^ : -Yi-Y^-Ya-R*^ (^"^fx Y^^ Y^S-y^R'fiWSl^a) 
$gffl^ l]«i:l5im^-t-$> 13 ; Y2{*-0-s -NR^-C ( = 0) -JLlt-C ( = 

0) -NR^-'Cfe t) ; RM*7X^x^ism^^^xv^-tt)cfcv^T;l/=¥;^T-fei>) t- 
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5 7. R3AS7k^^ Em^nxvN-r /Nn-y^X}*^ : - Y5 
-R<» Y5{i#^-&^ aife$n-cv>T*) J:v>t;i/^1/>> T^u-^-b^^ 

J:v^T>^:^^^;^■e*s R=';si;fR**s|^l^{C7jc5!i-z?d5««^<&l^<o ) if 

y^ t FDdp^s :i7;vA^-f : - y^-y^-y^-r^ Y^^itJ^ 
Y^tt^jx-etiJiiAtbT^ie^^iJiiam^tvTVN-c*) J;v^T;^=^r^>(s^S^ b 

20 ;v4^ — ;i/TS. 7';V'tr-;i'7 5. ^ s T ^) )V7f.—)\,T K ^ ^ ^y^arV — 

)]/^ K y . T;U=ldri's T )l ^ )V :^ )\/ - )\/ :^ ^ . hVT 

-C ( = 0) -> -0-C (=0) -0-. -0-C ( = 0) -NH-^ -NH 
25 -NR^-C (=0) -^ -NH-C ( = 0) -0-. -NH-C (=0) - 

NH-s -NH-C (=S) -NH-. - S -s -SOg-O-. -SOg-NH 
-SO2-NH-C (=0) -NH-^ -C (=0) -0-. -C ( = 0) - 
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NRb_^ _C (=S) -NH-s -C (=0) -NH-C (=0) -C ( = 
0) -NH-C (=S) -C (=0) -C (=0) -NR^-C ( = NR 
b) _32.(i-C (=0) -NH-NRb--f$) t) . R^ifimWk^ tlXl^^X <b 

^^p-;^ /ND-ifVs 7";-;i':st>V3z:{*7';i/^;i/) xtiSJ^^n-ct^T 

R2*S7j<^. T)V^)\y. T)V^~)VyHt^ : -Y^-R« (left's Y*ifi-0--^$> 

:^-i'>x{i-c (=0) -NH-T;i/^>>--efe D ; R'*{*S^^^n-tv>-r *» 

j;V^TU-;^ (EmSilUTi*^ Mpy>. T;P=l:3pS/. T;i/=3pV> 

-)\/ ^^^'!7'>. -DV^)]^. T)V::i^iy. 
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iyY. T 5. J , T)\^-=i^'y. T T ;i/ ^ ;i/ :^ ;V 5j> - ;i/ ;r ^ 5^ > T 

-R^ {^^. Y^it7)\/^]y>-(:^^ ; R MiSi^^ tit V^ T * J: ^^ — 

^^^^^ (B^si:: b-tj*. 7)i^^~u>) ^m^ir:s,m^(DmBm imn^mo 

20 11. :^&^W]SJ^J-e^S^*0$EH^ 

1 3 . gl^i^Jffe2)^^®$gfflB l^R-H 9^®v^•rnA»^^:gBm®:^>:^ 
14.^(1): 
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R3ttS^^n-CV"«T 4» J;^^T;^=^P;^^ /%D'^>3Z.tt^ ; - Y^-R^ (^cl^^ ys 
cfcl/^i^^m3 ^il±®T;i/^;i/3if*^ : -Y^-R^ (Si't'^ Y « StJt R « tt»^©$S 

15 x\tm^(Dmmmmtm^m-cib^ 

>Hf >^^ff^fiSi1-5:^-&{*^ Ri>i)S^:-Y»-Y2-Y3-R^ (iSltf^ Y»As# 
JS-^T-Jfe ; Y3*sSil^n-CV^Tt) j:VNT;P=5pi^>-efet3 ; Y^tt-NR^'-C 
(=0) -^ -C ( = 0) -NRb-T&D ; R•^{±m^Sl^n-CV^-C* J;VN^m^ 
20 5!CSX«am^t^-CV^T^)«tV^^I^^^S-e^ D ; R*'{i7Jc^3^.^igil^tlTV^■C 

3S:43^ R32it/R*As-i^t::&oT^ Pg^-f 2>M? (fibs R 
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pfs Y i*s^jg-^-c-$, Y^ASjig^U t)^ Y^ifi-C (=0) -NR^-T* 

S:®^^IJ3^<o ) T-SR^ns^b^tl> ^CDT-DK^y^/, ^©Slll±^.^^n5 

1 5 . R^ifi^ : - Yi-Y2-Y3-R^ (jlitti, Yi> Y^RVR^^i^m^ 
ommrn l 4:^tPJlt«T-fe ?3 ;Y2tt-0-^ -NR^'-C (=0) -Xti- C 
10 (=0) -NR^-T-^) t) ; R''{i7X^X(iSJ^^tl-CV^T* <tV>7';i/^;i^-^* 5) 

^M±l^ ^ ^ n s tg^i © ^ii^a o 

1 6 . R3:stJfR^*s— i^^-*:oTV^^i:^^it^©$5HII 1 4^X{iS 15^ 

15 17. R3:Rt^•R''As-ilt{3^to-c^ i§$^-rsj^^Ji*c^7^DM^j!:t>V 

18. Ri>t)S^:_Yi-Y2-Y3-R^ (S;*. YMi#^^-efef) ; Y3 
20 (4S1|t$n-C^^T 4> J:V^T;^^l^>T-fe t) jY^fi-Q-. -NH-C ( = 0) - 
5l.lt- C ( = 0) -NH--efe?) ; R*ttggl^tl.•CV^•C% .tVNj^^^^SXfiB 

m$n-C V^T t) cfc v^^^^I5;SX-fe^) T- ^ S t) ; R 2*S7jc^x-fe D ; 

R3*ST;^^;^^ ^ND-y^jiiiS; : - y^-r" (^PtJ, y ^ji^jg^-efe D ; R'» 
25 ?)) -CS^^nS3£-t-fe t) ; R**S7Jc|gX{*T;i/^;i/-e$) D ; R6^)Sfim^^^■cv^-c 
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1 9 . 3; ( I) : 



?^^3l(d:^i^$nTl^T*) J;l^7;l/=^^l/>T'fe t) ; YMi-C ( = 0) -NRi'- 

z>" R - If -Cs ^^t-sii?t*ti3^^gj^j^^^ (iibs R3*s®mbt: 
15 S; : - Y8-RMjCtf> y 6«IE^fe^^^■c^^T% J:VNT;i/:^ri/>T?& t) j R«{*« 

2 0. If^cD^lffl^ 1 9Jll3«6®^b^ife (tabs R^SU^'R^A^-ltJ^i^c^ 

20 6 «0j^^ii (fB Us R3*^tt3^bTi/^?>m^M?iiR^ 




(I) 



.5 
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2 1 . 



( I ) 



R 



X 




(I) 



R' 



f5 



(SSff ^ R : - Y» - Y^- Y3-R'^ (S;r*J. Y MSmiS-^-^ b ; YMi- 

5 c ( = o) -NR'^-T-^ t3 ; Y3^i#^^3^{is^^$t^T^^■r*)<fc^^7';^^^> 

T*fe D ;R'^{±»m^tltV^•t4)ctl/^^^^^S3Z.{iam$t^T^,^T4) 

: -Y^-Rd (S;'*'. Y5|i#3^^> R^ttHife^nTV^T*) J:V^M^^^«X 
10 T;1/^;PT-& ; R^tti^^iaS Jii±CDT;Udp;i/X}iit; : - Y^-RMsS;*. Y6 

15 2 2. m^<Dmmm2 immmoih-^!^. ^(Drti ^y^. ^(DmM± 

2 3. ^ ( I) : . 



(Slot's RMiiC : - Y*- Y2-Y3-R* (S;"4'^ Y ^ RV'Y ^ itM^t^-^-^ ^ ; 
20 Y^ti-NR^-C ( = 0) -T-fe ; R'^fiffiJ^^tlTV^T* J;V^^^W5S;ST- 
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fF ^ ^ n 5> ^ X ( * ^ o B SI ti o 

5 2 5. ^ : 




Y^*#^g-&^ -NH-. -o-3z:<*- (cHz) ,_5-T?feDs y^i*- 

C (=0) -NH-3^(i-NH- C ( = 0) -•T^.Ds Y ^ tt^ig^JittSlil^ n 

^ 0 m±fF^ ^ n 5 ® i^fn t) o 

2 6. YAs- (CH2) 3--^ii>^m^(D^mm2 5m%^m<Di\j-^m. ^© 



2 7. 5* : 




R32itJCR4(^;g.jx:5.iT,3(^;il^tT;V^;i/T-fe YMi-C ( = 0) - 
NH-3l{±-NH-C (=0) --e$)f)s Y3(d:#iSg^3l{iem^nTV>-r 4, J;V^ 
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2 8 . Y3 ASfiJfe$tT,t 4) ck</^T;i/^L/ >T?$)i> it 5{<©$5HIS 2 5 JM~ 

2 9 . m^(D^mm 1 4 3i~^ is^^ ^20 m2 2tm. 02 

30. io^i-^f^ ^ Y 2M^^{*:MfHffi-CfeSfS^cD«5H^ 2 9:^IBSB© 

isaiagSitio 

3 2. f^mMiM-^&^m^<Dmmm2 9mmm(Dm.mm.^^o 
34. mmMt^^^tMMommf^2 9mt&M<ommm.m,!^o 

®»^cd$bH^ 1 3]«cDVN-rti7!pl::i3ti4®'fb-&tJO^fflo 
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rnnfimiatjon of Box wn.il of continuatiQn f4.rst sheet; ( 11 

This international application relates to a medicinal composition 
with a cannabinoid 2-type receptor affinity which contains as the active 
ingredient a compound having a pyridone moiety and to the pyradone 
derivative compound. 

Medicinal compositions with a cannabinoid 2-type receptor affinity 
which contain as the active ingredient a compound having a pyridone moiety 
weie already disclosed in documents, i.e., EP 887340 Al and WO 99/02499 
Al published before the priority date for this international 
application. In claim 1 and other claims of this application, the term 
"exclude" is used for the active ingredient to exclude the active- 
ingredient compounds disclosed in those doctaments. 

Although the active-ingredient compounds disclosed in those 
documents have been excluded from the claims, the points which remain 
unchanged are that the only technical feature common to the subject 
matters of the claims is to use a compound having a pyridone moiety as 
the active ingredient of a medicinal composition with a cannabinoid 
2-tvpe receptor affinity and that this technical feature is not novel, 
consequently, this technical feature cannot be regarded as a special 
technical feature provided for in Rule 13.2 of the Regulations under 
the PCT in view of the prior art techniques. In the current claims, a 
subject matter having a special technical feature cannot be recognized 
until a specific combination of substituents in the active ingredient 
represented by the formula (I) is specified. 

In order to specify a combination of substituents in the active 
ingredient represented by the formula (I), the choices with respect to 
each of Rl, R2, R3, R4, and R5 are first classified into groups based 
on substituent similarity. 



a 1 koxycarbonyl , 



Five groups of choices for Rl: 

1) hydrogen, 

2) halogeno, 

3) cyano, formyl, acyl, carboxy, 
substituted carbamoyl, and isothiocyanato, 

4) optionally substituted amino, hydroxy, alkoxy, 
alkenyloxy, alkynyloxy, alkylsulf inyl, alkylsulfonyl, and nitro, and 

5) -Yl-Y2-Y3-Ra. 



optionally 
alkylthio. 



Six groups of choices for R2: 

2) optionally substituted alkyl, optionally substituted alkenyl, and 
optionally substituted alkynyl, 

4) cyano?''° formyl, acyl, carboxy, alkoxycarbonyl, optionally 
substituted carbamoyl, and isothiocyanato, =iwh.k^„ 

5) optionally substituted amino, hydroxy, alkoxy, alkylthio, 
alkenyloxy, alkynyloxy, alkylsulf inyl, alkylsulfonyl, and nitro, and 

6) -Y4-RC. 

Six groups of choices for R3: 

2) optionally substituted alkyl, optionally substituted alkenyl. and 
optionally substituted alkynyl, 

3) halogeno. 
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rnni-innation of Box No -II of continuation of first sheet (1). 

4) cyano, formyl, acyl, carboxy, alkoxycarbonyl, optionally 
substituted carbamoyl, isothiocyanato, and nitro, 

5) optionally substituted amino, hydroxy, alkoxy, alkylthio, 
alkenyloxy, alkynyloxy, alkylsuif inyl, and alkylsulfonyl, and 

6) -Y5-Rd. 

Five groups of choices for R4 ; 

1) hydrogen, 

2) optionally substituted alkyl, optionally siabstituted alkenyl, and 
optionally substituted alkynyl, 

3) halogeno, 

4) cyano, formyl, acyl, carboxy, alkoxycarbonyl,. optionally 
substituted carbamoyl,, and isothiocyanato, 

5) optionally substituted amino, hydroxy, alkoxy, alkyl thio, 
alkenyloxy, alkynyloxy, alkylsuif inyl, alkylsulfonyl, and nitro, and 

6) -Y5-Rd. 

Three groups of choices for R5: 

1) hydrogen, 

2) carbocyclic or heterocyclic group optionally having one or more 
heteroatoms and/or unsaturated bonds in the ring structure, and 

3) -Y6-Re. 

The claims disclose inventions containing as the active ingredient 
a compound specified based on a combination of choices out of ^ the 
respective groups. Namely, the nxmiber of medicinal compositions 
disclosed in the claims is regarded as equal to the product of the numbers 
of the groups of choices for Rl, R2, R3, R4, andR5, i.e., 5x6x6x6x3=3,240. 

(The invention relating to the compound and those subject matters 
in which Rl is -yi-Y2-Y3-Ra comply with the requirement of unity of 
invention.) 

Continuation of Box No.II-4 of continuation of first sheet (1) 

An international search for this international application was made 
with respect to, among those subject matters, compounds corresponding 
to the compound 1-001 described in the description, wherein 

(1) Rl is selected among optionally substituted amino, hydroxy, 
alkoxy, alkylthio, alkenyloxy, alkynyloxy, alkylsuif inyl, 
alkylsulfonyl, and nitro, 

R2 is hydrogen, and 

R3, R4, and R5 each is optionally substituted alkyl. 
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